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(57) Abstract: Fused cyclic compounds represented by the following general formula [I] or phar- 
maceutically acceptable salts thereof and remedies for hepatitis C containing these compounds: p] 
wherein each symbol is as defined in the description. Because of having an effect against hepati- 
tis C virus (HVC) based on an HCV polymerase inhibitory effect, these compounds are useful as 
remedies or preventives for hepatitis C. 
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>f ^^/V- 5- tf^tf^Bfe (£*fc0!l2k 

1 -v^ P^SrvW- 2 - (4-tFn^i/7i^/V) ^V)/^^/^- 

2- [4- (2 -^B*- 5 P u-<<>'i?/U3-3ris) y zc—jV^ 
P^drvM^yyV 5 tV— 5 (HJfc^Uk 

2— {4— [2— ( 4 — ^ n n 7s-/l^) — 5 — ? p n-^^iMoJ-^ v-] ^ 
^yu-} — i — v"^ p^^v'/i/^yy'^ 5 ?V~-;v— 5 — ^/t'/K vggo^/u^;*.-^ 
A- (3Hi£#!l 5 ) . 

2— (4— [2— (4-^0 0 7i=;l') — 5 — ^ p n i^^^-^-V] 7x 

^/W - i - v'^ P^^/;i"<y^ ^y^/ww- 5 -*;w#y^ (HMJ6K 
2- [4- ( 2 — ^p*— 5 — ^ h ^•^yv'/i't^y) -1-v" 
^ p^^/w^y^ 5; 5 -^^T^^^^^/^^^/k (^JS#iJ 7). 

2- {4- [2- (4-^PP7^^^) -5-^ ^V^^/l^^v'] 7 

2- {4- [2— (4 — ? P P -5-^ h^-V'O'v'/l't^^] 7 

^-/U}- 1 -v^ p^^vvW^y^f 5 yu- 5 ~^7^^V^(^»J9) > 

l-i/ : 5'o^v'/V-2- {4- [(E) - 2 - 7 31 /V] 



40 



WO 03/000254 



PCT/JP02/06405 



ta^drix/u— 2 - {4- [(E) - 2 7x-;V} ^< 

^y-r ^ ?-/—>\>- (^tfe^ii 1 1 k 

2 _ (4 -^^i^yu^-dri^^ai^^) - 1 -^^ P^yf;^y/-l' 

2 _ (4 -^^vf^^-drv-^^^/u) - 5 —i/TS - 1 -v^ xx^Vf-fls^S 

y-r s: py—fr mmm hk 

2 - (4-^y^t^i/7i^i') - l — n^i/f/w^y^f $ ^y— 
/w-S-tf/M^i*-? K^^A (S*Jfe0iJ l 5 k 

1 o^^^/l— 2 - {4- [{4- (4-7;^o7*=/l') -2-^^- 

tif/Wx^f^ (WJ16), 

1 - v-^ n — 3f i/ As— 2 - {4- [{4- (4-7;VtD7*=/l') — 2 - y f 

/v- 5 -fry y ;w y b^v-] ^^^a-} 
& 17), 

1 — i/^ n^df-^u— 2 — (2-7;Vto-4-t Kn^v'71^) ^^y 
-< 5^y— /u- 5 —ij/v^Wt^ A^^xTAs (MMmi 8 k 

2— {4- [tf-X (3-7/^7?^) ^ h^r^] — 2 - 7;l/tn7i = 
/V} — 1 p^^r^/W^vy^ 5 W—JV— 5 — ^/W^^iftjtf ^jn^f/P 

2- {4- [tf^ (3-7/l'tD7i-/l') h^rf] -2-7/VtP7x^ 

/v} - 1 - v'^ n^v'/^yy^' ? ^y-;i/- 5 - (MMffl2o) > 

u^>"f-ju— 2 - (4-=hP7i-;i/) ^^y-f % ^y— /V- 5 - 
jft/^vBg^f /i^^tvu (HJfeM2 l), 

2- (4-7$/7i^) - 1 P^^f yl/^yy^ 5 ^y-;l/- 5 - 

%/utf^m^/^xy'A' mmmz 2), 
2- (4 -^vy^r/ur^ y 7^1=71^) -i-^n^yf/^y^?f/ 
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—>V- 5 - #/U7$ y^xf/VX7 7-/V (HJfctflJ 2 3), 

2- (4-^y/'f^r^y7s^;i/) - 1 — n^yfMy/^f ^ ^y 
-A--5-#/^^ (»2 4), 

2- {4- [3- (3 -9 P P 7i;^V] -7 *.=-)V\ 

2- {4- [3- (3-^Pn7j^) 7^/*^] !7^~/W - 1 -v^ 
p^iy/W^y^ JV— 5-#/l^^ (HJfe^ll 2 6), 

2- [4- ( 3 -Tir h^v--7ac— ;v^r^rZy) z? z*.=- jv] - l — P^^i/ 

1 - isjr u^*ci//u— 2 - [4 - (3-k KndfV?^^;^^) 7x^/u] 
^ fry—sis- 5 :/®>j^/i'^;*.'7vi' (^M^J 2 8), 

1 P^drvVW- 2- {4- [3- (4 - ¥ V i?/^ * h =SrvO 7i=^t 

2 9h 

{4- [3- (4-fc? I) h^vO 7s=/I/t 

3rv-] :7cn=/V} ^<y/^ 5 /V- 5 3 0 ) % 

2- (4 — ^^^/U^"dF-V7 j.=/V) - 1 - i/^ P^yf /l/^yi//f 5 

>v mw\ 3 1 ) > 

2- (4 -*<i/i?jv*4ri/7 - l - p^V^vv-K, N-V^f 

A^ls^J §^5/— ^-5-*^^ 5 K (»3 3), 

2- (4 -^yi?;^^V7a=^) - 1 -S^ P^i/^/U-N-^ h^v^- 

2- (4-^y^t^y7i^) (i-tK 

5 — Tir^/l^— 2 — (4-'<yv ! /l/^^7i^) - 1 - i/# p^J/^/W* 
y/^^y^ (HWJ3 6), 

2— (4 -^^/l^^S^ai^/V) - 1 P^V^/V-N- (2--^;* 
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^y^$^y-^-5-*;^^t5 k (nib 

093 7), 

2— (4-^y^t^v'7i-yi/) — 1 — %/9 v<l/*7-jv— 5 — =■ h p^V 

5-7tf/V7^y-2- (4 -^Xv'A't^V? a^/lO — \ —l/?U-><-y 
2- (4-^y> 5 ;vt^^7i^) - 1 — n^O^/v— 5 — * Zl/Kji' 

*=/vt§ y^y^f (ii«4i), 

5-^/l'77 i t'f^-2- (4 -^<>'v !! /V^-^->'7^=/W) — 1— V^P^y 
:7vW<yyV 5 /U (**W4 2), 

2— [4- (4 - t e r t -7*f y^>'v 5 >'Vt^v') — 1— P 

^yf;^y/^f 5 5 -a/M^H (Hifc0!l4 3), 

2- [4- (4 —*A'i$*%'+<l'i?A'7t*l') 7 3:=^] - 1 O^^f 1 
/w<yy*>f 5 ?y—;v- (#ltfc#>J4 4), 

2— [4- — l -i^ p^y^/i^ 

^y^f 5^*- A?— 5 -tf/MSS'HI (H*£#!|4 5) N 

2 - {4 - [( 2 P n- 5 -*f-^=.;v) * b^v^] !7;c=/W -1-v^P 
^yf^yy^f 5 ^/-/V- 5 -#/M?y« (Hife^j4 6), 

1 -i/jj' v^i/^-su- 2 - [4- (4- h V 7/^n^f/My^**j/) 
7*=^] -<^y>f 5^^— /U-5-*/^^ift WJ4 7), 

1 p^y^vt— 2 - [4- (4-p< h^^y^l^^v') 37;*:~/l/| 

i - v-^ P'O'^vu- 2 - [4- (4 - tf D h^vO 7*=/v] ^yy* 
^^/-;v-5-*/^yS ttM (HK50iJ4 9), 

1 — */9 U^O-^/U- 2 - [4- (4-^f/^y^/V^^y) 7x=/I/] ^ 

i — ^ p^v^/v- 2 - { 4 - [(3, 5 -^^^^-4 — r y^-^f-y y 
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1- i/t n^<ls*?-;v- 2- (4-fc Kci ^ix^^^/w) ^<^yV ^ 

[2- (4 — O-vf^^-df-^^^^./l') - 1 - i/^ n^yf 5 ^/ 

— /V- 5 --f/Kl 5 7 (^WJ5 3) X 

2- [4- ( 2 —9 p P^i^/K^-drf) - 1 — */9 P'O'^vw* 

2— [4— (3 — 2 p ta^^^/W^-drv*) — 1 — */# p^>-^vW< 

2 - (4 -^y^t^f-^^x^ AO - 3 -f^ P^i^/WO'V^ 5 ^rZ- 
2- [4- (^O'if y^/i/*^/U7 5 7 ) :7x.~/U] - 1 n^v?vw< 
\—i/$X2s<ls=f-}\,-2- [4- (3, 5 - ^ ^ P c 7 x = /U^7 =;l/7 $ 

y) 7x=/u] ^^y^f %#7— ;v-s-jj;vi$^m (HiS#j5 8h 

2 - {4 — C(4— ^ P P 7 a^^tU) ■%)Vi$^-)VT 5 7] 7x=/W- 1 — >^ ^ 
2-{4-[(4— tert -y'f yl/7i-/l/) # /Uz}?=./^T $ 7] 7x-;l/| 

- 1 -i^ P^^/w^y-f 5 ^y— >v- 5 (^^J6 Oh 

2- {4- [(4 -^^v'/l'^^v'T'^ — /W) *;l/^;V7^/] ~7 z^~;V) - 

trans— 4- [2- (4 — <y^t^^7xx/l/) — 5 -^/Vt}?^ 
yy-f^y^-l-f/l'] 1/9 P^^rf-^- 1 — (»J6 2). 

trans — 1— [2 - ( 4 -^^v 5 ^^-^^^ ^^^) - 5 -^/l*-^^;/^ 

S*V— /V- 1 — 4 As] -4-^ bdr^^^ P^df-tf-v (^i£#|6 3h 
2- (^-^^i^/^drv^^^^/k) - 5 -#/l^dpv^ 1 -^^ P^< 

isf-ns^isyj *ys~-/u (^6 4). 

2- [1 - ^ i^l^ 3r^# 71^^/1'- 4 -fc^y -l-^P^i/^- 
/w<^y>f % if */— As- 5-^/vaJ?^Bfe (£1*609 6 5), 
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2- [(4-^n^i//V7xx/V) jj;Vtf^;VT ^Sl — 1 —is? 

1 — n^^^-ju- 2 - [4- (3, 5 n vi^ls-J/v^^-^) 7s = 

1 P^y^/V- 2 - [4- (3, 4 — p p^y-vOi^^i/) 

1 - *^ a^^^vv- 2 - [4- (7x-;V*/W^^;i/7$/) 7 ^^yw] 

1 — p^^^vv- 2- [4- (v 5 ^^— /I'p* h^is) y x.=-;\s~\ ^sV->< 

^yy^v- 5 -jjsvtf^m mm 7 0), 

v<is=f-)V- 2- (4-7-^^^^^-^^^^^^) ^^yV^y* 
-/t— 5-#/l^yg£ (H*t#l7 1)> 

trans — 1— [2- ( 4 -^<y i?As**t-%s*7 -5-*^**^ 

7 2), 

^yf/^yy^ ^yy- (^0117 3), 

2- (4-^y^;V7 5/7i^) - 1 -v-^ P'O^/W^y'^ 5 ^'7- 

2- [4- (N-^^y^^^/V-N-^W? / ) 7x-;l^] - 1 — 
i/^ a^yf ;^y/^ ^ 5 - (H%0J 7 5), 

2- [4- (N-^/V-N-^W^;) 7 ^-yi/] -l-s^o^V 
f/^yy^f 5 5 (H»J7 6h 

1 - v-^ p^apvvu- 2 - (4-7x^f;U7jt=-;i/) ^oyV 3: P^J—iV— 

5-^J/V^^m (^1W7 7), 
2- -l-^a^yfMy^^y 

2- ( i -^yy>f ^-4 -tr^y - 1 -*y^ a^o-^/v^^y*^ 5; ^ 
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1 v^-yj-jv— 2 - [1- ( p - y/Vx.l/*jVifr~;V) 

1 p^.drv-/^— 2 - [4- (3, 5 — V u^yV'JVir^r^y) 7 

1 — n^^r-y/u- 2 - [4- (v?7i=;v^ b 

1 — V^^is/U— 2— [4— (3, 5 — v 5 — t e r t — )V^<y-y ;V^r 

2— (4 — <y^^y73:-;i') —l — (4-^f-;i'v'^a^*v/;i') -< 

1 a^^vvl/- 2 - {4 - [2- (2-^r7^p) ^}>3r:y] 

1 — P^dpv'/l— 2 - [4- (1-^-7^^) ^ b^-jX^ct^^] ^^y* 
^^y^-5-*;^yt («0iJ8 6k 

1 -v-^ p^^vvl— 2 - [4- (^y^7 5;) 7xc^;H *<l/*/4 % 

2- [4- (2 -t^^^U b^iX) — 1 — %/# P-^3rvVW< 

y^^/-/v-5-*/^yi (^^18 8), 

2— (4 — ^yv ? ^^rv'7x=./i/) - i - -y^ n^i/^yy^ 5 ^y"- 

/U-5-*/Utfym (W!l8 9), 

1 a^dp^/u- 2- [4- (v^i^/V^ b=¥iy) ^^^/v] ^yv~4 

2— (4 — <yy^/v^ h^-iyy ziu=./u) — l —iy^ u^^-yju^yy^y ^ y 

2_ (4 — <>^,u_ i - - i — v-^ n--^iy^^<>'y*'i' 5 ^ 

\—*y$ n^Zri/fV— 2— [4— (3, 3 — 9 J"7 * c^l^o \f;V^r^-%/) 

2- [4- ( 3 - ^ p P - 6 -yx^/l/^yv?;^^^) 7^^/^] 
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^ u^^-i/A^-lsyj K 5 -X/utft/Wt (mifcM 9 4), 

2- (4 -'Ovvi^-^v'fcxy *?/ ) - 1 -v'^ n^^v'/w^y^ 3: try 

-sis- (*i«9 5), 

1 xa^^F-^U- 2 - {4- [2- ^fdr^] 7^^;^} 

^y^^y^-5-^y| (UlWJ 9 6 K 

1 - ^ da^v/v- 2 - [4- (3-7 3 :=/U7 p nt 0 ;Ut^v') 7 /U] 
^yy^5^^-5-^yi (H»!l9 7), 

1 - P^-^rix/V- 2 - [4- ( 5 -7in;U^yf/l/t^ v") 7:*= A/] 

2- (3 -^^^t^^- 5 -'f yt^t^y/V) — 1 - v-^ n^3r^/w< 
^^-T 5 5 -tf/utfi'ifc (j)54«9 9), 

2- (2 -^^i^/Wa-dri/- 5 - fc° P vVW) — 1 — n-vdpS//W<^>^ § 

1- ^^D^drv-yU-2- {4- [2- (3, 4, 5 - h V * h **S7 i^=.)V) 
is] 7x=;H -O'i/^ 3 5 (ililOl), 

2- (4 -^^^/V^-^f-i/^^^/U) -1- (4, 4 — i?* n^^-iy 
;V) ^<>ys( % jf-/ — )V- 5 -■t>JV7$^m 0 2), 

1 -iy? u^^r-y/U- 2 - {4- [2- ( 1 --T-^^vU) xfJf-i/] :7^^/U} 
-<^^-f 5y^-5-*;^y|? (HWJl 0 3), 

2- [4- (2 -r^v^M-dri'P'^/ dp^) y - l -i/^ n^^v- 

/W-O-y-T 5 Vlf— JV- 5 (M^J 1 0 4k 

2- [4— ( 3 -^O'p'/U^-^-^y - l - n-^drix 

jv^yyj ^/^-5-*;ni?ygl (HifcM l 0 5), 

1 -*yy xi^^r^yjV- 2 - [4- (2-t Kn^f:/7i/dr^) 7x=/l/] ^ 

1 — v'^ K2^.*c%/)V— 2 — [4— ( 3 — t Ko ^•v'^ai / ^-iy) 7x-;l/] ^ 
X^ ^-5-#/t^X^ (HJifeMl 0 7), 

1 -S^ n^^rv'^- 2 - [4- (2-p< h^v^W =¥v0 7x=;U] 
y-T 5 py—su- 5 -^/l-^^ (H»J 10 8), 
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1 P^^ix/V- 2- [4 - (3-^ f*^7*y*V) ^O' 

! P^^/i^- 2 - [4- ^-^n^^^^y 3rix) :7^~yU] ^< 

y^5y/-;v-5-*/^yi (mWi 1 10), 

1 - ti^drV/l— 2 - [4- (3 -7utf*ci/7 ^ S ~7 ^ 

5 ^y— /u- 5 -#^4?^ in, 

1 —5^^ d^ap-s/TU— 2 - {4- [2- (3 — ff-sv— 2 -y^=/v^-a^^) 
7i;^ri/] r7i~/W ^y/>f 5 5 - (glfcM 1 12), 

1 — O^^V/I'- 2 — {4 - [3- (3 —fT-A*— 2 -7 , 7 ; =>'V^= 3 rv') 

^/a^] ^<y^5y^-5-^^yi wan 3), 

1 -v-^ P^^rV/W- 2 - [4- ( 2 — ys<ls=?-/V3-3cl/Z7^J3r*y) 7*. 

^v/>f 5 ?V—JV- 5-#/M?^afe (HJHSMl 1 4), 
1 -i^ P^^r^/U- 2 - [4- (3 — f y^yf/Vt^f'>7j; ^i*') 7 31 

-<^>/^ ^ 5-*/UJ}?^» (Utti^ll 15), 

1 - P^=^>VV- 2 - {4 - [2- (10, KP-5H-^ 

[b, f] ^<>->m $ ^y— /v- 

r- 5 -^/^Tj?^^ 16), 

1 — P^^ri^/V- 2 - {4- [2- (4 - h y ^/W^-n ^^/W-^ac^/W) 

^y^/i/t^v] /i-} -<^y-f 5:^y— /v- 5 —XA'tfi'Wt (^iS^lii 

7), 

2- {4- [tT^ (4—* nP7^=/V) h^-i/] ^ct^/U} - 1 P 

-^ix/w^yv 5 5 (^JS^J l l 8), 

1 - v-^ P^=¥ vvv— 2 - {4- [2— (4 — ^ h drv-^^^yV-) j^h^iy] 

7*-/^} ^^y«r $^y-yv-5-*/^^» («^ji i 9), 

1 — v'^ P^df^/V— 2 - {4- [2— (2-;* b^v , 7s=;l') xfdfv/] 
1 P^^r^/V- 2 - {4- [2- (3-p< h^^^^=^) cxb^v-] 

^y^^f 5 ^/-/u- 5 (#1*601112 1), 

2- (4 -'<y^;i/^dE-y7x=/i') - l -y^ a^7*f ;i"<y^ 
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1 - iy? v^^-iysu- 2 - [4- ( 2 —7 ^fAs-***/? z^J =¥$✓) ~7 
AO 5 5 -*;u#yi (Hi&M l 2 3), 

1 a^^^/w- 2 - [4- ( 3 -7^^t^fi/7x/ ^rix) 

jv\ ^oyv ? ^y— /i^- 5 -%;i>7$^m. (mMMi 2 4), 

1 — */# n ^.3rl//V— 2 — [4— (2, 2 — x^/l/x h drv") 
-<^y>f 5: /V— 5 -#A7tf:/^ (H1if6#i|l 2 5). 

2— (4-^y^t^^7x=/P) —1— (3 — v-^ n^dr-fenA-) ^<;yy* 

Y 5 ?V—A>.- 5 dS*09l2 6K 

c i s — 1- [2- (4-^yv 5 ;l/^v'7x^) — 5 -^/V/i^v^i/;/ 
-f^y*— /U- 1 --OKI v-^ n^dri?-^ (Ht8iMl2 7), 

1 — a^^^U- 2 - [4- (2-7x/^V7x/^v') 7xx;l/] 

(W12 8), 

1 - i^ EZ^3rV/V— 2 - [4- (3 -7*-; $r*/Z? ^ J 7 ^ 
^^y/^-S-^^^g 2 9), 

2- {4 - [(2R) - 2 -^^i^V;*-3rV#;V7ffxwVT 5: J - 2 -7x = /H 
h^iy] ^cx/u-} - i - i/^ D^^-v'/Ky ? 5 - *;i/#yi 

l 3 o K 

1 X2^3c*y;v- 2 - {2-7/V*a-4- [2- (4-bP7/l/to^ 

m (rnrnm 1 3 1 ) , 

2 — [4— (4 — dri^) T'^x^/U'] — l— %/$xi^5ri/ 

/w<^yv a— 5 -%»7$^m. mmmi 32), 

2- {4- [br* (4 -.^A-T^^/i') 7< h^rv'] 7xx/u} -l—i/?u 
^i/VW^yV 5 ^y*— )V- 5 -*^7j?VBft (UllS^Jl 3 3), 

2- {4- [If* (4 ^^cx/i^) ^ h=3f^] 7xx;U} 
D^dri/^y/^ ^ 5 - *^7|| WJ1 3 4), 

1 -ix^ u^-^I/JV- 6 h^rf- 2 - [4- (3-7xX^7o^y) 
7*=^] ^y^^/^-5-^/^y| (Htfe0i.il 3 5), 
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1 — P^drV^- 6 — fc Kb^- 2 - [4 - (3 --y /UT'n tf?3^) 
7*= /I/] ^y^5y^t/-5-^/V^ (HWJ13 6), 

1 — $/^r a-vdf^/U- 6 —tf-fls— 2 - [4- (3 — s.=.}Vfvii^^-V) 7 

-<^y-f 5;^>/-/l— 5-#/l-^^ (*J£0U 3 7). 
2- {4- [2- (2 oc|v^^3 ^^^/P} -1 

P^dr^/W^;/^ 5: W—JV- 5 1 3 8K 

2— {4— [2— (3-^yi?;Vt^7i^) ^h3r->] 7i = /W — 1 

n^dr^^^y^ 51 ^ — 5 -X/l'tfZ'Bt 1 3 9), 

2- [4- (2-*/W#^i/^^-/U^-^^7^y 7^-/1-] - 1 - V-^ 

P^dr^/^yy^ 5; ^y— /k- 5-^/V7j?^Sfe (Uli 1 4 OK 

2- [4— (3— ^7/U7j?^r^p«^/V^-^^7 3iy 3rV) 7s=M - 1 — 
p^^vVW^^/V 5: ;v- 5 (Hlife#i)14 1), 

2 - {4— [3-^OD-6- (4 5v^:7cc— /1-) '<y^*>'] 
=/W - l - i/^ P^^i/;^y/^ 5 - (Mlfoffl 1 4 
2), 

2— {4— [3-^QP-6- (4 — h^v^m— /V) v 5 /^^ V] 7 

^^/u} - 1 p^^/w^y-r 5: ^?v— /v- 5 -ijji'isi/m. (^s^j i 

4 3), 

1 — u^e^-^/u- 2 - { 2 -j/fvV-4- [2- (4- MJ7^to^f 

mmmi 44), 

2 — {4— [2— (4— tert -/f/l'7i^^) — 5 — ^ p o-^^^U^- 

=^>] :7m~/W - 1 - i/^ p^^/i^^ W 5: pv—jv— 5 -^/wjJ?^^ (H 

JS^J 145), 

2— {4— (3 — # n n— 6 — 7i=My^t^'7) -2-7^071 
— /W - 1 - a^^f'>/^>j/^r 5: yy— 71— 5 -tf/Uaffi'lfc (HJSi 1 4 
6), 

2— {4— [3-^pp — 6- (3, 5 — v 5 :? P P 7 m—AO -^S^M-^^] 

7i= - 1 p^^s/vwo^z-t s. 71^- 5 -x^^m (^mm 
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14 7), 

2- {4- [tf^. (4 — ~7 jv^ruy * b^v] - 2-7;vto7x? 

jv}- P^^/w^y-f 5: 5 -*^^>-^(^iig^j 14 8), 

2- {4- (4 — ^vO - 2 — ^ P n y ^=^;v) -1- 
S/^ p^if-VMyy^ 5 PV—fr- 5 -^/W?^ (HWJ 149), 

2- {4- (4 -^y^t^^sy -2-h!J7/^P^f^73: 

— /W - l — i/^ a^^v/^^y^r =: #9— A*— 5 -^/v^^if (HJfe^J l 5 

0), 

2- {4- [3— ^PC- 6- (2-^7;VtP^f/l'7i^H 

mmmi 5D, 

2- {4- [( 2 R) - 2-757-2-73: Y >0 7^-/1^} -1- 

u^^-y/u^^yj $yy-/p-5-^y|i (^£#111 52), 

2- [4- (2 — lf:7;t^ y/l^df -7 au~)V\ -l-i/W^Sci/fr^S 
2— [4— ( 3 — y?~7 3) JV^r^r%/) 7 zc=.jV\ — 1 — */ ? P ^3=- vvWO- 

2-{4-[2-{(l-tert -^h^^;^^- 4 - fc"^ J) 5?A0 ^ 
y**y) y a^—M - 1 - */# xx<^*? 9 sA~<vS<< 5 — /U— 5 

-tf/MSi'R (HJgMl 5 5), 

2-{4-[3-{(l-tert h 3r$o&/M?=/l'- 4 - fc°^U v^/U) 

>m mmmi 5 6), 

2- {4- [3-^bp-6- (3, 4, b*V7j^) ^^v 5 

^^-ari/] ^cc^/v} - i — n^^w^yy-Y 5 ;V- 5 -#71^:/ 
SI (HIM 15 7), 

2- {4- [2— (2 -tT^ct^y /V) cr.^^] -1-v^n^ 

drv/^>y>r ^ #y—)v- 5-*/\stf^m (mmm 1 5 8), 

2- [4- (2 — tr^a^If/M h=^) - 1 — 5^ u^dri/;W< 
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1 -i,? n^^^/W- 2 - {4- [2- (4 - tf^y *?>V* Y*r*y) 7 x. / 

$✓] 7i^/M jv-5-*jvi$i/m. mm. (»i6o), 

1 — ^ P^^vVU- 2 - {4- [3- (4-fc^y h#'» 7x/^r 
v-] :7^=/W ^yy^f 5 5 - (Hl^Jl 6 1), 

2 — { 4 — [( 2 R) — 2 -7*^7 5 7 — 2—7^=.;Vzl h^r7] !7;n=./W 

- 1 — u^^^yjv^yV^ % ?V—tv— 5 (MMM 16 2), 

1 u^*c-y;V- 2 — {4 - [3 - (4— ^^Tk- 3 — ^/M"df %/) 

7x/^7] 7^=/W 'O'yV 5 /U- 5 -*/U#y|? 

1 --y# v^5-Z//U- 2 - {4- [3- (3 -*^7U— 3 -^7"=^^*^^) 

2- {4 - [{(2S) ^h^vO 7cc~ 

«1 6 5), 

2- {4 - [3— ^nn — 6— (4 — ^ ^vl^^T' c^^/U) -< yvvU;t=*- 
7x^;H - 1 P^drV/w<yy*'r 5 

16 6), 

2— {4 — [3— ^PP — 6— (4 — * 9 yy./l'/js — /V) -^^S^/P* 

- 1 - 9 s9 P^dfy;^y7^ 5: ?V*-A>— 5 -tf/M^ife 

16 7), 

2- {4- [3-^OP-6- (2-^^^/W ^y^/l^^f] 7x=;u} 

- 1 n^=3r->/u-<>y*-f 5 ^ y*' — — 5 -tf/vaffi'ife (£$$1 16 8), 

2 — {4— [3— ^op — 6— ( 3 — 9 p p 7x-/W) ^Vv^/W^-^ri^] !7 at 
z=.jv) - 1 -ix^ P^fvvw^yV 5 ¥V*-)V- 5 -A/M^Ifc (WJ 1 6 
9), 

2 - {4 - [3-^PP-6- ^yi?;l/t^i/] ^cc^/V} 

- 1 — DAaf-j/Myy^ § ^y*— /u- 5 -^yi^y^ (Stffeffil 17 0), 
2- {4- [3— ^PP — 6- (4-7/i/tn7i-/V) *<>■ is] 7 

zxu-M - 1 n^*?//i^<yj//f 5: ^y*— /u- 5-#/i^v^ (HIM l 
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7 1), 

2- [4- (4 —'<l/ ! &As-** 9 S'7x./ -3-7^to7x=;W] -1 

-is? PA^v^Myy^ ^ 5 -Xsutfi/m (MMM 17 2), 

2— [4— (2-/t3*-5-^dP'<>'v ? ^t d i i v / ) 7x=/l/] — 1— v"^ 

n^^i/^y/W' 5 >\>- 5 -^7^^^ (HJS^lJl 7 3), 

2— {4— [3-?PP-6- ( 4 - ^ p n 7 a y< y ^ t ^ S'] —2 

— :7ac=/y} — 1 — 1/9 u^3ci//l"<>^s( 5 ^y*— /U— 5 — ^/l^y 

H 7 4), 

2- {4- [2- {(l-7tf;W-4-^y^;l/) ^b=¥^} 7i;^ri/] 

:7^~/W - 1 - 9 s9 P^i/;^y^ 3: ^V— /y- 5 -#7^:^ 
17 5), 

2- {4- [3- {(l-T-fe^U—4-k 0 ^i;^l') ^ -? J 5r*s] 

17 6), 

! u^,^^- 2 - {4- [3- (2. -7 v \? -p^y^i/'] 

1 — *ciy/U- 2 - {4 - [3- (3-t°U^/W^ h=¥-» y^y^-y] 

■y^-M -<y^^y-;v-5-i/^yi (WJ17 8), 

2- (4 —^SiS/V^^i/- 2 -p< h^i^ai—A') - 1 — u^^iy/V^ 

^^y-^- (WJi 79), 

2— [4- (2-^0^-5-^ h^^y-^Vt^^) 7x^/1'] — 1-v- 
^ n^^y/i^yyV 5: ?v° — ;v- 5 -#/y^y^ (*10<Il 8 0), 

2- [4- (^/l^^ri/v 5 :^ — /U;* h 3riy) ^cc=/l^] -l-v'^n^^v' 

/^y/^^^y-^-s-^/^yi (mi&Mi 8 1), 

2— {4— [2— (4 — ^ d n 7x^;V) -5-= (<P'<y^l'^v'] 7i 
=-/W - 1 -S^ aA^>/Myy^ ;v- 5 -#yyz£y^ (HMJ 1 8 

2), 

2- {4- [ 3 -r-t^/yr s: y - 6 - (4 a P7*^) ^y-vVM-^r 

-y] 7x^;u) - l -v-y* p^>7/i/X7/vf ^ — /v— 5 -#/yz£y^ (H 
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Jfem 8 3). 

2- {4- [2- (4 -*;^^V7i^/W) 
7at~/W - l -v'^ n^^-i/A^^^^ 5 /v- 5 — X/utf^Wt (^M&l 
1 8 4). 

2- {4- [{(2S) - 1 —'<^i?A'* m >Z-i'2rA'i$~A'— 2 — V 

^ mMM 18 5). 

2- {2— ^cia-4- [2- (4-fP7/vta^;V7i^) 

(mmm 1 8 6 ) . 

1 a^dri^/W- 2 - {4 - [3- ( 2 - fcf H h * vO ^^/drix] 
= ^y^5^/-^-5-^yi (SH*60fl 1 8 7 ) . 

2- {4- [2— (4 a n y^z^/U) — 5 -7/U^-P^<>'v ? /^^-= 3 f-v'] 7 
^-/u} - i a^drv/^>y^r 5: ^y— /w- 5 -jj/v&ym. (mMMl 
8 8), 

2— {4— [3-^/;i'#^v'-6- (4-^nn7i-;v) ^V'v^v^^v'] 

18 9). 

2 - {4 - [ 3 — ;fr/W<ivf /U— 6 - (4-^pa7x^/>) ^<^v ? /V^-=¥i/] 

- 1 o^^r^/^^y^ ^ /U- 5 -jfr/M?^!* (^ife#J 

19 0). 

1 - P^^v'/U- 2 - {4- [2- (-Jt^/VDsV/^^jV* h^r^y) ~7 
zx.J^r^ 7x=;u} (Hifc0!j 1 9 1 ) . 

1 ^r^/v- 2 - {4- [2- (fcvy^y^/i/^^/v^ h=¥-» 7 

^y^ri/] r^^/W -<^y^ 5: 5 (HWJi 9 2), 

2- {4- [{(2S) - 1 -'O'lf i/^/Vtf^/k- 2 - t°a IJ S?=-/W h 

$✓] 7s=;v} - 1 - i/^ n^^i//i/x^y^ 5 5 -*;^ySI (H 

t«19 8K 

2- {4- [{(2S) -l-^y^;V-2-tfP!J^} * h^vO 
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^jv) - 1 -v-^ n^^vvw^y^ 5^:/— /u- 5 -*/VjRvBfc (^ife^J 1 9 
4), 

2- {4 - [2— (4 — -5-^PO^yv 5 /Wt ; ¥v'] 
19 5), 

1 n^3ciy;V— 2 - {4- [3- (v 5 ^ f^/*^*/f A'P* h vO 7 

^yy-f^y-/V-5-*;^y|| (HflEfiJ 1 9 6 ) „ 
1 u~.*c*y;v- 2- {4- [3- ( b°^< JJ ^/ *. dp- *✓) 7 

7;c^7^} -<^y-T 5*V— A'- 5-*/V^V» (*t«19 7), 
1 — p^SrvVV— 2 - {4 - [3- {( 1 — * fyX.JVfc^jV— 4 — b>£ J) 

198), 

{4- [{ 2 =f-)V— 5 — (4-^PD7o:=/V) 

m mmm 199), 

2- {4- [3- (3 o a-Ov>/l^^-^V) 17^7 3^] -1 

p^^/W^^W $ ^i/- /W- 5 -tf/WaffVife (^i&^J 2 0 0), 
2- {4- [3- (4 —0 p w<l/i?jV$-3cl/) y^J^r^y~\ y ^.=-;V) —1 

n^arix/v^^y^ 5 5 -XAstf^tit (MMW 2 0 1). 

1 n^^v^/u- 2 - {4- [3- (4 -^/l^P^^v^l^^rvO :7 ^ 
/drV] § 5 - (^ft«2 0 2), 

1 — v"^ 2 — {4- [{ ( 2 S) -1- (4-- ho7x-/l') - 

2-fc°U !) v^/W * b^v'] ^ ^V— 5-*/V^^ 

(HJfe^il 2 0 3), 

1 — p^^^U- 2 - {4- [{(2S) - 1 2 -fn >J 

#1 2 0 4 7 ) , 

2- {4- [{(2S) -1- (4-Tir^/VT5: - 
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ju^^m (mMm 205). 

2- {4- [{5- (4-^PB7x^) -2- tT-fr- 4-f7y IJ /W ^ 
h3r^] 7i^) - 1 - V^ J'A^O'^'f § 5 - *^#># 

mW\2 0 6), 

2- {4- [if* (3-7;vtn7i^) ^ h^v-] :7:x.=/W — 
xx*^*t*/Ar'<W<< ^ 5-*/nKi^ifc (HJfeM 2 0 7), 

1 df-v-yU- 2 - {4- [2- (4 — ^ P W7 *.~jV) -3-=>P 

^i^/M-df-V] ^ccc^yV} ^i/^-f 5 /U- 5 -^yV/K^^I (HI^J 2 0 

8), 

1 - v-^ xi^-^r-yjv- 2 - {4- [3- (4 - f h 5 t Kb 
7iy^i/] ^i/yj 5 /v- 5 -Jjjvtfi/m (HWJ2 0 9)> 

1 — */9 u^^iz/U- 2 — {4- [3— (4 — h y yju^-n ^f/l/^yv 5 ;^ 

1 o), 

1 - %/# p^dri/^- 2 - {4 - [3 - { ( 1 - ^ l-JV- 4 - fc^ U * b 

1 D> 

2- {4- [3- (4 - t e r t - -? *f- )V^<y *J> )Vlr 5: 7 / T7;r. 
=/W - l a^^Kyy/f ? 5 - *;^y| (HJfe^J 2 1 

2). 

2- {4- [3- (2-^nn^<>'v ? /l^-^v') :7^=yU} -1 

-i^^ u^^riy/u^<^y4 (MfaM2 13), 

1 - i/^p^^v-yU- 2- {4- [3- (3-1^?^) y^J*c^ 

%¥y-;l>- W12 14), 

2- {4- [3- (4-^0 0 71^) 7^y^V3 -1-v^ 
p-.^v'/WO-y-f 5^V~ /V- 5 -tf/U^R (HW!|2 15), 

1 — V* P^dri/A— 2 - {4 - [3- (4-^ Y*ri/7 au — jV) ^^/^v"] 
iT^^/W -<^>/^ 5-^/^#^ (^Wll2 16), 

1 — v^**/;V- 2 - {4 - [{4- (4 — * ^^^./l^Tfr — /k7x=^) — 
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#/M?:/S& (£ffift|2 17), 

2- {4- [{4- (4-* nn 7*^/10 -2->fA'-5-W!l^} * 

(HJ60H2 18), 

2- {4- [1- - 3 - t°^y ^/W^-^rv'] 

- 1 n-vdr^/^^y^ 5 5 -#,1^^ (5U£0i)2 19), 

1 -v^ p^dri//l^- 2 - { 4 - [ 3 - {(2-^/1— 4-f7/!);V) * V 

2 0), 

1 a^dfvvV- 2 - {4- [3- {(2, 4— — 5 -f7/!)/W) 

#1 2 2 1 ) , 

1 v^^-i/jv- 2 - {4- [3- (3, 5-^no7j=;>) 7^/ 
dr^x] 7i=^} 4 % )V- 5 -U/VUfr-ym. (WJ2 2 2), 

2- {4— [1- - 4 — fcf^y vW^-^i'] ^^n^} 

- 1 -S^ cr^^rix/W^;/^ — 5 -^/UT^^m (H*£M2 2 3), 
2- {4- [3- fc°^ U vV ] -l 

-is? a^drV/^^y^f ^y-;v-5-*^y|l (^WJ2 2 4), 
2— {4— [4 — ^/W^'f/V — 2 — (4-^O07x=;l') •^✓'^/l'^-^ 

- l n^^y^ 5^/-^- 5 - *;^y| (MMM 

2 2 5), 

2- (4- [4- (4 — * a n^i/^/l^-^rvO fc'-^yv 5 /] :7^~/W -1 
-%/? p^drvvW*^:/^ 5 #-J—)V- 5 -jfr/MSi'I* (^JS^ij2 2 6), 

2 - {4 - [3 - {(2-^aa-4-t 01 ; i>/w) ^ b ^^S^ri/] 7 
— M - 1 —is? u^*-y/l"<yys( ;v- 5 -^A'tf?^ (^WJ2 2 
7), 

2- {4- [{(2S) -1- (4 -v^^ ji^/k) - 2 - fc? 

a y i?=/W ^ h^riX] yl^} - l - %/? n^dr V/^^V^ 5 W>—jV- 
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(mMM2 2 8), 

2- {4— [2- (4-^OP7x^) — 5 — ^ h^ci/X JV-fc—jV^l/i/jV 
^-^V] 7x^1 - 1 P-^vvW^yy ^ /U— 5 

(£tt«2 2 9) s 

1 o^^-^/U— 2 - [4- (3- MJ7/l/tn^^;l/7i/^^) 7x 

1 -i/^ p^df-v-vi— 2 — {4-[{4-(4-i?^ f/V*^*^ ^7*=^) 
-2->f^-5-f7y!);W 7s^/V} ^77"^ ^ ^7"-;U- 5 

-XJUtf^m 3 1), 

2- {4- [2- (4 P P 7=.— ;V) - 5 — v 5 ^ f/^/^'^^/^yi? 

B (§Hlfifll2 3 2), 

2- {4- [{4- (4-^PP7i^) - 2-^^-/U- 5-t°U 5: v^/W 
^ :7^^/W - 1 n^.dr^/V^^y^ ^y— /u— 5 -X;Vi$^ 

m mmm. (mmm 233), 

2- {4- [{2- (4 n o 7x — /i^) -3-fcrpS?/W h=¥^] = 
;W - 1 p — ^r-yjv^^V^ 5 PS—fr- 5 -#/u^vB ZliftKitt (H 

MM 2 3 4), 

2- {4 - [{3- (4-^aP7i^) -2-^P^} * h=¥v^3 7cc^ 

/v}- l -v'* a^dr-7^vy^ 5 ^7-;v- 5 -*;^yi(^I0'!l2 3 5), 

2- {4- [2- (3-^PB7i^) 3, 5- 

MJ7i?y-6-^f/i/^-^V] ^^^/k} - l - P^^-^vwO-y-f 5; ^y 

— yU- 5 MJ7^P*1I (^Ii2 3 6), 

2- {4 - [2- (4-7aa7x^/l/) -4— (5— fh7^!)/V) ^^v? 

;v$r3c-y~\ y^^jv) — l — v-^ P^^^w^y^f $ ^y— /u— 5 

& (^1^ 2 3 7), 

2- [4- (4 -^^v^/^^-dr^- 6 5: v^/t^^ f) T^—A-] -1 

p^^v-z^^y-Y 5 ^y— jv— 5 (^tSM2 3 8), 

1 P^^rv-/^- 2 - {4- [4- ( 4 - t° U b - 6 - f y 
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^ s?=/M-drix] •7zr.=.>\s) ^<^yyf )V- 5 mMM23 

9), 

2- {4- [4- (3-^no7i^) -6-tf!)^^=/V^] = 
/W} — 1 P^drS/vl"*^y^ 5: #9—tV- 5 -tf/l^V^KHSfc^ 4 0), 

2- {4- [2- (4 - ^ c n7i^) - 5 h dp-i^^^v 5 /^^- v\l 7 
/P} - 1 — v-if n^dri/yW^y^ ^ ^/-/V- 5 -^7 7Pjj<^^^ f-jvau* 
7VV (H*fe«2 4 1), 

2- {4- [2- (4-^oa7*=;l/) -5-^ h^r^y^^^] 7 

MM 2 4 2), 

2- {4- [3- (4-^an7xx/V) 2 —<4 JV* Z7 =c 

- 1 — ri^df^/W^y^ 5 S—JjfriS^Vk^fjVx.*?- 
)V 4 3), 

2 - [4 — (2 -:/n-=e— 5-tert-^ f^ri/*;V#=/^yv ; /^^v') 

7 aL^yi/] — i — p^^ri//i^<y//f 5 try—jv— 5 — ^/w-tf?:^;* ^vi^ 
^tvI' 2 4 4), 

2 - {4 — [5 — t er t ~Zf Y 2 - (4 — ^ a 0 7i = ;l/) 

^^vVl^-^v-] ^3i=/U} - 1 -is? n^^v'^-O-y-f 5 <?V— JV— 5 — # 

^ f-jus^x tjv mmw 245), 

2- {4- [ 5 —tt^i^^r^— 2 - (4-^nn7x^) v'/l^df 

7x-^} - 1 n^dr^^vy-r $ ^y— /v- 5 -^/u^vg^ ^vi^ 

*vvu QJgffiftl 2 4 6 ) N 

2— {4— [2— (4-^ao7*-;V) - 5 — tJ-jfVJjjls/^j ;\"<Z/*?;V 
t^fv^] 7x=^) - 1 — %/{? n^dr^/U^^y^f ^ ^y— /U— 5 -jJJV7$l/& 
* ^/Uzc;* (MMM 2 4 7), 

2- {4- [2- (4-^po7s=;1') - 5 — t< J-svjjjVJ^sf ;\"<y%?jv 

t^v'] 73:=^) - 1 n^drw^^y^r 5 ^y— /w— 5 -u^^i/m. 
mm mmm 2 4 8), 

2- {4 - [3- (ter t -T'fy^^r^'fA/) -6 - (4-^Pn^ 
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2— {4— [2— (4-^no7x^) -S-^^T^^M^^^ 

!)7/^PBftt (^S£F!|2 5 0), 

2 — (4 — ^i^/U^-dfi^V^ D^drv-zP) — 1 — n^^r'yjV^l/^/ y( 5 
^/-;W5-*;V#>i iftl (^«S« 2 5 1 ) , 

2- [2- (2- tr^^^JJ/V^-^v'^^v) 
^df-i/A^O'y-f 5 ?*S—JV- 5 - ^/U^^Bfe (^*fe#ij2 5 2), 

2- [2- (2-lf7 3 :^y;Wv'^f;l') -5-7D/V] -l-->^n^v 
^/W^y^T 5 if y* — A* — 5 -*^2J?>-^ (Hife^J 2 5 3), 

1 — U^*r*/tV— 2 - { 4 - [{ 4 - (4-7/VtP7x^) - 2 — t K 

B*vyf^-5-fr/5M * b^v'] 7x^;w} ^^y-r 5; ^y—A-- 5 

-#A#Vg£ (*»«2 5 4), 

1 —S^ n^^rv^/W- 2 - {4- [{4- ( 4 - # /M? 3r 7 31 ~JV) — 2—* 
f;v-5-f7)/!)^} h^f] 7 ' yy—j^— 5 — 

i'gfc (3Sifi0i|2 5 5), 

1 — v^3c*/;U— 2 — { 2 — !7 7 f^-p — 4 — [4_^yu^-p_2- (3 — 

/V/j^^g (£%0)2 5 6), 

2- {4- [2- (4-^ PD7 cn^/l") -5-^ h=3r-i/^Ov 5 ^^-=3rv'] 7 
a^/V} - l -v^^ ta^drSx/W^y^ 5: /W- 5 (£Ufg#!l 2 

5 7), 

2- {4- [2- (4-^np^^^/U) -5-* Y^i/^isi? "7 
5 8), 

1 - 5^ n^.^-v'/P— 2 — {4- [3 - v^gvl^/W-*^ A--- 5 — (4-b* 
y-^yl^^b^r^) y^/^] 7x=;V) ^^y^T 5: ^y— /W- 5 -Jj ^4?V|6 
Zt^t (^Jift#j2 5 9), 
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1 -*/f 2- {4- [ 3 -jJ/ViSSci/— 5 - ( 4 - fc° ]) vVV-^ h 
WJ2 6 0), 

2- {4- [2- (4 - * n o7x^) -5-^ h ^i^^vM^-^ v<] 7 
^~/W - 1 -v'^ P^^i'/W^y'^ 5 fV— /V- 4-*/V^^ (^J2 
6 1), 

2 — {4 — [ 3 — JjjV/^^/V— 6 — (4-^pn7x=/V) ^<;x vvU;^ 
(HI^J2 6 2), 

2- {4- [{2- (4 -UjVi$*if7zc~;V) *JM * h*ifl 7 

- i - iff p^=* vvwo-y-f 5: >v- 5 (Hj&&0<j2 

6 3), 

2- {4- [2- (4-^PP7xx;V) -5-^ h^i/^^v 5 /^^-^^] 7 

-l- (4-7hnFnwt , 7=/n ^<^y-i % yv— 5-# 

/i^^ (»J2 6 4), 

2- {4- [2— (4 - ^ p n :7:*=/V) - 5 — V* As^^J A^Oi? 

jvjt*ci/] - l - iff n^.3ci/jv-r<vS'{ 3; fy— /u- 5 — jj/utf^ 

m mmm. (mmm 2 6 5), 

1 - is? a^^ifsu— 2 - {4- [ 3 — i?*?-A'#A"* s e'( A>— 6 — (4-h 

^lh^ (mmm 2 6 e ) „ 

1 — iff v^Zci/jU— 2 — {4— [3 — J^^fA'*^*^^- 6 — (4—^ 

tfi'g* («#J2 6 7), 

2— {4— [ 2 — (4-^OD7i-/V) — 5 — 7< f/l/^^/^^f/l/^y^ 
t^^] -2-7;vto7i^;W — \—iyfxi^$rif)V'<ify*4%?y—>^— 
5-*/^yi 2 6 8 k 

2- {4- [2- (4 P P -7 - 5 —i> **$-;V% >V;^<<( jV^l/i? 

61 



WO 03/000254 



PCT/JP02/06405 



-5 jftM (3KttM2 6 9) % 

2- {4- [3— *7W<*>f/U— 6 - (4 — ^ P n 7^-/1^) ^V^yV^-^v'] 
— 2 — 7x-;V} — 1 — 5^ P^3F-*>7W<>'yV § & V—JV— 5 — Tj/L' 

&&& (£1600 2 7 0), 

2- {4- C3-^^^V*/W^^E-^/V-6- (4 * y^;I/^^/U7s^ 
jv) -<>-i?;U3-3ri/] 7 x-=-;v) — l — p^^f- V/W^V*-* ^ PV— /V— 5 

itt&lft dS2fc0!l 2 7 1 K 
2- {4- [ 3 -v 5 ^ f/I/*^*^^- 6 - (3 — trpi?/u) ^<y^t# 
>>] 7x=;W - 1 P^^ri/vW^yV 5 #V—)V- 5 — 

m.mm. mmm 272), 

2 — {4- [ 3 — i?t fjVjj As/^J )V— 6 - (4-v f ^^*/W^^/l/7 

-5->i7^>-S£ (»0iJ 2 7 3 ) , 

2— {4- [2- (4-^nn^^^/W) - 5 — p< h^^y^t^i/] 7 

^^/u] - 1 - ( i -t^y-4-r h7t Kpft^7^) 5: yy 

— /U- 5 -^/^^m (iii2 7 4)> 

2- {4- [2— (4-^0071^) -5—^ h v-^^v 5 ^^"^ V] 7 
-1- (1, 1 -^ ? ^-^y-4-7 i hy t Knfttf^^/l') ^<>-y*>< 
5 -#/Utf>m (ilM2 7 5), 

2- {4- [2- (4-^oo7j^) - 5 — /> h^v^V^/U^^i/] ~ 
2-7;^o7s-/W -1- (4-7b7tKaft^7^) ^<y^^ 
>/-/V-5-^/U^^ (11^2 7 6), 

2- {4- [2- (4 - ^ n o7i-/V) — 5 — ^ h ^*y<^*J >V$r*t*s] - 
2 -y/l^P 7 -1- (1 -^-^y-4 —v 1 h7 t KPftf7= ^) 

^^yV $ 5 -tf/VtfO'^ (HIi2 7 7), 

2— {4— [2— (4-^pp7i^) — 5 — y h ^v'^y^t^fv'] — 
2-7 ;u%-u7 z^—M -l- (i, i-my-4-7F7tKnftif7 
=.jv) ^y/-f ^/-/w-5-*/^yi (H^J 2 7 8 K 

2— {4- [2— 7x^/1/) — 5 — S?* f-/V^jV7 r^^/^^O 
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^ (3lifeM2 7 9), 

2- {4- [2- (4-^nn7i=^) - 5 - ^ ^ ^^/W^^./U^O'-^/k^- 
^i/] 7 - l — n^^c^y/u^^y-l % W—jv- 5 — (H 
*fe0*J 2 8 0), 

2— {4— [2— (4-^nn7x = /V) — 5 — * ^iV^jvy y ^4 /WO-v 5 
/I^-3rv'] 7x^1/} - 1 - i/^ P^^-^Mvy^f 5 ^/-/l/- 5 - 

m mmm 2 s 1 ) , 

2- {4- [2- (4-^nn7x^) -S-v'^^T^y^y^I/^^ 
$✓] 7x=/i/} - 1 — 9 s9 u^eri/jv^^yj % )V- 5 -X/U7$^m 

m^J2 8 2), 

2- {4- [2- (4 — * p p ^i^/V) -S-^^y^/^^T^^y 
^/l^dri/] 7x=.;>} - 1 - v-^ dri//^^y^r $ ^>^— /V- 5 — ^7^?K 

(2iifc#|2 8 3), 

2— {4— [2— (4— ^PP^^^/W) — 5 - i^^l^/U^^-OW^v* 
/W^-^v'] — 2 — 7;^P7i = /V} — 1 — v"^ P^df-vvW^i/'l' ^ 
-5-*/^^'^^ (H*£#!l2 8 4h 

2— {4— [2— (4 — ? P P 7 — 5 — 77n \?;V$>)Vs^<i ;V< 

y^t^fi/] - 2 -y/v^-vi -y^^fV) u^ir*/>\"<^V 4 

—tV-^-ij)V^m. (Hftf!|2 8 5), 

2- {4- [2- (4 P p 7x^/1') - 5 - fc°^<!J vV ^/UzK^/WO'i? 
/v^-^v-] -2-7;Vta7x-;P} - l P^^V;Myy-f 5 ^/-/l' 

-5-*UV$^m. (HWJ 2 8 6 k 

2- {4- [2- (4-^PP^^^/W) - 5- (l-fPyv f ^) UtViS 
^/W^^iz/V^-dri/] -2-7/^P7x-;l'} — 1 — P ■^df^/U-^yj/^ 
5 — 1\>- 5 (Hli2 8 7), 

2- {4- [2- (4-^DP7x=^) -5- (2-fc Kn^rJ/xf^) # 
/W^-f;l"<yv ; /l/t^-7] — 2 — T^/l^P — 1 — */9 P^drvvW< 

^7*/f XPV—fr- 5 (*t«2 8 8)^ 
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2- {4- [2- (4-^ c u-7^~;V) -5- (4-fc KP=3fi/^y^/) 
^7/^^/^>-^^^-dri/] -2-7/l'to7x^} 

2- {4- [2- (4 n a p'ai^/V') - 5 D 7 *;i/7j?=;v^y v 5 

/l^^v-] — 2 -7/^P7i^M - 1 n^dr^W-^y*^ 5 ^y*—/l' 
-5— (H!£0iJ2 9Ok 

2- {4- [2— (4 — ^ n P - 5 — U / #/V/J?;^/V< 

-/U- 5 -*J\si$l/m mtkM 2 9 1), 

2- {4- [3- (^/V^^V^^Vl^/W-^-f AO -6- (4-^ch3^;e. 

^f^y-;>-5-*;^^i (H1S0IJ2 9 2K 

2- {4— [2— {4— (2,—$>J\'i$3r%/zc.'?-j\') 7^~/U} — 5 — ? W< 
^v^/U^-drv-] :7cc=/U} -1-7^ P A^i/My/'f ^/'-/l'- 5 - 

jtf^B (^Jfefll 2 9 3), 

2 - {4— [3— ^Pt3~ 6 — (4-t KB^'^f^a^) 

ife^ij2 9 4), 

2- {4- [3-^HP-6- (4->f^^f;l'7x=;V) ^^/l^^f 

ix] ^-AO - 1 P^-^y^ 5 5 - (H 

*«2 9 5) % 

2- {4- [2- (3-*;^^y7xs;|/) - 5 - ^ n a^^^^^r^] 
2 9 6). 

2- {4— [2- (4 — ^ d V 7x ^/U-) - 5 — > 't^Vv'^t^y] 

:7^=/W - 1 ->7^ b Adf-yMy/^ ^ 5 - *;^78 (H;6£M 

2 9 7), 

2- {4- [2- (4-^PP7x=/l') - 5 —f'7-A'XA'7'(=-A"<yi?/l' 

^^vO 7x=;i/}' - i - PA^i/^yy>f $ yy-A'- 5 - 
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(mmm 298), 

2- {4- [2- (4-^oo7x^) - 5 -5/T /^^v^M-^v"] 7i 
=/W - 1 n^^i//Myy/f ? yy— /U- 5 -#/M?VBfc (gSJ60!l 2 9 

9), 

2- {4- [f^. (2-fyv^) b^r^] 7ai^;I/} 
;V<l/V4 >V- 5 -^/l^^SK WJ3 0 0), 

2- {4- [tf^. ( 4 - /l//^^ /V7 x h3rv"] 7x=;v) 

— 1 — ^2 )V*<yy 4 % #V — /I'— 5 — "ft AsifrlsW. (mfe^J3 01), 
2- {4- [If* (2— ^oi^/V) !7^~/W 

/i^yy-r ? 5-#/u7$^m (mmm3 02), 

2- {4- [2- (4-^BD7i^) -5- (v 5 ^ ^Vl^/W**^ ^ 

— /U- 5 -tfA'tfi'BM ^VW^tvV' (»I3 0 3), 

2- {4- [2- (4-^aD7i=/V) -5- (i?.* ^VV^/W^'f /W) •/< 
yvvt^^iX] - 2-7;i'tn7x=/W — 1 — 9 s9 n^vdri^/U^vy^f 5 #V 

—A>-s-*fr'#z/&. 1- h v (mmm3 o 4), 

2— {4— [ 5 — D/^Stis— 2 — (4-^PP7a-;l') ^<^'7;Vt^^] 

— 2 — TVl^P 37;n=/W — 1 — v-^ p^drvvw<;xy , -l' ^ ^y~- /V— 5 — 
tf^lft (HWJ3 0 5). 

2- {4 - [2- (4 z^—M -5-* f^v"<y^t^i/] 

Z7^^V} - 1 —is? q^Sz/l^y^ S: /U- 5 (HJrfe^il 

3 0 6), 

2- {4- [2- (4 -*/W>**-<;U7x=>'l') —5 - (v^ ^/I^^ /W^*-f 
/V) ^^^/I^-de^] 7x-/l^} — 1 — is? P^^r-xVW^y-f % yV—JV— 5 

(mmw3 07), 

2- {4— [5-757-2- (4-^aa7i=/V) ^y^Vt^rv/] 7=. 

=vW - 1 — >^ P^dr^/^yy-f 5 5 - *;i"Kyi (Hi£#]3 0 

8), 

2- {4- [5- (4 — ^ n n - 2 h 3r ^y^;V^^7 ^ ~ 
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(»J3 0 9), 

2- {4 - [5- (A-t v uz? -2-* h *f-i"<>'i?A'X A*] 

y^^ju) - l — a^df-^/V^^y^r 5: A*- 5 -tf/M^fife 

(H1&M3 10). 

2- {4- [2- (4-^nn7^n/l^) -5-^ f^-^y^/Vf ^] 7^ 

=/W - l -v^ P^Mrvvw^yV 5; ^y— a— 5 MMM. 

mm 3ii). 

2- {4- ivr* (A-D/V-ft^-i/y ^~;V) * b^V] 
— /W - l ^ v^*c*/A"<^V'( % PV—A'- 5 -^7/utJ?>-^ (mMM 3 l 

2), 

2- {4- \_y^~/V- 3 -t°y h=^>] -2-7/l/tP7x^} - 

i p^^v'/woy-f s^y— (^^J3 13), 

2 _ {4- [2- (4-^PP7i^/V) -5- ^Vl^/W^-f /V) 
^/W^-dri/] — 2 — yjU^-u 7 — 1 — *s# n^^X/jV^-yV << % — 

A^-5-^/V^^m.^^-A-^-^A- (Mi3 1 4), 

2- {4 - [5-^OP-2- (A-t°])i?As) ^yv^^^r^] ^^r^W 

- 1 p^^s^vw^y-f ^ ^y— /i'- 5-^/^#^^ ii:^^ (^#&M3 

1 5), 

2 - {4- [2- (4 — ^ P P y^^/U) -5- (^^V^tf/W^^/V) ^ 

tfism w.miM. mmM3 1 6), 

2— {4— [2— (4 — ^ P n "7 ^ =.;]/) —5— P^=3f'WI^^ 

sv^^m. m.mm. 1 7), 

2- {4- [2- (4 P P 7x=/>) -5- (4-l^y ^/l^^VVjfr/W^ 

-5-^7/U#^^ (^*M^J3 1 8), 

2- {4- [2- (4-^aP7a:^) -5- (N-^^v^/W-N-^^/V 
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2- {4- [5-^f;l'7U*/^^-2- (4-t°!7v 5 /W ^^v^W 

~m.mm. mimm 3 20k 

2- {4- [2- (4-^no7x^) -5- (4 — p^/Hf^ i»— 1 
2- {4- [2- (4 - ^ P D7i^) -5- {N- 

5 - * ^ yt -mmm. (mmm 322), 

2- {4- [2- (4-^nB7j^;l/) -5- {N- (2 -fc°y v'/V^^/V) 
;fr/w**-f/W *<vi?A*Hr*ri/] T^r^/P} - 1 - is 9 P^^rf/W^W-f 5 ^ 
y-^-5-*/^>-ift Zl&^Jk (^1>£01J 3 2 3 ) , 

2— {4— [2— (4-^OP7x^) —5— ($/^ P^=3f v^/P^/W^^E-^f 
^y^t^fv'] 7 yu-} - l — P^sSrvvW^yV % )V— 5 

-jj/utfism m.m& mmm 24), 

2- {4- [2- (4-^P7s^) -5- (2-fcf y v>>--4 --f/WiL 

2- {4- [(4-7;l/tP7x=^) {4- (^^7 5^*^*^) 7 

yv—>v- 5 -tf/Wffi'gfc 3 2 6), 

2- {4- [(4-7;^P7x=^) (4 -^/l^^rv^^ — /U) ^b^xX] 
— 2 — :7A-^-P 7x-^} — 1 —1/9 P^^^/<yy^ 5 y-y—;v— 5 — Jfr/V 
(H*fiM3 2 7), 

2- {4- [2- (4 - ^ p P7x^) -5- (4-^yf^y^;*^ 

-5-*/nRy» ifcifclfi' (ISlfcGI 3 2 8 h 
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2- {4- [2- -5-u Kn^^y^t^i/] 

7 - l a^^vvw^y^ 5;^y — ;V- 5 -yfr/l^V^ ^^it 

(3U£0i|3 2 9), 

2- {4- [2- (4-^no7i^) - 5- Wy7'D^l/*;W^^;U) 

/is-tf^m m.mm. (mmrns 30), 

2- {4- [2- (4-^nn^^^/U) -5- (N-^T y7°t3 hf/U-N-^ 

2— {4— [2— (4-^OD7i-/l') —5 — (7x=/l'*/l'^^l/) ^< 

^vvi^drS/] 7rc=yp} - 1 -is? u^^riyjv^y-/ A 5 ^y— 5 — 

tfl'ifc IftSMfc (^Jfefll 3 3 2 h 

2- {4- [2- (4 u n -5- (4-p< h * V tr^< y 5? y # 

IV- &&t& (MMffl 3 3 3 ) , 

2- {4- [2- (4-^hd^^^/W) -5- 

5-#/U#l/m (5US01J3 3 4), 

2- {4— [2- (4-^nn^^^/V) -5- (2-t Ko^v'xhdri/) 

^^v^;*-^^] 7x=;i/} - 1 -s^ n^^/wo-y^ ^ ^y— >V- 5 

i£g£i£ (HJg^J3 3 5), 
2- [4— (Z-^Dt-S-^Fn^y^t^) — 2 
/I'D - 1 -S/^ P^^^/i/^y//f ^ 5 ^vl^c*-7V^ 

(^ii^|3 3 6), 

2— [4— {2— (4— ^CP^^^/P) — 5 — ^ h u^^it/V^T^ci/} — 2 
— Z7jV3-u-7zz.~;V~\ - 1 — n^dr^/^^y-1' 5 ^y— /V- 5 -*/UzJ?> 
^^^-^oi^^/U (SIJfe^!l3 3 7), 

2- [4 - {5-T^/-2- (4-^nn^^^/V) i^/V^-^V} -2 
-7;^p7x=;V] - 1 -v^ p^^v'/V-<yy>f 5 5 -^/l^V 
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mtT-su^xT/is (mmms 3 8), 

2- [4- {2- (4-^an7x=^) -5- ( 2 7 V D I) 1 

- >fA0 ^^i^/v^-^^} -2-7;>tn7x=;v] — 1 — */9 P^^i^;l"<y 
y-T ^ />- 5 -y^tf^g^^vW^TVi' (^MJ3 3 9), 

2- [4- {2- (4-^on7x=;P) -5- (2 -t^y ]J ^y- 1 
--Ou) ^y'vvi^^v'} -2-7;i'to7i=;i'] - 1 - i/9 u^^-iz/U^O- 

yv % yv— A*- 5 -uAri&ism mmm. mwi 340), 

2- {4- [2- (4-^0^71^) -5- (4-^f-^f^U v 5 ^- 1 

^yy-/u-5-#jU7$^m mi (M3 4i), 

2- {4- [ 5 — T-fe^Vt--— 2 - (4-^nP7i=^) '<yv ? /^^v'] 7 
1 a— ^vVW^y-f 5 W—tV- 5 -yjA-tfV^ IglK^ 

3 4 2), 

2- {4- [2 -. (4-9 m u7zl~)V) -5 - {(4-t h'P^^yi?y 

- 1 --fA-yj/utf^/u) y h^rix} s<l/*J;vjr3rZ/'] 7x^} -l-i^n^ 
3r->VW«^yV $ A*— 5 -tf/Htfi'R (£tt0!l3 4 3), 

2— {4- [2- (4 —9 vi n !7ae^/V) -5- (2-y I^v^^V) *< 
l/V/V***/] 7ol~;v) - 1 - i/^ a^drv'/i"<y ^ yy-zu- 5 -A/V 

tf^m tHfctt aura s 4 4 k 

2- {4— [2- (4-^OP7x^) -5- {2- (2-y h^rv^ 

(mi&W3 a 5), 

2- {4- [2- (4-^na^^n/v) -5- (-f yr/Tyutf/nfl^A') ✓< 
^i^yU^-drv'] 7i=/U} — 1 — 1/9 PAdfv'/Kyy/f 5 /V— 5 — y?^ 

(HSSM3 4 6), 

2— {4- [2- (4-^ony^^/V) -5- (2-^^ ry-^-4 
-^/w) s<i/*J;vjr$r*y~\ 7 *.~M - 1 — is 9 u A^<>y 4 5 <yy — 

- 5 -tf/Utfi'Bfe (^ffif!l3 4 7), 

2- {4- [2- (4 -y c v7^~jU) -5- (3, 4 - v 5 1 K a is fc^ 
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2- {4- [2- (4 — ^ O P 7i ^-/l/) -5- 2, 4- 

/W*^^ 5-#/l^^ (H«J3 4 9) N 

2- {4 - [2- (4 n a - 4- (-< s Jzfn \f;vjtjjv/<.^y(;v) 

2- {4- [2- (4-^cc7s^) -4- (fc°^!J vV 7J/V7j?~/k) ^< 

tf^m mm mmm 351), 

2 - {4 - [2 - (4-^n d ~7 - 5- {( 1 - t Kn^r^- 2 -pt^- 

a^dr^v^^^^ 3; JV- 5 -*/VaJ?^K 5 2). 

2- {4- [2- (4-^nn7x=/l') -5- (4, 4 — ^Vl'— 2 — :*■ 
^r^V U 2 — -YyU) *<f&A'?t2f-5'] y^~/U) — 1 —i/? P ^-df- vVW^ 
3 5 -iJiVi^^fk (^3 5 3), 

2- {4- [2- (4-^PP7x^^) -4- (4-t KP^tf^Uv'y 
- 1 —^jV-ft/ViS—jV) ^y^t^v^] 7cc=/W — 1 — n^3rv',>W<y 

y>r 5 yy-^- 5 -Divisi/w. mmu (mmm 354), 

2- {4 - [2 - (4-^ nD7sX/l') -4- {(2-fc Kn^v^xf;!/) # 

-)V-5-D)Vi?^sW. Ml (»J3 5 5), 

2- {4- [2- (4-^nP7^^/W) -4- { ( 4 - fc° V V/V* % /U 

/^•=e-f ;v) ^^vvi^^v'] ^i^/u} — l - %/ # vvw-^yV 5 Vi/— 
)V- (HJSM3 5 6), 

2- {4- [2- (4-^nu7^^/W) -4- ( /u) y< 
x/tJ/vHr**/] 7x^/1'} - 1 - u^^-yjv^^V^ % py—tv— 5 

mmm. (mmwB 57), 
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2- {4- [5- (2-75 ;f7/^V-4 — f JU) -2- (4-^nn7 
z^=./U) s<>-i? /I'd- ^ris] -7x.~;V} - 1 — P^^r i/M.y/'f 5 #*/~-A' 

-5-*;u7$^m -mmi& (HM3 5 8), 

2- {4- [2- (4-^np^^n/U) -5- (4-t Ko^^U^ 

2— {4— [5— (S^^VlOfr/W^-fAO —2— (4 — ^A^P^^^/lO 
•^^v^yU^-dri/] :7ce.=/W - 1 - v-if p v'/W^y-i' 5 y/ 1 -^- 5 — * 

sutf^m (HM3 6o) N 

2- {4- [5- (v^^Vl'^/W^^fVl') -2- (3-7/^P7i=/l/) 
^^i^/u^-dri/] - l — P^^rS^w^y-f $ ¥9— ju— 5 

ju^^m MMi& (mMM3 6 1), 

2- {4- [2- (5-7onft7iy-2 — f/W) -5- (*J * jV 

(HWJ3 6 2), • 

2- {4- [2 -"7'd^-— 5 - ( 5 — * f-^Zfy-lT— )V— 2 ■^i'v 5 
/M"3r$'] 7s=/l'} - 1 - Vi? n^^rv-vW-^yV 5 /V— 5 -*/VtJ?>- 

& 4Mfc% (SlJfeflil 3 6 3), 

2- {4- [2 — 5 - (5-^f^f7^-2-^/l') ^WAs 
^3^] 37 :t=./W - 1 - V* P^dfvVW^}/^ 5 )V— 5 

ttBfttt (*W>|3 6 4), 

2- {4- [2-. (4 — ^ p P7s^) -5- 
2— ^y^t^v'] :7;x=./W - l - i/^ P^^^y/^ ^ ^y- 
/U— 5 /^ism t^t (HIM3 6 5), 

2- {4- [2- (4-7DD7x^I/) -5— ( 5 — ;>< f;Vf7'/ — /W— 2 
— -I'/v) ^^✓vl'^^v'] 7s-;i'} - l - n Adfi/^yy^ ^ yy- ; v 
-5-*>^7$^m (MMffl 3 6 6), 

2- {4- [2- (4.-^PP7i^) - 5 h 7 /-/V- 5 — f;l"<y 
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*m m.mik (wj3 6 7), 

2- {4 - [5-^Dd-2- (4-V7/7i^) -<^^/^^ v-] 7 ^ 
- 1 n^^W^W^ 5 )V- 5 -^yUJitf^Bft jftiftjft (H 

Jfe^l 3 6 8), 

2- {4- [5-^DP-2- (4 -r- h 7 V— 5 ( ;V7 zc—/U) 

^/V-^-^ri/] :7^~/W - 1 — u^^is/U'Z^yfsf * y/- /P— 5 — jjjVtf. 
Vgg jftM (HI^3 6 9), 

2- {4- [2- (4 p a ? zc~;V) -5- {2- 
•Jv^-l — f/v) x h^e/} s<i/i?;v$r3ri/~\ - l - v-^ p^^~> 

^/-;v-5-*;v#yi tttttt (Hife^J 3 7 0), 

2- {4- [2- (4-^na^;c=^) -5- ( 2 -^-^r V fc^ V 1 
— >fAO -0'v f /u^-=arV] - 2 — ^/lo^P :7i=/W - 1 — P^drvvW<:x 
^ 5 5 -jfr/M^Sfc (Hffi^J 3 7 1),. 

2- {4- [3- (4 — ^ p P ^3i^^) -5- (v 5 ^9 L /U^;W<^E--r^) 

— A'-5-*A'tf>'Wt £H£ (*ttW3 7 2), 

2- {4- [2- (4 - ^ a n7x=;i/) -5- (N — t Kn= 3 rv'75 V s /) 
^^v^/U^-dri/] - 2-7/^^-P^ai^/^} - 1 —i/f P^i/My/^C ^ y 

2- {4- [2- (4-^OD7i^) -5- (2, Kn-5-t 

*y-4H-i, 2, 4-m^r/^-3-^^) -<^^v^-#^] -2 

— yjvOrn 7s=;i/} - 1 — P^^i'/w^j/.-f 5 jtS^-As— 5 -#/i^>- 
& (»J3 7 4), 

2 - {4 - [2 - (4-^p p - 5 - ( 2 -t^ry- 3 H - 1 , 2, 

3, 5-t^tf7'77/-/l'-4-'f;V) -<^-^/U^-^^] -2-7/^0 7 

mm 375), 

2- {4- [2- (4~^po7x^) -5- (2, 5-i?tKn-5-t 
^y-4H-l, 2, 4-f7 < 77/-^-3-^/W ^y^^i/] - 2- 
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mmm. (mmm 3 7 6), 

2- {4- [2- (4 - ^ n xi-y zc^-JV) -5- p fcVl^/W^^ 

/v) ^i^/V^^rf] -2-7^0 71^} - 1 -is? P^3f V/W^y^ 

2- {4- [2- (4-^pp7i^) - 5- ( i/9 P z/f-jUjj/Us^'f jU) 
^^it/U^^ri/] -2-7^tn7o:x;H - 1 P^df v-My/^ $ ^ 

-J—;V- 5 ttit (Stt«3 78), 

2- {4- [2- (4 — ^ P 0 71^) - 5 - ( t e r t — r/'fvl'^/l'A** 
-l^v) ^y^t^ri/] — 2 -7;^P7x-;W — 1 — i/9 u^.*ri/j\"<-yy 

2- {4- [2- (4-^ca7i^) -5- (J V ~7 f jVjo )V j ;U) 
^i/^jv*^*/'] — 2 7i=;H - l - v"^ p<~^ V^y:/^ 5 & 

MJSStA (^MM 3 8 OK 
2 - {4 - [2 - (4-^a u^a^/U) -5 - {(1 -t KP^rv^P^V- 
■tJjV/^J JV\ -2-7/l'tD7x=/l'} - 1 - V 

^ P^=3rvvW<;/><V $ ?-/—>\>- 5 -tf/mffl'Sfe (HWi3 8 1), 

2- {4- [2- (4 u n :7^^/U) -5- h^ri^/W^-^) ^. 

-/k- 5 XML (mMW3 8 2h 

2- {4- [2- (4-^no7x=;v) -5 - {(2, 3 - v 5 1 K n dp- 

2— {4— [2— (4-^nn7i=;l') -5— (N — ^f-jV— N — ^ =f- H\>$) 
jV/^^jV) *<l/*?}\>ifr3xr*/~\ - 2-7^D7i=;H — 1 — */9 P 'xdr 

-<y^^^-5-^yi jftiftjt (M«sj3 8 4), 

2- {4- [2- (4 - ^ P P 7x^U) -5- (N-^ f /U-N~7d If/U 
Ifc/W**^/!') -O^/l^^i/] -2-7;l/^P7x-^} -1-v'^P^dfv' 

/u^^yj %yy-,v- 5 ttts^fc (HJi^j3 8 5), 
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2- {4- [2- (4-^n7i^) -5- (N — ( V Zfu £7v-N-^ 
^•AO&A"**^ AO ^i^A^^r^'] -2-7;l'tP7i^;l'} — 1— ix^p-^ 

2- {4- [2- (4-^013715^) -5- (2, 
^- 1 -^/k^yW7i?=/v) -<V$?/U**S^] - 2 —"PAsOm -1-v- 
^ P^^vvW<;y;/V %W— JV- 5 -tfAojS^lfe (£*09 3 8 7K 

2— {4- [5- (t/^A^/W**^ AO -2- (4-^Pn^^=/V) 
v ? /U^-drv'] -2-7/^D7a-/l'} -l-^nA^^/My^^)/- 
5 -#/WK^ MI (»J3 8 8), 

2- {4- [2- (4-^na7x=;V) -5- (7o If/ua/W**-* A*) ^< 
y^t^v-] — 2 — 7/^o7x= AO — 1 — n-^sap-i/A^^yW 5 

^■jv-5-*jvi$^m mmm. mmm 3 8 9 ) , 

2— {4— [2— (4-^DD-7x=/l/) —5— (jL^A-^/W^^f /V) ^Zs 

/u-5-*/v#>» (3Ufc#J3 9 oh 

2- {4- [2 - (4-^P0 7i-;V) - 5- {(v^ ^A'TjA^^/U) T 
5 y } ^yv 5 /^^-^^] -2-7;i'tn7x-;H — 1 — u^>%-i/A"<is-S 

2- {4- [2- (4-^on^^^/u) - 5- {{^/VT^]} y ^j;vm=^jv) T 
5;/} -2-7;^p7i=;W -l-^n^i/Mvy 

^^^-5-*/^yS6 ifti&Ji; (3**09 3 9 2 K 

2- {4- [2- (4 P P 7 jc^AO - 5 -17 W K^^^^^r^] — 
2 — y jv^-np — 1 — %/# P^3rv'A"<>'y*-f 5 5 — ^7^tJ? 

^ (Hlft0|3 9 3)^ 

2- {4 - [2- (4-^nc7i-;l') - 5- {(^^A'TJ/W^^'/V) 75 
/ } ^.^ipju^r^^ — 2 — 7x-/i^} — 1 — u's^y/^y/^' 

5 yu- 5 -j&A'jtfi'ifc MI (^J3 9 4), 

2 — {4 - [2 - (4-^p n 7i=^) - 5 - { (>f 77*0 \f )Vt) ;V/^^ )V) 
T%J \ / <7v';Vt :J rv'] -2-7/l/tn7x^} — 1 — n^drV/WO 
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S.W—A'- 5 -^/M^g? (HM]3 9 5), 

2- {4- [2- (3, 4-^7^to7x=^) -5- M V7v\?)V)jjV 
s^-ijv) ^yvVi^^v-] - 2 --7 fVHsrn 7*.=./u) - l — %/# p^^*/a^< 
^yV 5 ^y*— /V- 5 «3 9 6), 

2- {4- [2- (2, 4-v ! 7^tn7x=;l') -5- (-T V7n tVl^/U 
/^•=E-f/v) ^^i^yu^*^^] - 2 -y/i^p 7m^/W — l - i/y a^^i/M 
^5^/-^-5-^>t jftML (HM3 9 7)^ 

2- {4- [2— (3, 5 -v 5 ^ a a 7^— /i') -5- (-Y y"7°n bf/utf/w* 

^^/-/V-5-*;^yi 3 9 8 K 

2- {4- [2- (3-^nn-4-7;i/tn7x=^) -5- WyT'nf 
/^yW^^/W) ^^vf/^dr^] -2-7/l/ta7x=/l/} - 1 --yy P^^ 

2- {4- [2- (3, 4 -i^j^ n P y^^/U) -5- (-f y7°P fcVl^/W^ 
^E--</l^) '«yv > ;Vt^v'] -2-7/^0 71=^} — 1 — Vy P^3^>VW<y 

2- {4- [2- (4 -y p p - 2 -y/v^-P -5- Wy/ai^ 

fl^/P-**^ /U) ^yvVl^^i/] -2-7/l'tn7x=^} — 1— v^P^^r 

i/;i"<yy^ 5 5 - *;^yi i^®?S (»NOl), 

2- {4- [2- (4-^nn-2-7/^07x=:;V) -5- (fc'n^iJy 

- 1 -^/lx^;/U7}?=^) ^O^t^^v'] -2-7;^0 7x^/l'} -1— 

p^=¥ix/v<^y-r s:y*y— ^- 5-^/^>m (iwj4 0 2), 

2- {4- [2- (4-^00-3-7^071^) -5 - (t'nD^y 

- 1 /uX/utS—su) ^yiM^^y] -2-7;^a7x=;u} 
p^^>y/W^^y-r 5 5 -TJ/l^y^ (m(5^j4 0 3), 

2- {4- [2- (4-^oo-3-7/^o7i=/l') -5- (yy7nk' 
AO ^Z/i?;V$-3c%/~] — 2-7/^o7i=/W — 1 — yy P^^f 

2- {4- [2- {4- (y^-/^^-) 7x^/1/} - 5- (2-t^yt'PlJ 
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*sa~*vS4 5 #-/-)v- 5 -%tvi£vn. mm®, (mmm* o 5k 

2 - {4 - [2 - {4- (^^yw^^) 7x-;H -5- U y^P tVi^A- 
^^E-vf/i,) ^^i^/V-^-drix] — 2 — :7x— — 1 — u^^r^jV^. 

I/VJ 5 PS—As- S-XAstflsm Mfi 

2- {4— [4-^nn-2- (4-^Dti7i-/l') —5 — (1, 1— i?Hr 
^■y^f Vf-TV V — 2 — 4 A?) '<>'i?A'*-*i-i'3 — 2 — ~7/lsir zi. =z.)\s} 

- 1 -i/# v^*ri/;i"<y>r<<( jv- 5-^jj^ym tiLW&L 
0 7), 

2- {4 — 2- (4-^no7x^/l/) —5 — 

a U S^f— 1 — AO ^:/^Ao3-drv-] -2-7;i'tP7i=;H -1— V^p 
^^vVW^y-f $ ^y— /U- 5 -#A-zJ<^ t^±£ (^Jfe0ij4O8), 

2- {4 - [2- (4-^PP7;t^) -5- Uy7 , oW^/^^* 
=viO -^i/i^v^^v'] - 2 — VivOm 7i=;W — 1 — %/9 P^^S/vwoy 

^ ^5/- A— 5 MLBfejfiL (gSlfiflU 0 9 k 

2- {4- [2- (4-^nn7i=/V) -5- (v 5 ^ ^vV^/W^-f /V) ■/* 
V*?As '] -2-7/^0 7x^1 - 1 P-'O'^vW^y-f ^ 

— A'-5-;&/M*l'Bfc Ml (WJ410), 

2- {4- [2- (4-^PP7x^) -5- (4-fc h'cr^r^fc 0 ^]; v 5 ^ 

- 1 -4 jVj3)Vm~}V) ^i/vvl^dfv'] - 2-7/1^^" P 7x=/V} -1— %S# 

n^>-?vw<^y-r % try— as- 5-^>^^^m t^it (11^411), 
2- {4_ [2- (4 p p7'^^/v) -5 - (-r yyp tvi^A-^^AO 

^^vvM-^vO — 2 — 7/^^-p - 1 — iff x2^yf-;V-^0--/y( § & 

-J—)V-5-U)Vi£z/m. tit (WJ4 12), 

2- {4 - [2- (4 - ^ P n 7x=-/V) - 5- 77°^ t'/^/W^^^) 
•^iX^A^^V] 7x-/W - l - is 9 p^x^vwoy^ % ^y*— ;v— 5 
(Hi£#!4 13), 

2- {4- [2- (4 P P Z7*.~;\s) - 5- (v 5 ^ ^■A'tf/W^^/U) ^< 

y^t^fv'] — i —•■ -st p^yfM^^ 5 ^y—/u— 5 — 
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2- {4- [2- (4 - ^ u i2~7^^ju) -5- (4-t Kn^i/^yi?y 
- 1 —4 /v%ji<7$—/u) s<^i?/\s - 1 — u^sf-zv^-y 

2- {4- [2- (4-^ a cty^^/u) -5- (-T y^P If/k^/W^^-^/^) 
^V^/i^^iX] -1- (rh7tKoft^7y-4-^^) -O' 

y-T ^ ^- 5 -^yPTjO^ jftiKjft (MMM 4. 1 6 ) % 

2- {4- [2- (4 p p y^^/W - 5- ( fc°P y >>>-- 1 -J 

/v) ^y)/^ ^ yy—jv- 5 -jfr/ntfi'ife tttttt (H»J4 17). 

2- {4 - [2- (4-^ P P - 5- (^y7°Pt>^;W^^;V) 

^J'S?/^*^] - 2 -1- (7h7tKPft^7y- 
4.-4/U) *<lsSy( /V- 5-*/W3S^» W14 18), 

2- {4- [2- (4-^on7x=^) -5- (2-t^yt'ny^y-l 
-xf/W) ^i/^/i^a^] -2-7^D7x-;w} -1- (rh7tKnft 

fc°^^-4--r^) ^<y/^ 5 5 - *^yi (H*M4 1 

9), 

2- {4— [2— (4-^P07x^) -5— \f)V)3)V/^^jiV) 

^yj/vOr*^ -2-7/^o7x=;W - l -tr^y 5^y— 
yu-5-^/v^>^ (M^4 2 o) N 

2- {4— [2- (4-y P py^^/U) -5- (t°P U v 5 ^- 1 — 'fA'jfr/U 
Tj^/U) ^^-^yu^-drv^] -2-7/^n7x=/V} - 1 - V i?S -"^VM 
%#V—jV-S-*)Vi£yM (»4 2 1), 

2- {4- [2- (4-^dp^^^/P) -5- (2--f?^7*!J y-2— f 
fV) ^OiSjU^-dcU] -2-7/l'to7x^;V} — 1 — v-y P *v3f- vvW^y^f 
5 /I'- 5 -ItA'tfym (^J6M4 2 2), 

2- {4- [2- (4-^nn7x^) -5- (2-^yt^t/yy> 
-3— -f/v) -O'i^yv^-drV] -2-7;i'tD7i=;W — 1 — is 9 u^^i/jv 

^y/^^yy-^-5-*;^yi mmm. (ms^j 4 2 3 h 
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2- {4- [2- (4 ni u-y^^;v) -5- (2-t^y^f5yy i ;v j y 

— 1 — f /V) ^i^/u^s/] -2-7;i^tn7x^} - l p^#v/W 
2- {4- [2- (4-^nn7^^/W) -5- (2-^-dr-y-i/ U ^-2---f 

2- {4- [{2- [{(v^?Vk;*//l^^/P) - 4- (4 

2- {4- [{4- (4-7;^a7i=^) -2 - (4-t Kp^^^!)^ 

p^^^^-<^>/^ ~m.rn.rn. (Hifc^j 4 2 7 k 

2- {4- [{4- (4-7;^P7i^) -2 - [ (# /W**^ yl^ h^v^) 

^y-r Ktry— >v- 5 -#/t^^ jftiftjft (3i«s«4 2 8) % 

2 - {4- [{4- (4-7;VtD7i^) -2- J-JVfrjV/^J )V) f- 

/^f 5 5 - */^yi &&& «4 2 9), 

2- {4- [{4- (4-7/l/iP7i^) -2- { ( 2 — fc Kc^i/xf;V) 

1 n^driz/^^y-f 5 i^y— /V- 5 -#^7t?^ (^»J4 3 

0), 

2 - {4- [{2- (4-7^tP7x=/l/) -5- ( *J * J-JVU JV) 

V/W^y-I' 5 W^fr- 5 -jfr/Vaff^Ife (Ht£#tj4 3 1), 

2- {4 - [{2- (4-7/Utn7x = /V) -5 - Wy^BlJA'*^*^ 
^^-73i^-3 — f/W * h^rV] - 2-7;^P7x=;V} 

^^S/A^yy^ 5 yj/-^- 5 - M^L (*If|4 3 2), 

2 - {4 - [{ 2 - (4-7^n7x=^) - 5 - (4 — t Kn^>^y 5? 
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=c~;v}- l -*/ ? u^^^/^^yj * V^—ju- 5 
1*14 3 8), 

2- {4- [2- (4-^no7i^) -5- (v^^ 7"/V;fr/W**^f /V) >S 
is&flsit^iA - 2 — y/K*-n 7i=^} - 1 — n^^r^x/v— 5 — h 7^ 
— /U- 5 -^/W^y^ 5 ^y— /X (»J4 3 4), 

2- {4- [2- (4— ^/H*?**. f 7 ai^/l') 

— 2 — y/U^-u^zn=./U} — 1 — iX^ P^drvvW- 5 h 7 y—zU— 5 — f /l" 
*<W4 5 ?V—)V i&miM. 3 5), 

2- {4- [2— (4-^tiB7xi;l') -5 - Ky7af;^;U/^^;V) 
^l^/V;**^^] -2-7^tP7s=;v} - 1 -S^ n^dri^/V- 5 - (2, 
5-^tKa-5-^-=f-y-4H-l, 2, 4 -*-$MJ-$?ry— /V- 3 

-o-y^ $ yv—fr wmm. (mmw* 36), 

2- {4- [5— 2— (4 P n 7;c~/U) -O'SM';*-*^] 

- 2-7;V^P7x=;i/} - 5-V7;- 1 -is? P^^vW^O'y^' % ^y— 
A* (HJfitfil 4 3 7), 

2— {4— [2— (4-^0071^) —5— (v'^f^^/W^^'yU) 

i^y^r ^ (mmm 438), 

2- {4- [{N- (4— S^^VlOtr/W^-f/V) -N- (4-7;V^P7x- 

/v) 7^7} - 1 — n^^vvw^y-r 5: yy— yp- 5 

-tf/Wtfi'B* (WJ4 3 9), 

2 — {5 — [bf^. (3-7/^P7i^) J^/V] — 2 — yjV^U — 4 — t 
KB3f^7i=/v) - l -V^ n^^^yv^^y^f 5 yy— 5 -^//V^^Bft 
(HJ6*I 4 4 0), 

2— {3 — [I?;* (3-7;VtP7j:=^) — 2 — y/W^-n — 4 — t 

Ko^i/y - l — %/9 n vvw<^y^f 5 ^V— /V— 5 -^/P/J? i^gfe 

WJ4 4 1), 

2- {4- [( 3 - ^^f;>*;l//^-f^7 oi^/U) (4-77l/tn7x^/U) 



79 



WO 03/000254 



PCT/JP02/06405 



-5-*>;vtfi/m (HIM 4 4 2 k 

2 - { 4 - [{3 - (4-fc Kndf-v'^y^-l --f/U;*7/l^=/^) 7* = 
/W (4-7^td7i^) h^rv'] - 2-7/^07*^1 - 1 — f7 
^.drvvW^y^ ^ ^/-/V- 5 -tf/UffJ/'Bfe mmm. (Hifc0i|4 4 3k 

1- {[2- {4- ([4- (4-7;l'tD7x^) -2-^f^f7^;V 
-5--1VI'] h^f-V) 7*=/W - 1 -iX7 n^^^/w^y^ ^ ^y—zv- 

#/U/i?^/W -0 -D-yVl^ WJ4 4 4), 

{[2- {4 - [If* (3-7^tP7x^l/) ^ h^vO -2-7/1^13 7* 
= - 1 a^=¥^/W<:/y^ ^ /U— 5 — >f /U] ^/VtK^/V} -0 

-D-^/V^n^ (IWJ4 4 5), 

2- {4- [2- (4 -7 n n 7*~/W) -5- (1, 1 - v^^V << 

^^i/^yy^ 5 ^y-^- 5 - m.mm. (n*«4 4 6) % 

3 — {[4 — (5 — T 5 7 ^/V7Jn=./1^— 1 — u^3rx/jV^l/V 4 % PV—fr 

-3-7^to7x7^y] *fvW —4- (4-^Da7s=;i/) 
-N-'fy7o^yX7n* (HSfeM 4 4 7 k 

2- [4- {2- (4-^Pn7i^) -6- 77"p t>7 5 7*;V** 
-0--7/^^-=3rv'} - 2 — 7/l^a 7*— )\>~\ — \ - is ? v \s ;\"<ls V 
^5^/^-5-*/^^ J£m*& (HIM 4 4 8 ) % 

2— [4- {2- (4-^an7s=/l') — 4 — 7/l^n — 5 - (1, 1 — v 5 

^-^y-f y^-ry y v 5 ^- 2 --ov) -o-^/w^-^^} - 2 -7/m- a 7*^/1/] 
- 1 -^7 ^v/w^y-f 5 ^y-/v- 5 -#/u*i?^ jftRtt (HiS^J4 

4 9), 

2- [4- {2- (4-^071^) -5- (4 yyv^/uT^ y #/ut$ 

^^iyju^-^r-y) -2-7;^n7i-;i'] — 1 — iX7 n^df- vvu— 4 — 

2- [4- {2- (4 -7 nn 7*^/1^) - 5- (N--f 7 70^/^=. 
;i/-N-^f^75;) •O'i^/w^- -2-7/i'ta7s=;i'] — 
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2- [4- {2- -5- V ~f n \? fr* frifs =^7 

57) -Ov 5 ^^-^^} - 2 — ITVl^cz 7i=^] — u*-2c*/;V<l/*/ 

2- [3- {[4- (4 -y/U^-u -7=^^jV) -2-^^77-^-5-^ 
A/\ tf-fr) -4-t Kp^v'7x-;1'] - 1 -i/;? p^^^/W^VW 5 
-)V- 5-*/l'7$>m (^Stfll 4 5 3 h 

2- [4— {2- (4-^nn7a:^) - 4 5 - ( 2 — y 

t°n y i^^- 1 ^^/I^^S/} - 2 ~7 /U] -1— 
P-^v'/W^yV 5 t?-/—>V- 5 jftttift (HWJ4 5 4), 

2- [4- {2- (4 - ^ P uy ^^/U) -5- (^f;W/^^7 5;) 

2- [4- {2- (4 a n 7 -5- [N-^^/L'-N- itf-As 

*;Vft;=.jV) 7U] ^yv'/^^ri/) -2-7/^a7i^] - 1 P 
^^r WV^y 7>f 5 ^7-^- 5 - jftSfejlL (H;&fi#!|4 5 6) N 

2- [4- {[3- (4 —9 P p y^^/V) -6- (2-^-=¥y tTn JJ S?J^ — 1 
— - f/u) \f V iSl/- 2-4 /is] y^/i^^-y} -2-7;i/tn7*=/>] — 1 — 
ixy n-v.deix/^^y-r 5 ^7- /V- 5-#/Wtf^ Mm 4 5 7 h 

2- [4- {2- (4-^an7x=;i/) -5- (7irf;v7 5 7) ^ViM^ 
^-^r-^} -2-7;PtD7i=/i'] - 1 -v-7 P^^'<y7'l' 5^7-^- 
MI (^14 5 8), 

2- [4- {2- (4-^ao7i^) -5- (N-T±=f-/^-N-^^/U 
T$y) ^O-v 5 /^^^} — 2 — y/l^P y a^/l*-] - 1 —is? n^^vvwO 

y^ /u- 5-#/M<:/^ MI 4 5 9 ) , 

2- [4- {2- (4-7PP7x^) -5- (N-T-fe^/^-N-7°P t° 
/V7?7) ^^iS/U^-lf-i/} — 2.—7 z*=-]V] - l -ixy P^dr vVW< 

y7^f^7-^-5-^yS Mm (HWJ4 6 0K 

2- [4- {2- (4 -y P py^^/U) -5- LN-^=f-/U-N- 
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+»*X/As*<^S4 % ?V~>v- 5 Mum. (§Hi£#ij4 6 1), 

2— [4- {2- (4 — ^ u P7i^) -.5- [N- ^7U;*A'#=/l') 
-N-^n % S ] ^^vVwa-^riX} - 2 - 7 =£ - 1 — W 

2- [4- {2- -5- (N — T-fe^V'— N-^ ^vV 

y^ 5 w—jv- 5 jftM {.mmm* 6 3), 

2- [4- {2- (4-^nn7x^) -5- [N- (a:^vu;*/Hfc:=/U) 

^^/^^y-f $ 5 t£&& (Hife^j4 6 4), 

2— [4— {2— (4-^OP7j=-;1') -5 — [N — ai^vv— N— (^.^•/u 
^/i^^:^/ix) 7 5 7] ^yv'/^^-v'} - 2-7/^P7x=;V] - l — n 
^i/^y^^f 5 5 - j&S^jft (2&8fc0l4 6 5). 

2— [4— {2— (4-^na7x=/V) —5 — [N— (^^/l^/l^n/V) 

^V/i^y/'f 5 5 - (^im^J4 6 6). 

2- [4- {2- (4-70D7i^) -5- [N-^^VV-N- (a^A' 

5 ?V—jy- 5 -tfA'tfi'* (HiS^J4 6 7), 

2- [4- {2- (4-^na^^^/^) -5-^ h *t v^^vvl^^r^} - 
2-7;vtn7i^;i/] - 1 — P^^V/W^y^ 5 yy— A— 5 -#A#e 
^ 6 8), 

2- [4- {2- (4 n p -7^=./U) -5- (N-Ttf/l'-N-'f 77" 
pfc°AT5/) ^y^^V} — 2 — -7jVHtvl ~7 ^~;V~\ -l-i^^n^v' 
;^y7-f 5 ^7^;i/- 5 -*;^^SI ^^Jt (HJfi09 4 6 9), 

{[2- {4- [2- (4-^na^^^/U) -5- (2-^7t'oy^- 
•^iXv^A^^v'] -2-7/i'tn7i-/W — 1 —is? D^^ri/yi/^ 
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7 0), 

2- {4- [2- (4-^na7s^) - 5 — J Y*?i/'<ls$>A'*-*%/'] 7 
jffiftl 5 0 1), 

2- {4- [2- (4-^Pd7i^/l') — 5 — ^ h^v-^^v^^^-dri/] 7 
- 1 K2^**S)\s- 1 H--Y ^ K— 5 -JJJUtf^m (Sim^J5 

0 2), 

2- (4-^y^t*V7x^/v) -i-'>^o^yf;v-iH-^yK- 
2- (4-^y^t^v7x=/v) -a-^^o^wK^^y [1, 2 

-a] trjj v^- 7 -^/^^Mfcai^/Uai^^/U (^1^6 0 1), 

2 _ (4 -^Vv 5 ^^-^^^^^^) - 3 -v-^ n^v'/K 5 ^j/ [1, 2 
-.a] lfy^-7-*/^yi (^Mi6 0 2), 

2- {4- [2- (4— * an:7:n~/U) -5-^ fdf^V^^i/] 7 
^=.JV) -3-^pa^/I/-3H-^5^/ [4, 5-b] 
jfr/MSl'lfe 7 0 1), 

2— {4— [2— (4-^D07i=;l/) —5 — (-ryyotW^/W^^;!/) 
^t^^yu^-^r^] -3-^P^i//V-3H--f 5^/ [4, 5- 

b] trjJi?X-6-*^*Vifc i£S£J£: (»J7 0 2), K.t>\ 

2- {4- [2- (4-^nn^o.^/V) -5- ( J) 5?^- 1 —- < /U^/l" 
tf=.ju)<<Zs*?A'**t-i/]7si~M — 3 -v^ n^^vv^- 3 H--f 5 £V[4 , 

5-b] b*y s?^- 6 -x/utf^m umm. {MMM7 0 3) frbizzmxvm 

(62) 2 - {4- [2 - (4-^PP7i^V) -5- ( 4 - 3r y 

?^/^-5-*;t/Ji?yg m.mm. (mmm 3 2 s ) , 

2— {4— [2— (4-^0 71=^) - 5 — t KD dri/'O'^k^-^f i^] 
(^lf£M3 2 9), 
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2- {4 — [2- (4 - ^ n n7j-^) —5 - (>f V \? >Vjj jV/^<i jv) 

/utf^m m.mm. mmms 30), 

2- {4- [2- (4-^na^^^/U-) -5- (N — f y :7*P fcT^-N-;* 

/V- 5 -#/M*:/^ iHI(IIM3 3 1)> 
2— {4— [2— (4-^nP7x=-/l') —5 — (^^i^/k^/W^^/k) ^< 

^ - l n^^i//My y^f 5 5 - 

tf^m (H»!l3 3 2), 

2- {4- [2- (4-^PP7x^) -5- (4-^ h^r^t^y i? S % 

2- {4— [2- (4 — ^ p a —5— (3-t Ko^^nfyUt 

3r^) ^Ov^/V^-^V] - 1 —is? P^dr^/W^<^y>f 5 /V- 

2- {4- [2- (4-^PP7i^) -5- 

'Sf-S'] :7ck=/u} — l — ix^ o^i//w<yy^ 5; #y*— >v— 5 — # 
/uzK^BI mm (^ii^J3 3 5) N 

2- [4- (2-7*n ; t-5--bP'<>^t^'7) -2-7;^o7i^ 
?V\ - 1 - P^^v'/w^y'-f 5 #-/—>v- 5 — % Jistf^Ms* Tsi'^^T/i' 

mmm3 3 6). 

2— [4— {2— (4-^nn7x-;i/) -5-^ ha^y^t^f'7) —2 
-7/P^-P 7^=^] - 1 — P^-^vVW^yV ^ yy—/V- 5 -T^l^X 
^^vt^n^TVl' (Hi£#!j3 3 7), 

2- [4— {5-7^7-2- (4— ^up7^ = /V) ^Vv 5 ;^^^! -2 
-7/i'to7x=/v] — 1 — P^^rvvW^yV 5; py—JV— 5 — 7J^4?> 
SM^/UaiJ^A' (^liM3 3 8), 

2- [4- {2- (4-^PP7x?;>) -5- 
-■i'/W) ^V^/u^-^^} -2-7/^a7x=;i/] - 1 — n^^-v/u^^ 
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A?- 5 --X)>Vi$^^L*=?)V^*7-)V (»J3 3 9), 
2- [4- {2- (4-^oa7i^) -5- fcfP U v^- 1 

2- {4- [2- (4-^DP7i^) -5- (4 i?^- 1 

m.&m. (mMM 3 4 1 ) , 

2— {4— [5— Ti?5vt'— 2— (4 — ^ P P 7j:=^) ^Vv ? /M-3 l 2/'] 7 

^-;v)- 1 p^^vvi^^y-r 5 fry—sis- 5 — ^/vas^is 
mm 342), 

2 - {4 - [2 - (4-^PP7* =;V) - 5- {(4-t Fo*V H i?^ 
-1 — < ;vjj/V>$~;V) * b*ri/} ^y^t^ri/] -l-v^P*^ 
^v^/U-<^i/^ 3; ffy—sP- 5-#A'tf>'Wt (MMM 3 4 3), 

2- {4— [2- (4-^BB7i=/l') -5- (2-^ h h -< 

>v 5 /u^-drv'] - 1 — */# xx^***/As+<vS4 $ /W— 5 

t^t (111^3 4 4), 

2— {4— [2— (4 — ^ P n7x=;V) — 5 — {2— (2—^ h^v"^ 
I/) ^h^pv'} ^<J^i?/u*^^] y^.=^M —l—i/?n^^i/;\'^i/y<i%y 
y-/U-5-A^^m MI (^3 4 5), 

2- {4- [2- (4-^pp7^^/v) -5- (^y7f;^;^^) ■< 

#^St (HJEM3 4 6), 

2- {4- [2- (4 —9 P P 7^^/I^) -5- (2-^^7/^-4 

- 3 4 7 ) , 

2- {4- [2- (4 - ^ P P7x^) -5- (3, 4 - v 5 1 K P *ci/ 1°^< 

/w<^y>r ? try— A?- mmm. mw\ 3 4 8), 

2- {4- [2- (4 P P 7^^/I^) -5- (3-^5vl'-l, 2, 4- 
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2 - { 4 - [2- (4 — ^ d D 7i -4- (-^ V P \f)Vj3 /Vs^j ;v) 

^i/V/v***/] y^^M - i - i/^ o^^v-^y^-f 5 ^y-^- 5 

2- {4- [2- (4-^nn7i^) -4- (^11^;^^=^) ^< 
^vvV^drvG 7x=;u) — 1 - %/# n^3r vvw*<:/:/-i' % #^/~- )V— 5 —tsiv 

7$>m i&mm. mmw3 5 d, 

2- {4- [ 2 - (4-^PP^^c^/l^) - 5- {(l-t Kpdrv'- 2-^^- 
2- {4- [2- (4-^nn7i^) -5- (4, 4 — ^7U— 2 — * 

^tyyy-2-^;l') -<V-^/W^-drv'] ^^^/W - 1 - is? u^^cis/U^^ 
5 5 - (*W!l3 5 3), 

2- {4- [2- (4-^Pn7i?/l') -4- (4-t Kn^r^^y^y 

- 1 —y( ;vi3/v^=. ;v) sOZ?/ls3-*cis] y zl=-M — 1 - %/# u^2c%/;\ss<is 

V>f $*V-/l'-5-;fr/l'#V* (^*S#iJ3 5 4) N 

2 - {4 - [2 - (4-^ nn^^^/V) -4 - {(2-t Kn^^/xf/i/) # 

—/U- 5 iftlfcttt (Hffi0H 3 5 5 K 

2- {4- [2- (4-^PD7*^) -4- {(4 - tf U VjV* ^vV) jj ;V 

;V- 5-*/l'7$^m (Mtfoffl 3 5 6 K 

2- {4- [2- (4-^007^^) ~4- (v^^Aofc/W^-f /V) ^< 

y - i - y^ n^^y/i/^yy-f 5 y 5 - 

jftftjft 5 7), 

2- {4- [5- (2-7$ ;=5-TV— -2 - (4-^po7 

3,=^) frit y zl—jv) u^^i/fr^-y/j %?y—fr 
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2- {4- [2- n ny *.~)V) -5- (4 - t Kadri'tr^y Vl/ 

- 1 jvy,;v^^jv) s<-yi/;v3r3c*s'] y a^^M — l — v^*r %/>\"<i/ 
^^^-5-*;v#y^ mm. (£Jfc093 5 9K 

2- {4- [5- (S^^Vtotf/W**^ /V) -2- (4 -7;utt2 7s=;l/) 
■^^v'^^-^v'] :7;t~/W — 1 -v^ p-^=5f vvw^y^f ^ /u- 5 — # 

/VzJ? J'Bft &&& (mi&m 3 6 0), 

2- {4- [5— (i^^^/^^J/U^^r^C /U) -2- (3 — 7 =c=^/U) 

HUB* (*1&#J3 6 1), 
2- {4- [2- (5 n Pft7xy- 2 --f ;V) -5 — (i^^ "f-jVtljV 
s^jjv) 'O'vvi'^drv'] 7x-/b} — 1 — is? n^3r;>vw<>'y>f 5 

2- {4- [2 -^n^- 5 - /W- 2 — f/W) ^^v* 

& mmm. mmm 3 6 3), 

2- {4- [2-7*0^-5- (5-^f;l'fr/-;l'-2-f/l') ^i/v^U 
jfdrv'] :7^^/W - 1 — n^dr^/WO-y^ 5: ^y— /V- 5 -#/M?>-i 
jftifejft (SIlfEM 3 6 4), 

2- {4- [2- (4-^Pn7i=;l/) -5- ( 5 -^^/^^f-y— /V- 
2-^yv) ^J"^*'4 7*=^1 - 1 -V^ n^i/Myy/f 
/l^-5-*^#^ifc MI (^ii3 6 5), 

2— {4- [2- (4 — 9 n n 7 j.^^) -5- 7y-^-2 
--<^) ^^vVM-^f] - 1 n^^i/^yy-f 5 

-5-*^^tt (111^3 6 6), 

2- {4- [2— (4-^PP7i^) — 5 — 7 1 - t> y V—JV— 5 — -f/WO' 
SM^^r^] - 1 - n^^^/^^y-f ^ i^y— /V- 5 — #/V;*J? 

^ t$t (£ffift|3 6 7), 

2- {4- [5 — 9 U D- 2 - (4 —*STS yau~)\>) *<V*?flsit*t 7 ^ 
- 1 — S/* n^s*'>/u^^y^ 5^y~/W- 5 — tf/MS^gfc 
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mm 3 6 8). 

2- {4- [5 -p P P- 2- (4-fb7 , /wV-5-'f/t'7i=;V) -<>' 
i^/V^-^v'] ^ rc— /P} - l — i/p n^i/Myy^f ^ /U— 5 -^/V^ 

mmm. (mmm3 6 so. 

2- {4- [2- (4-^aP7i^) -5 - {2- (4-fc Kn^>^ 

2- {4- [2- (4 p P y^^jV) -5- ( 2 -^^r V \? U 1 
-•Y/U) ^^vV^^^] -2-7/^P7x^;U} — 1 — UP P^^riz/l^V 

)/-r ^ yy-/v- 5 - # i/m. mbm. (mmm 371), 

2- {4- [3- (4 - * P P -5- (^^^/u*;^^^/^) 

5-%^7$^m (»3 7 2), 

2 - {4- [2- (4-^PP^^^/W) - 5- (N-tKuW5^) 
^^vVl^J-^v-] -2-7/l'tn7i-/W — 1 — v-^ P^.=3r v'/P^O-y-l' $ ^ 

^— /w- s-tf/M?^® (HiS^J3 7 3), 

2- {4- [2- (4-7nn7s-/l') -5- (2, Ko-5-t 
^y-4H-l, 2, 4-t#t^ry^-3 — < ASi *<WfHr2?%/\ -2 

-7/i-^-p y^—M - l — >^ p^^riz/wo-y^ 5 ^V—/v- 5-^7/1^^^ 

& &&& (HJfe^l 3 7 4), 

2 - {4 - [2 - (4-^P P 7^^/V) - 5 - (2 - PT^y - 3 H- 1 , 2 , 
3, 5 —Hr^-^^T UTV — >\s— 4 — -4 AO ^^Uj^^^rU} -2-7/Vto7 

1^9 3 7 5), 

2 — {4- [2- (4-^pp^ 7 ^^^) -5- (2, 5-^tKP-5-t 
^y-4H-l, 2, 4-^7^7/^-3-^^) ^O'^/P^^v'] -2- 
7;^a7a:-;W - 1 — UP P^^f/WOi/^ 5 :?V~- A?— 5 -Tj/U- 
(^JS0>J 3 7 6), 

2 _ {4- [2- (4 — P P P 7^^/U-) -5- (UP P7°P tVl^/W^^f 
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2- {4 — [2— (4 — 9 P P^^n/V) - 5- P^^/Kfc/W^-f /P) 

^^✓M^^S*'] -2-7/V'ta7xr:;l'} - 1 — n As^l" 9 4 X ¥ 

5 -fijutfism mm. mmm 378), 

2— (4— [2— (4 — 9 n n 7i-;V) — 5 — ( t e r t — •ffA'-fr )V;^*t 

s-tuv^ism. mmm. (mmms 7 9), 

2- {4- [2- (4-^PD7x^) -5- Wy^f/P^/M^^/V) 
'<yv 5 /i't^v'] -2-7;vtD7i-;i') — 1 — ix^ n^.^>/W< 5 y 

2- {4- [2- (4-^PP^^=/k) - 5- {(1-t Kd^^paV- 

2 fA-) ^/W^^f/U-} ^->-i>/V^-^r^] - 2 -7/W^"P 7 cn^/W - 1 — 

i> P^^^/^^y-C 5 ?V—>\>- 5 it&it (»J 3 8 1), 

2- {4- [2- (4-^an7x=;V) - 5 - (p< h ^^^/^^E-^/U) ^< 
yv'/Vt^^] - 2 — 7^^-P :7cc=/W - 1 — O^df-^v^j/)/^ ^ 

-/v- 5-^/u7i?^^ 4fe^ts mnm 3 8 2 ) % 

2- {4- C 2 - (4 - ^ p ay^^/U) - 5- {(2, 3-i?K \tu 
\f;v) iojiv/^^ ;v) ^l/iS/lsjr**/] - 2 -^yv^P 7 cx^/W -1-f^P 
^V/W^V^ 5 5 -tf/Uaff^S* IftM (Hi£0iJ3 8 3), 

2— {4— [2— (4-^PP7i-/V) —5 — (N — ^c^VV— N — ff-jVjD 
/W<*^f ;v) ^y^t^V] -2-7/l/tn7x=/V) -1-^p^^ 

2- {4- [2- (4-^PP7ix/>) -5- (N-^f-^-N-7D^ 
jfc/W**^ /W) ^V^/I^^riX] -2-7;l/tP7x=/V} — 1 n^.df-v' 

2- {4- [2- (4-^aa7x=;W) -5- (N->f y^P^-N-^ 
^VU*/!'/**-* A") ^O'v^/V^-^v^] -2-7/t/tP7x=/I/) — l—Ssfv**. 
df^/^^y-f 5: Jf^—jv- 5 -*ywaJ?^Sfe jftM d£t£#J 3 8 6), 
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2- {4- [ 2 - (4-^DP7i =./U) - 5 - ( 2 , 6 - ^yU Jf 

2— {4— [5— A* JV) —2— (4 — ^ n n7x^) •O' 

- 2 -^/p^-a y^^/v) - l -i/^ P^^iz/^v^ 5 ^'Z- 
^-5 -*^aJ?>r» (Hife0!|3 8 8) % 

2- {4- [2- (4 - ^ u P7i^) -5- {-fu\fjVij/V/^^)V) y< 
^i?ju**ci/] -2-7;i/tn7i=;W - 1 —is? n^3r v'/W^yV 5 

—)\>- mmm. mmm s 8 9). 

2— {4- [2- (4-^Pn^^^/k) -5- (^^/l^/W^^/V) -O' 
i^/W^-dr^] -2-7/l/tB7i=/W - 1 P^^t>vW<;/yV 5 ^y*~ 
/W- 5 jftM (SHJifc^J 3 9 0), 

2- {4- [2- (4-^nn7^^/V) -5- { (v^ 9"/W*/W<*^ /U) T 

^5yy^-5-^#ysi m.m^. (mmm 3 9 1 ) , 

2— {4- [2- (4-7PP731-/V) - 5- ((t;^!)/*^^^) T 

2- {4- [2- (4 - ^ o P 7^—^) - 5 - !7 W K^yv^l^^V] - 
2-7;i'ta7i=;i'} — 1 — is? n^^fi'M7/'f 5 ^y*— /V— 5 — ^/utf? 

mm. (»3 93). 

2- {4- [2- (4-^na^^^/U) - 5- {(j:^ ;^;W^>f;l/) T 5 
y } ^^> f />^-^v'] - 2-7;^D7x=;W — l — p^^i/^yy^ 
.^^i/-/W-5-^/W^^m It^St (HWJ 3 9 4 k 

2 - {4 - [2 - (4-^c n7i=/l') - 5 - {Wy7 , P ;Vi3 )V )V) 

% yv— A?- 5 -x/^ism sus (»J3 9 5), 

2- {4 - [2- (3, 4-^7/Vtn7i=/V) -5- W7/P 
-Y/P) ^7v f /i't^v'] -2-7/Vi-D7x=;i'} — 1 — n^ap-S/^w* 
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2- {4 - [2- (2, 4 -ityjVJm ^ct^yv) -5 - ('T y^P tT/u*/V 
•<ls&A'st*t-i/l -2-7/Vtn7i-/i'} — 1 — is? P^=3f-vvW< 

2- {4- [2- (3, 5-^po7i^) -5- (-T y 7°n tf/U^/W^ 
^-Y/u) *<lsi?A'jt-2r%s] -2-7;l/to7i=/W - 1 — p«~^>vwO' 

y-r 5: yy— 5 ->&/wj?^& (hj&^j 398), 

2- {4- [2- (3-^PP-4-7/VtP7i^) -5- WyT'ot* 
jvjj fr) ^O'^/^^v'] -2-7;uto7i^v} -1— v^P^3r 

^y/>f ^^y-yi— 5- jj/VTf^sm m.mm. (mmms99) > 

2- {4- [2- (3, 4-i>^na7i=;V) -5- Wy7 8 P^/WN' 
^,^) /<yi;;l/^^^] - 2-7;ktP7i^;H - 1 — P-^S'/l^**' 

2- {4— [2- (4-^PP-2-7/l'tP7x=;l') -5- (-f y^nbT 

s^w<^y>r 5: ^y— /u- s i&^it ($%^H4 o ih 

2— {4— [2— (4-^PO-2-7^P7i-^) —5— ( hf P U ^ y 

p^^y/^y/^ ? ^/^v- 5 - MBM. ^1^4 0 2), 

2— {4— [2— (4 - ^ P P - 3 - 7/^0 7x^/1/) —5- (f p!) v'y 
- 1 —4A'#A'i$ziA') ^>'^t^v'] — 2 -7/V^-P r7ct=/W -1— ^ 

p-.dp^-<^y>r 5:^y-^- (WJ403), 

2- {4- [2- (4-^PP-3-7/l'tP7x-/l') -5- W77Pt' 

^/^>y-r 5; ^y— 5 it^^ (Ifti4 0 4), 

2- {4- [2- {4- (y^vl^;*-) y - 5- ( 2 ~^"=3r V fcf P 1> 

1 •<y^;Vt^rv'] -2-7/i'tP7x=;l'} -l-v^P-^ 

t^wo'y^ ^ 5 it^^ (HMJ405), 

2- {4- [2 - {4- (y^/u^-^-) y ^=-;v) -5- W77Plf;v*^ 
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2- {4- [4-^ao-2- (4-^nn7i=;i') -5- (1, 1 -i^t 

^y-fyfr/y ^^v^/u^-dr^] ^-^/i^p^^^/W 

- 1 -v'^ P^=¥->vw<^yV 5 a— 5 -tfA-aK^Ifc (£%0i|4 
0 7), 

2- {4- [4 — ^PP— 2- (4-^PP7i=;l/) -5- (2 -t^yt° 
p y v 5 ^- 1 --f /U) ^^v^/W^-dr^] -2-7;l'to7i^l') -I-v^p 

2- {4- [2- (4-^dd7i^) -5- (-r y:/p tv^rs: y 
a ^y-^- 5-*frtf^m mi (m«4 0 9), 

2- {4— [2— (4-^PP7i^/H -5- (v 5 ^ ^vUtf/W^'f /V) ^< 
^-J/Vit*^ -2-7/l'to7xx;l'l - 1 — P^^^/^^y-f' ^ 

— /is- 5-#ji>tf^m m.m& immm* 1 ok 

2- {4- [2— (4-^PP7x^/V) -5— (4-t KP^v't^D v'^ 

- 1 -<< )V%)Vi$~;V) ^<^i?/V$-3r~s~\ - 2 -y/l^^-P - 1 - 

n^yf ;v^yy^ ?yy-^- 5 - *;^yi *&^:t£ mMM4 n), 

2- {4- [2- (4-^p *.=^/u) -5- Wy7 p ptf/i/*;^ ; e-f^) 
^<>'v 5 /P^-=3rv'] - 2 -7/^^-p ^31^/1^} - 1 — P^O-^vU^O-yV 5 ? 

y-/u-5-^/^^m m.wtw. (mmm 4 1 2 ) „ 

2— {4— [2- (4-^PP7i^) -5- (>< y7°P fcVl^/W^^/U) 

^y^vt^-y] /w} - 1 —is? p^^^yu^^y-r ^ /v— 5 

/l^^®? ttlg (^»J4 13), 

2- {4- [2- (4-^PP7x^) -5- {itt^frjjjV/^jjV) ^< 

2- {4- [2- (4-^pp7i^) -5- (4-tKp^y^y^y 



92 



WO 03/000254 



PCT/JP02/06405 



yy ^ r^s—fr- 5 &g&& (*MJ4 is). 

2- {4- [2- JV) -5- W y/n^/M^/f ;v) 

^y^^y] -1- (ff7tFof^f7y-4-^^) ^y 

j/^f 5 5 (H»J4 16), 

2- {4 - [2- (4-^op7i^) -5- (t'v D i?^- 1 - J SUX/l* 
^i/itju&^i/] 7i=^} -1- (fF7tFaW7y-4->f 
/V) ^ ?V—}\<- 5 -#/M?y» jfti&jft (^4 17), 

2- {4 — [2- (4 — ^ n p^m^/U) -5 — (y y :t°b \? )V% As/^-i ;V) 
^y^/M-d^y] - 2 -y/i^^-B y ^^/W - l- (7h7t Kpft^y- 
4— ^O-y^ 5 (**^J4 18), 

2- {4- [2- (4-y nn7*^) -5- 
— f/u) -^y^;i/^-^v'] -2-7^0 7x^1 -1— (fh7t Fpft 

tr?y- 4-^/10 ^^^/-A'-s-^yR Atttt (H*«4i 

9). 

2- {4- [2- (4-7BP7x^) - 5- Wy^o^/W^^;!/) 

^y^/^^-y] - 2 -7su$-u ~?3L^;v} - 1 - fc°^y -y/^^yy $ ^y— 

/U- 5 -X/ls7$^m 2 0), 

2- {4- [2— (4-^nn7i^) -5- (^ay^y-l-f^/l/ 

tf^,y) ^yi?/i/t^f'y] - 2 -y/v^-n ^;c-/u} - 1 - n'^y -yy ^yy^ 

2- {4- [2- (4-7 0 0 71^) -5- ( 2 -*f $ ^/ U y- 2 — >f 

/u) ^y-y/i^^y] -2-7/i'tn7i^i') -l-y^n^yMyy/f 

%yy-sis-5-jj/\s7$i/m. ~m.mm. (mfcm* 22), 

2- {4- [2- (4-^an7i^) -5- ( 2 y ^-^rf-y y *?y 
— 3— y/v) ^y-y/w^-^-y] -2-7^tn7i=;i'} -1— y^a^i/;!/ 
^yy^^y^-5-^yi ttLSHft (^M4 2 3), 

2- {4- [2- (4-7PB7i^) -5- (2-t#y^ ^y 

-l-y^v) ^y-y/i^^y] - 2 -7;^p7i=;>} — l -y^ B^^-y/u 
^yy-f ^ /y-;i/- 5 -*;u^yg| W14 2 4), 
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2- {4- [2- -5- ^- 2 — < 

A'T 5 7 ) -^vVl'^drv'] - 2 -^yi^n ^^^/V-} - 1 -i^ n^^$^W< 
^5/-r 5 -^/UJj?^ -til (£160*4 2 5), 

2- {4 - [{2- [{(v^^Vl^W^-f /V) ^ b=¥V} ^ 5v^] -4- (4 

D^v'My^ ^ JV— 5 -tf/l'tff^ifc (£tffc$|4 2 6), 

2- {4 - [{4- (4-7;l'tn7i=;l') - 2- (4-fc KP^r^^y 

^-l — f7^-;v-5-^;H n^v] -l-i/f 

2- {4 - [{4- (4-7/Vtn7i=^) -2 - [ ( # /W^E- -f /V * b^rix) 

2- {4- [{4- (4-7;l/tP7i=/l') -2 - (*^/l/#/W**>f /U) ^ 
7/^-5-^/1') ^ h^i/] - 2-7;^o7s-;v} — 1 — n-^drv- 
;^yy^f ? y 5 - lii (HWj4 2 9), 

2- {4 — [{4- (4 — -7;V7>rv. 7x=;H -2 - {(2-t Kp dp- v-^^/v-) 

l -v^ n^VMyy'^ 5 5 JM& 3 

0), 

2- {4- [{2- (4-7;^P7x- AO -5- ( v 5 ^ ^A^W^-f /l^) 
— (M * h^iX] -.2-7^tn7x^/H - 1 — a^df 
>7My/^ 5 &V—)V- 5 -tfA^gl &&& (^*S^J4 3 1), 

2- {4- [{2- (4 -7;VOru 7^~/U) -5 - (-f V 7 P P tf/^/W^/f 
AO ft7iy- 3 — >f AO h^^-] -2-7;l/tP7x^} 
^.dr^/^^y^r ? ?V—>V- 5 jftift^ (HlfcflU 3 2), 

2- {4- [{2- (4-7/^P7x=/l^) -5 - ( 4 - t Kn^^f^i)^ 
V- 1 — f /I'^M^/l') ^-^-^a:^-3 — i ;V) * -2— ^/P^-n77 

4 3 3), 
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2- {4- [2- (4-?OD7x^) - 5- (S^^VUtfyW^^VlO 
Z/¥jV$r3ri/~\ — 2 — 7^ = /V} - 1 - i/^ O'sdf 5 - r f 7'/ 

-/W- 5 - >f 5 y/wV (WI4 3 4), 

2- {4- [2- (4-#/Utf*ci/7 - 5 - ■? w<yZ?JU3-3ri/~] 

— 2-7;i/tn7x=;i'} — 1 p^dpvv^— 5-f f7 y— /w— 5 — f/U 

^^V^ 5 tf^—lV (»4 3 5). 

2- {4- [2- (4 - ^ n n7i^/H -5 - (>f y^n fc*fl/;fr/W«*>f yv) 
-O'v'/V^-dri^] — 2 — ^^^/W} — 1 — *s9 u^^-iy/V — 5 — (2, 

5-^tFP-5-t^y-4H-l, 2, 4-tW7/^-3 — f/U) 

*<is* * mm. (HM4 3 6), 

2- {4- [ 5 -^?^tJ?=3tV- 2 - (4-^na7i^) ^^^A^driyj 

(mmm 437), 

2- {4- [2- (4-^nn7i^) -5- ( * fvl^/W-^-f /W) 
•y^JjvUr^fyl -2-7^tc7s^l - 5 - - 1 - V^ b^VA^< 
^jAf %9*/—>V (WJ4 3 8), 

2 - {4 - [{N- (4-i>y ?VHfr;W**^/l/) -N- (4-7/^d^ji^ 
/V) T^y} ;*fvK] 7x^;l/} — 1 — v-^ P^^r V/V^>-y-f 3; PV—fV— 5 
-tf/Utfl'Bfc (£g%#|4 3 9), 

2- {5- [tr* ( 3 - ^;n^/U) y^/P] - 2-7/V^-D-4-t 

Ko^fv'7x=;i/} - 1 — is 9 v is/i"<l'y 4 5 fy—su— 5 
<&lfe0S 4 4 0), 

2- {3- [tT^ (3 — ^A^P 7*=7V) ^^-/U] — 2 — - 4 - t 

Kndr^7i=:/U} - 1 — n vVW<:^y"-f ^ V^J—JV- 5 
(^li 4 4 1), . 

2— {4— [(3 — A"**e<{ ;>7x=/k) (4-7/l'tn7x=;l') 

;* h^f] -2-7;i'tD7x=;W - l - i/^ n^'/MV , /-f 5 
-5-*/l>rf>m tttt (*t«4 4 2), 

2- {4- [{3- (4-k KP^^tVlJ^-l ->f^*^# = /U) 7x- 
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M (4-7/^0 71^) th^f] - 2-7;vtn7i=;v} - 1 — *s# p 

1- {[2- {4- ([4- (4-7/^P7x=/l') -2-^f/l/f7/- >U 

{[2- {4- [tr* (3-7^ta7x=^) ^ f^i/] -2-7/l/tP7x 
z=-)V) — 1 — S/^r U^^i/fls^l/yj ^ yu— 5 — >f/U] ^/I^T}?— /V} -0 

-D-WBV» (**W4 4 5) % 

2- {4- [2- (4-^pp7i^) -5- (i, l-wy-fyfr 

^^/wo-yv 5; try—A*- 5 -#/WK^ (^*60iJ4 4 6), 

3 - {[4 — ^./I^tJn^/U- 1 —-St p/v^^uxy^ $ 

-2 — f/u) - 3 - 7;Vto7x; dri^] ^ -4- (4 - ^ n D7x=;v) 

-N-^y^p^yxrn* (Hifc#!]4 4 7K 

2- [4- {2- (4-^PP7^^/P) -6- {<< V*?n\?A'T % J j3A'i£ 
~JV) -<^v ? /U'^-^v / } -2-7/UtP7x = /l'] — 1 — u^^rl/ A"<y/ 
j % #y^ )X ,- 5 -ij/u-fclsWL tit (»J4 4 8), 

2- [4— {2- (4 — ^ P P -4 -7/^P- 5 - (1, 1 — 

ir^y-i yfTT*!) 2—^*0 ^VS^/i^^i/} - 2-7/i'tn7x=;i'] 

- l - i/^ D^^i//i^<yy^ 5 5 - mMM. (^*SM4 

4 9), 

2- [4- {2- (4 — ^ P p y^=-jv) -5- W y7n\*A<T% / •toAsiZ 
^y-Jjvjr^y} -2-7/^P7x^] — 1 — 2^ p-^^^/i^— 4 — 
p< h^S^^yV 5 ^7*-^- 5 -jfr/vtf^B* %Hft% (HMJ4 5 0), 

2- [4- {2- (4-^pp - 5- (N — y^P tf/lofr/M?^ 

/U— N — ^ =3-/VT ^ /) -O'S^A'^-^P-?/} -2-7/WtP7x^] — 1— 
U^l/jV^-yy^ %?y— As- S-UAsiSym. (HJfe^J 4 5 1 ) , 

2- [4- {2- (4-^PP7*=^) -5- (^y^ot>*;i/^=>r 
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2- [3- {[4- (4-7;>ta7x-;u) -2-^f;i/f 7^-5-^ 
/v] ^^/W - 4-tKp^^7i=^] - 1 — %/9 v^^i/su^^yj * yy 

2- [4- {2- (4 - ^ P P ~7 olzz-jV) - 4 - 5 - ( 2 -t^y 
t*n y 1 -xf ;v) s<Z/*Jj\s$-3ri/} — 2 — yjv^-u ~7^=.)V\ —±—l/? 

^^.^■^yjU^^^yf ^yy—jU- &mi& (HJfefll 4 5 4 k 

2- [4- {2- (4-^on7i=/l') -5- (^f;W/V*=/l'7? / ) 

v—jv- 5 i/m. mmm. (mmm 455), 

2- [4- {2- (4-^PP7i^) -5- [N-^/V-N- ^VW 
7?;] ^^vvl'^^v'} -2-7^071 = ^] 

2- [4- {[3- (4 — ^ n P7x^^) -6- 
— I'/v) ify^y-2-^^] ^^As^^ris) -2-7^tP7s=;W] 

^ p^df^^^y^ 5 yy— a— 5 mwtM. WJ457), 

2- [4- {2- (4-? wy^—su) -5- (7tf/l'7?;) ^^v?^ 
^-^rv'} -2-7/l'tn7i=;l'] — 1 — B^^y/^ 5 A-— 
5-#/W#>-g| tit (WJ4 5 8), 

2- [4- {2- (4-^nn^^^/U) -5- (N-T-fe^/V-N-^^W 
^^^/^=3f->} -2-7^tP7x-^] - 1 - i/-7 v^^^ysu^-y 

% ?v—a— 5 &mi& mmm* 59), 

2- [4- {2- (4 — ^ n n -y^—sv) -5- (N-Tir^^-N-^P f 
;U7?y) ^Vv'^^v') -2-7^0 71^] - 1 —is? n^3f->vw< 
IsS-f 5^/^-5-*^#y» (SfcGfefll 4 6 0 h 

2— [4- {2- (4 - ^ a P 7xn/l/) -5 - [N — ac-fvl^-N — ^vU 
*/W7fc~/l') 75 ;] ^^v 5 /^^- i^} -2-7;i'tn7x=;i/] -l-v^n 

2- [4- {2- (4-^PP7i=/V) -5 - [N- (^^W^/Waft^/lO 
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2- [4- {2- U-^pp^^^/u) -5- (N-T"fc^-/V-N-^ 
7^7) ^yv'/Vt^^} -2-7;VtP7a=;l/] — 1— v-^P^^r ^/W< >- 
y>f5^y-^-5-*;^y® ik^ifc (M4 6 3), 

2— [4— {2— (4 — ^ P P ^i^/V) —5 — [N— (zc^vl^/l^^/U) 
-N-7 W^7] -^^^/W^-^i/} — 2-7/Vtn7i^/l'] — 1— V^P 
^^i//i"<y)/^ 5 ^y^v- 5 - TJ^^Vt (Hi&^J 4 6 4 K 

2- [4- {2- (4 - ^ p u 71^^) -5— [N — oz^/u-N- (^^yU 
^./V^n/k) 757] ^^^/U'^-^r^} - 2-7;Vtn7x = ;l/] — 1-v-^P 
^^/t^^TV S^V-A-- 5 -tfAtf^gl III 4 6 5). 

2- [4- {2- (4-^pp^^^^) -5 - [N- (zc^a#At}?=./i7) 
-N-^^757] ^<>'i^/l'^-=3rv'} - 2 - Z7 jvjr p 7 =-A-] — 1— S/^p 
^^/WO'yV $ ^y-A— 5 (IHflE#!|4 6 6), 

2- [4- {2- (4-^PP7x-/V) -5 — [N-^^vW— N~ {^^JV 
iO)VT$.=.)V) 757] -2-7/^P7i^] — 1— V^P 

^3r>x/w<;/yV 5: ^7*— A- 5 — UA'iSZ'Wt (^£#14 6 7). 

2- [4- {2- (4 P P -7zr,^/U) -5-7 b^v"<y^t^v'} - 
2 -7/^n7x-^] — 1 — P ^^v';^y/-Y 5 tfV—^— 5 — 77 A- 4^ 
>@£ (^M4 6 8), 

2- [4- {2- (4 P P 7^^/W) -5- (N-T-t^/V-N-^T 77 
nt>7 5 7) ^^v 5 /^^^} - 2 -17./M-P A] - 1 - n ^^f-^ 

/^y/^f 5 yy-zl'- 5 - */V#7i (mW\4 6 9), 

{[2- {4- [2- (4-7oP7x=/V) -5- (2-^7^0^77- 
1—4;V) ^Z/vVl^ -2-7^iP7x=/l/) — 1 — P""v3F-$«VW< 

77*^5^/-/V-5-^/l'] ^;^^^} -/S-D-^^PV^ (H^M4 
7 0). 

2- {4- [2- (4-^PP7a:^/W) -5- (>f 77n fc'A-TJA/^-fA') 
'iy&A'tti/] y^^jV) - 3 -7^ 3H--T 5^7* [4, 5- 
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b] \f v i?^-6-*/\stf^m mm. (»J7 0 2), &t>\ 

2- {4- [2- (4-^OP7i=^) -5 - (l^aUv'y-l-'f/V*^ 
5-b] h? y v>>— Q-*)/VT$l/m m^(^WJ7 0 3) ^b&SPJ: <9>i 
(6 3) (2 9) (6 2) <D^i?frfr\Z.mMl(Dm&^fc'&VoJtteMM-t 

(6 4) (1) 7515 (2 8) Xte (2 9) 753i (6 2) <£>l^-T;ft2N£lB«ttf> 

(6 5) (1) (2 8) Xf± (2 9) (6 2) <D\,^iTtlfrKmM<D 

(6 6) (2 9) Tbm. (6 2) <D\^frMzUffl.<DM&mfc&Voy-te$kM-t 
(6 7) (a) (6 5) \zmffi(OfcCmif?£i'?'( *xMt, (b) ttL(Dfo?J 

(6 8) (a) (6 5) ^mm.<D^cm^^^^^mt, (b) -c^^-y 

(6 9) (a) (6 4) \£ ; fcffi(DCW.m-l%V'( *XtfV * 9— t?PI.*£lJ£> (b 

(70) (a) (e 4) \zmm<Dcmff?#kV'(^xtfv emmwt, (b 

(71) tib->k cm] fsg^fts^^ ^ yy-M^mjL^om. 

o 
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[III] 



(7 2) 4- (4-7^tn7x = /l') -5-t KP^f^^f 2 - ^f 

(7 3) 1— (4' 
,/U) -2-^05^7^1- (4' o n- 2 — * o n *?-;v- \fy 

/U-4--T/V) - 2 - tr n y y 5 IS J: »> »tf ft 3 tr 7 * =/Wt^#>x 

Jbf^^ * ft 5 * ©t, 
(74) (a) (l) IBiKo— JKS [ I ] *«**LS«l'fratft'fr*X»4«3K± 

w^sfts*©*** (b) (1) aaifc©fc^*#^©tt*>f 

(7 5) (a) (1) ia«©— j»3« [I] fi^^5«l^fft^Xttl!ll± 
fF^£ft5^:<£>*£. 2£.t£ (b) ^y?-7xay^tt5EIMi. 

(7 6) m%}M<Z> (1) fB<fc<B—«5t [i] ^Sftsra^atte^fcXttK 
3)g±W&$ft3*<z>:tft«:S!#i-5 £ i Sr^tN ClBf^Oj&Sf^ft, 

(7 7) &®&<D, (l) JSMtott&ta&ft-toftV 4 •fc&mMRtfi&. 

#tp, (7 6) I5«fe0^r&o 

(78) ^*©-<>'^-7*ci^j9:-^i-5rtSr* bte-^tf^ (7 6) IB* 

(79) w^s© (1) ib*o— [i] -v&isfizffi&mk&mxnM 
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(so mw&v, (i) tomaib&m&H-vmvjA'Xin* tii&&mx.x*& 
titfs (79) mm.<D^m 0 

(8 1) m%}&<D-< y^-7xayg;^t5r t £r£ fcfc^tr* (7 9) IB® 
(8 2) CSffHfcraSf/BBUS&fil&l-Sfc*© (1) !B«<Z)-$!5S [ I ] tf 

(8 3) cmM&v-i^xtfv * : 7—-&mm : m%mk-rz>fc#><D a) iam 
(8 4) (i) »«©-«5t [i] x*mzhz>m&mfc&!®xnmm^®- 

(8 5) (l) |B«o-^ [I] -e*$«a5ilS-^«^^Xf±iSl|SI-hfF# 

(se) (8 4) %&m<Dmmi&f&®, Rx^mmmm.^.m^cm^(Df^mm 

(8 7) (8 5) |B^<DE^m^^> a^HWI^Ciff^^/V^ 
rci-6 T/udf/uatj ifi, ^3tt»l75S6©itt<HX«:^ift#lT/^/i'SSr35 
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<i yff'A'Zis s e c-^^V-S, t e r t -r/^Vl^, ^Vf^S, 

f/fl, t e r t — si/^A-^ ^^ssjasaiferf £>*L5. 

fi s R", R a \ R a! \ R al \ R al6 N R al7 , R a3 \ R a3 \ R^RTfR^fc&^X*^ 
/um~0tb\), R b \ R b \ ?>V~--?B-BLXf#fl'—'7C\Z.&\/^X*7'JV&yLtiLt e r 

fc5 0 AflcWfctt, ^7;^o^f^ MJ7;v^n^f 

^n^^^/^s ^bb^A/J % 1, 2, 2- 

^on^f/i'S, 2, 2, 2- h y -e>n*o 

rci-6 7/^ i^J K*»l75S6 0itt«ir/V'^V^Sr*U % 

rci-6 7^3^i/Sj tii, jeor/^^/Heffi^JiiB^iSo rci-6 7/^ 
75^4 <Di&mxnfr&i&<DT/i'*/i>'&x*bz>T/i'=3 3f-i/mx'$>%o jww&ictt* 

y^^Vl^^r^^ t e r t -^^vl^^v^, ^^fvl^^i^ ^^W^ 
R a \ R a3 N R aZ \ R a28 > R a3 \ ytV— 7°AS.t>*^/U— :/Cfc*5V»"T<WMc:#£ L 
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rci-6 T/U3*«/Cl-6 T/W=#^»J ifis _bfB3£^tf> r C 1-6 T/U=» *c is 
rci-6 7^/^;L-Sj irfi, *<DT/i^/i'«Hfc3 s -fcIBJ£S&0> rci-6 7/^ 

1 75^ 4 ©sixtt^iio 7;v^/H-efc 5 7/^ j -f jum-Qbz> 0 

R\ R\ R\ R\ R" 6 , R a2 \ R b \ y;V^-7&\Z.&^Xmz.i8-1Z L< f± % T 

$/U7$~sl'& s -fy^f^t^r^^/l'^^^S, t e r t — ^^/Is^^-isX 
# A' # = /l" ^ T? 6 o 

rci-6 7;^;i/7 5ySj itt, -e©T^^§P^^_h|3^a© rci-6 7^ 
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^yyw^Ss t e r t-^w^/S, ^yw$;s, 

^xm^ft £ u < ht-yy ^-/wt $ y mxh v , r m te*5v>-c«?u:# * u < te^yy 
w^;s, if^r^yi, --f yy°n tvur s: y g-e&5 0 

rci-6T;^y-{^7 5 y£j ^<DT JV^j J y{ ;vm^^%m<r> l"C 

^yg. ^y^r^ys, ^y/fy^7?yl, tf/s-n^^^ysw 

T/V^r^Sj -Cl!b5 7;V^-^M^vST'fc D , #? * b < fe*: <DT >V*c 

y7nt>z;v*=;wl, zffjv^jvfc^jv^ ^fy^f;^;^ 
t e r t -y^yU^/VTjs— /Wg N ^".>"fvW*;V3!!<;=/v3£ % ^-^-y/i^/i' 

rc3-8 >yy P7;^/Hj -tf*. #S8 4Bs 0£L< ft 5 75^7^ 
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rc3-8V^ar^^Sj fctt, |fc**3 75S8fi % L < ft 5 7 

v^v- 1 --f/i^, 2, 5 u^^rW^ls- 1 -W/vS. n^zfr 

iA' tei3VvC0£ U< feu i/^n^t=^Sffc5 0 

f 1, 3, 5-M)7^/H, tn!);H, fc'^y 

y/vs^ 5^y*y;n> l, 2, 4-M)7/y/Hv ff7 % /y^ ^ 
^y^s, ^t^/y/H> >r y^-y-yy /^s^ f7'/u/us, >fy 
fry y /was* fr^y y /vs> fay =^s> fp y s?=^as* 

^ = ^^^1, tX7^;l/I % ^-/l^y^/l^ 
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^tafiiE LT.TR^-^Xfi Cl-6 T/ls*J^mX*h <9 . f ft l 3 <D^$CT?£> <9 ^ 
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5, 6, 7, 8-<r by t Kct^y V^&> -f^Ky^S, ^is 
yj^tfy'Dfr^ 2, 2, 3-i?tKo 

^y^S, tr^^^as. fy^^n, tfyyv 5 ^/^ i, 3, 5-h 

!)7^/^ IfP^H, ^7 V /!)^ 1, 2, 4-hy 

r^y^s> Th7/y/H> ^^c^/ks, 7!);us, ^-^-y-^y^s. ^yt 
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try^v^/vg, try^=,vg % i, 3, 5-hy7^/H, tfny 
/v^x t°7^yy^s j^yyy/um, 1, 2, xb^y 

y;i^ yfr/u^s f7i?7/!)^sx*fc5 0 k^he u< «^y ^/w 

TC6-1.4 T V — A^Cl-e T/l^/l'Sj £ fi. Z<DT/l'*c/l'%ttiLtf±.m'fem<Z> l"C 
1-6 T/l^A^J "CfctK T V —^Uii:^±m^m(D rC6-14 7D-/HJ T'fe 
5 7!J^v-7/v^St'Jb5 0 ^*U< f4^©7^^/^&* 5 ^ii 1 7^4 
©Si©7^;vS-efe «? . T y -;«7x=/Hi?$)5 7!)-;v-T/^ 
/ug-CfctK ^tetfj^te, ^<^A^ N 7**^/1^ S-^-zi^n f/t^ N 

rc6-i4 7 D ^^ci-6 7;^^**^*^^-;i'Ij <bte. ^-©C6-HT!) 

-/1/C 1-6 T/W^/^P{4>i5±|2^^fiO TC6-14 T V —JVC 1-6 TfV^rjV^\ X*fo 

;v%t>$L&vim%k. 1 4 ©ii©7/i'^Ht?i!b 9 > T ]) -^tt^7 3 :^;H 
T*fc&T y — )V-T )VT£~)V^rQ%>*) „ ftfal&i-te, ^^v 5 

^-^^^7/^4? — 2 -7 ^^jVfv \?JVj>r*r*yZ> fViR—jV^ 4-^3t=^ 

rg&^tt-cfc J:V^l-6 T^=¥/^J £w\ ±is^*<^ r c i-6 tv^/i^l 

# * b < temm%L 1 4 ©EfXtt^i©7^^r;H^ i J!j^ 3 
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m<n rci-6 ^-^*^^=yvSj^o«±ia^aorc 1-6 t/^/vt ^ y^j 

g N oi^yvS. tf/Hs y^n t'/ug. y^v^g, 4 yzf^jum, sec 
-y^/^s t e r t-^f;H, ^v^/i^ y^yf t e r t— ^< 

fcVi^Sx 4-t KPdfi/^f/H, l-k FD^v'-l-^f/Hf;kS, 1- 
fc Kn^^^P/^^- 2 — f/t^> 1 , 3 -v^k Ko^-y/a^y- 2 --f/i^ 
1 -k KP^rv^-2-7 { 5 : -/i^7 B a^-?^-2--fyi^S> *^#^y/Mf^ 2 

$f*b<{*. R\ R\ R 3 RUR 4 \ZiS^X^^/um, l-tKP**/-l- 

R\ R 6 \ R'&tFR 6 ' lC*5V^"Cf±^^-^asXtt h V y/M"n y ^v^T'ifc >9 > 
R\ R\ R a31 35.t>*R b6 (C3oV^Tfi^ ^/VS-Cfef? , R a24 ^*3V>-Cfi^ ^/l^S, ^ 

aio ^*s^Tte. ^f^s^ xf/H, -ry/p kvvg, y^/us, 4 y-7*^s> 

t e r t-^^vl^ ^y^^^/W^s ^t^yf/USs i-xf/P7*n^I 
Xf**^^^/^ ^-^S"C*> 9 > R all ^*5V>T{4y xf;H, -7*0 k° 

/ug> >f y y°n ^s, y*^/v-s> ^ yy*f;vs, h y 7;^o^ 9vvje, 2 - 
xri4-t FDdr^y , ^/^-c i & R al3 ^*5v^xf*y ^^s, xf/H, -ry 
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J^/t^ 3-t KP^T'P tf/^ s /• h^S'^/t'S, ^ hdr^zch^v-^ 

fvl^ffc t) s R o26 ^*3VNTf±P<^-/V*. >f f/prnXte t e r t — 

hf/H % ^f/H, t e r t -^f ^y/f^ 2-fc Kn^Vxf^ 

^ N 1-t Ko d rv''/t 3 ^y-2-'f;H, l-t Fo^i/-2-^f/uyo/^ 
y- 2 — f ^iXfi*/^^^^ f zi'Stib ») , z, Z' RtT^— ^D»c*5 
V^tt*^^ ^^/v^, fcVuS, -Y tVl^Ss t e r t -^f-jv^ 

h V y^*v t?-'^, kKo^^f/vSs 2-# 

iltle:^* U< tt, R 5 s R 6 \ R 6 RXfR 6 ' tefcv^tt h U * ?vu£-o 

R a26 (^X»^^IXI4t e r t - /f-^l"efc 9, Z. Z' S.t/^ 
/U— T/DfcfcV^Tfi^^vi'^ tert-^^ MJ^^P^f/vSXtt 

g N ^y^p^/ug, 2 -^-a-^ 1. 3-^*^= 

/vS> 2--f y-<yf^l> 3— f y^t^/H, 4-^^/^- 

L<te. 2->f y^yf^/H^ 3 - ^ y^^rt=/HXtt4 - ^ f /I/- 3 

112 



WO 03/000254 



PCT/JP02/06405 



rgm^nTt J;V^2-6 T/i^-A-Sj tit, Ki*2M6C||Xtt^ 

1-6 T^^^^^^^^^SJ &I>\LlB5£:»<£> r C 1-6 Tfr^rJVT 5 /^J a>bS§ 
R" 20 {-:i3V^$?;§: L< fi, 2-/nt^/Hffe5„ 

r^/W-T/B^kMtffrS l^S^cDttft^T-fim^tvrti J^C6-14 7!J 
-^Sj irfis ±IB^a© rc6-14Ty-^J *tl 75^5<II<D«ftgT*Sft£ 

n^y^j, ^hnl, -hlB^iio rci-6 ±lE3£fg 

o r^ny>-<fbci-6 7/i'3vi'S.u _his^o rci-6 tvio& y -r/t-^js -(c 

H 2 )-COOR b \ -(CH 2 ) r -CONR bl R b \ - (C H 2 ) r -N R b, R b \ -(CH 
2 ) r -NR bl -COR b \ -(CH 2 ) r -NHS0 2 R b \ - (C H 2 ) r - O R b \ -(CH 2 ) r 
-SR b \ -(CH 2 ) r -S0 2 R bl &tf-(CH 2 ) r -S0 2 NR bl R b2 (irT'R"^ 

r fi0X«l75M6<Z>Slfc-T?£>5 o ) ^blfljxS. 

Mci^m^ty ^=^;um, -r^^^m. r^vv^m. J^f-^. rx^ 

j>TV7 x.~)V&^ 3-? UU7 zc^/um^ 4-^OP7*^S> 2, 4— 

do7i=;vS^ 3, 5-^^0071^1, ^z/f ysUyfxz 7s^ 4 

-^;l/7x^;H, 4 - t e r t --f?-;V7^=-;Vm, 2 - h V 7 fr** * 

4-M)7;utn^Wi^I, 4 — — h o7i^;i/I, 4 
-^7/71^1, 4-7tf;i'7x^;i'l, 4 -^/v^^r vvi^s^/vg, 
4-*;M : e-i'/i'7x^/vS, 4-7^/7^-/1^, 4-v ? ^f;i'7U 7s 
-;^ N 4-Ttf/l'7?;7 I ^S 1 4- (^^^^75 7) 7s 
= 4-^F^7x=;H, 3, 4, 5 - hV * h*c^7 4- 
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;V7*.=-;V^ 3--hn-4-^ h^rv'7i^Vl, 4 — = b P - 3 -y< b 

JbfSJ£»© r/MJ^yftCHT/l'^Sj, -(CH 2 ) r -OR bl T*fel9, 
Ci3:7y«B^ = P* T^** t e r t-^/I^ 7 

6-14 T y -/V&J £ LT^L<(4, R al \ R a27 £;T>*R a28 m*5V^tt:7 m^/VS, 
4-16 11-7^7x^1, 4-7;^P7i^/H N 3-^na7x = 
4-^nn7*=;H ( 4-^ F^i/7i=/HXtt4-MJ7;^o^ 
f;V7i^It-&!)> R al \ R a2 \ R a2 \ R' M S'0 5 R bS l'*3V^T7 3 :^;V'^ 
R alB ^:ib^-Cte:7 3in^£ % 3 - 7;V±n 7 x^/U£ x R a2 ° \Z.1(o\^~X.\i.~7 x-^As 
I, 2, 4-^at3 7x=^S, R'^fcfc^-Cte:?:*^^^ 4-^Pn7i 
=^/um, 4-MJ7/Vio^f^7x-/H> 3, 5-^^nP7i^I, 3 
J>p-4-^ h=3rv-7^— /V^X{i4 - = b n - 3 h^fv'7 3:^/H, 
R a26 K::ioV^{±:7 j^/i'SXte^ f;i/7i-;^T-fc^. 

-/i^Sj ttts _hlB^»^> rce-14 ry -/i-Sj * 1 5 IB 

^7 , DiLt*#Wtl4, SHMJK-?-, JUJUBE ^M 3 !, 

V7;S> ^^/V^, xf;H, 7"P^ /fy7P^I> t e r t-zff- 

M)7/^p^f;H> kKo^^f/H, 2 - t Fp ^^if/H, 
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s N 3 --r y^^-fe^^^-=3r^s> 4-y^/v— 3 — "^■r^/v^v^ 2 - 

(>*y y #/vtj?^/v) y^vi^^yg, t^;i n yf;u7$ys, 5? 

y w^yi, s^^vvr 5 y 7-feW?;S, ^^^#5^75 
y^/^^-^> y ^/w^/m^a^ y ^/i^A-y /vg, 7$;^ 
*=;H, y w?y^/^-;H, v*y y ^/^=/ws> fh7/ 

r^-^D^e.Ilitl5 l7?/M5^<Dgm&T*Km£*LTt>J;^C6-14 TV 
— fc L-CAflsW^». -^y^vi^ THUJA'S, ^vf= 

/i/S s 7XU^/^ X y su^u—sum. 7ity MJ;>S, 3-7^tn7i = 

4 — yAo^-n y^r^/ug^ 3 — y 0 a 7i=/i/S, 4 — y a a y 
2, 4-y^nn73:^S x 3, 5-y^nn 7iX/wS, 4 — y 0 y en = 

zvg, 4-=hP7i-;H, ^yy7/^D7x^vS, 4 — y ^wy cn^/w 

Si, 4-tert-7f/V7i^S > 2 - MI 7;^n yf ^s^/H, 4 
-^^/vtnyWx^S, 4- (tKa^f/w) y^^/Hi, 4- 
(/ h=3r^y^-/W) 7s-;H,.4- (2 -j}/U7$3ri//U^/U) y^^/um, 

3- *;^=3ry;v7^=;H > 4 -^A-ztf^yvvy ^^a^ 4-y Y^-^y^. 

~/HK 3, 4, 5 - hV y h^r^y 4 -^A'^'f^ss 

4- y fvt^;*-y 4- (s?y ^;v7 5 y ^wK^v) y^^/Hi, 4 
-yf/v^;u*^;l/7x^^S, 4-7^7^/71^1, 4 — v-7V y 
j^/l/S, 4 -7i:f^7x =^1, 4-7^71^/H, 4 - v?y f^7 5! 

/7s=/^ 4- (^f;^M^/v7^y) 7x=/vS, 4-y^yp^/uy 

^n;V7i^S, 4-7 5;^^*-^7x-;H> 3 — ~ h n — 4 — y h 
v-7x^SXii4-^ h a - 3 — y h=¥^y :t=A"gi. 4 -y h y y*— A'- 5 
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ZRXfZ' fcSSV^ TV— /HWfci LT£F£L< t£7 ^-^mx-hZo 
^v-/Di LT$f*U< f±_hfBS&fft© r/Nayy^j, = iifB^li 
O r»J&£*LT feet V^C 1-6 TA-3r^g.U ~(CH 2 ) t -COOR al \ -(CH 2 ) t 
-CONR a27 R a2 \ ~(CH 2 ) - (C H 2 ) t - N R a29 C O - R a2 \ -(C 

H 2 ) t — S (O) „ — R a25 3UA— (C H 2 ) t — S 0 2 — N H R" 26 T?$> <5 „ 

l-6T;V^;Hj, ~(CH 2 ) t -COOR al9 N -(CH 2 ),-CONR l2 'R ,2 \ -(C 
H 2 ) t -OR a20 Xtt-(CH 2 ) t -S(0) Q -R a25 "Cfe>9. ^fttfjKii^ y gf/K^K 

i&mm*. %mm*. '^os^ ^f^s> t e r t-^f-z^m. 

7j?df-^/Ujc^/^, ^ h^g, tf/w^^/i^ tT-^J-Ms 
117 5/^11^ 4^*^, t e r t-^^VU-S. 

r^-:/D a> ibjitf 3x5 i75^5^smg-e*&£*L-ci>£^c6-i4Ti; 

-7;uto7i-/vS, 3-?an7i-/i'I, 4 - ^ n o y =c ^;vS, 3, 5 
-^0 0 7*^1, 4 -7d^7x^/U1, 4-^hP7i=/H, 4-^ 
J-;V7^~)Vm, 4-tert-7'^7x=;H > 2 - by 7 )Vir U * f-/Uy 
zu^/um^ 4-^)7/^0^^71=;^ 4- (tKc^f^) 7x 
=/P^, 4- (;* h^v^^Vk) 71=/^ 4- {Z--ti)Vi$*r*/)Va^^-}iV) 
7x=/H, 3 -^/P7j?=3ri/^7^=/^, 4-*/^=3rv'^7i^S, 4- 
p< h=5r^7^ = /PSx 3, 4, 5 - VV * b^i/? 4-^/^^E-f^ 
7^ = /H, 4-/f/Wft7x=/VS > 4- (i?^WU*/^=/H 7 
=c^jU^ s 4 — f/l/7/l'*=/l'7i=/l'S > 4-7tf^7$/7x=/l'S > 
4— =^JVZ7 x.z^jV^ 4-7^/^/l'*=/l'7x=/l'S > 4— ^ 
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p n7x=/Htfe5, 
T B b S(2 H 5 1 7bm 5 ©S«*-C«» & Jit t> J: p 9R£ j 

atgifc^-^p ^g&gte, ±.%&mmo r/Noyygfj, 

-yr;l, = faS, ±lB3£l§tf> f"c 1-6 T^/HS.K JblS^<D r^pyyft 
Cl-6T^df^Sj, JbfB^giCO rci-6 T J J /uMU -(CH 2 ) r -COOR 
b \ -(CH 2 ) r -CONR bl R b \ -(CH 2 ) r -NR bl R b \ — (C H 2 ) r — N R bl — C O 
R b \ -(CH 2 ) r -NHS0 2 R b \ -(CH 2 ) r -OR b \ - (C H a ) r - S R b \ - (C 
H 2 ) r -SO ! R bl W-(CH 2 )-SOjNR bl R b2 r. t?R bl S.T^R b2 «\ frfr^ 
7K*m-7-Xf*±IB^»© l"Cl-6 T/t^Ugj r!J0X« 

AfrW^fi, 2-\?Vi?A>& 3-7/^ 
pt°yv f >'-4 — r/i-s> 3 — ^ p p try ^-4-'f/H, 4-^ppfc o y>» 
^-3--f^g. ify tfy^^/H, i, 3, 5 

-hyr^^s, tfny/H, t^yy/i^s, 1, 2, 4- 

h yryy/vi, V s - F7>^y^ 3-^~^s, 7 y /n, 

t*t/y/H> 2 — * f^i-^t^/-^- 4 — f/i^m, >fy*wy^s, 
^ryy/H, 2-^^7/^-4-^^ 2, s-^wr^ 

/^-4--<^S. 2, 4-5?^f/l'f7^/l'-5 — f/l/I,^Vf7/y^ 
f7^7/y^ ^ny^/H, t'ay^S, 3-kKn^tnyi?= 

/H, s: y s^/uaE* r-tr ^$?=^36> v 3 - 1 kp 

Kij^ys, 4-t KP^^t°-<y i^y 3, 4-s?t Kp ^tr^y 

4-^ h^rv't^y^/i, 4-#/l^^iXfc 0 ^y v 5 /S > 4- (fc Kn^r^ 

^ao t'^yvVg. 2, 2, 6, e-rF^^^^y^y^ 2, 2, 6, 

6--T b7^f^-4-t Kn^^t^y^s, N-^f/i/^y^y-4- 

^f/H, N- (te r t-yh^^/^/l') t°^y v 5 ^- 4 -'f^I, N- 
Tir^-ZV-'t'^y 4 --f/t^ N-^ ^-/U^/U/Js— /l^fc^y 4 --f 
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^/u;^ -fy^/y/H, ^^-^y^/vs, =¥y^f-y^s, 
7^=/vS> vwy^/vg, -?-7^y^=^, 5, 6, 7, 8-ff7tK 
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— N. 




— N. 



<X -O -O -O -O 

^0 • 



— N. 



O 



0 



— N, 




S=0 



— N, 





■Me 



Me 



fttei&Krau ifVz^/^m, bT9^=-/^3E. ey^^n, i^y^^ 
i, 3, w da>2s^ t'^yv^m, $yyv 

i, 2, 4-hvryy /n, r- h 9 n / y /n, f^^M^ 7 y ^x, 

±ib;£SI© rci-6 T/v*y ^/i^Sj> -(ch 

2 ) r -COOR b \ - (CH 2 ) r -CONR bl R b \ - (C H 2 ) r - O R bl T'fc 3„ 
t^Mj iU, fflL<«^y^S, sVJEs 2, 6 
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V^XltT Kn t°7^/^X«4 -fc: Kn^r^fcf^y vVS> R" 21 

K^-mt^y 4-t Ka^i/fc^y ^7^Xfi3, 

^t^y R^^&v^-ctefy ^sumxte^/^v / St-fc^ r 

tet-y ^/w^x^^r^y ;Hx-fc!3 , R" 27 xfiR" Z8 ^*5VNT«i - 
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2, 2, 6, 6-fh7^^^^^S> 2, 2, 6, 6-rh7^ 
-t^y^/v*!) 4 -^/vgXW: 1 , 1 

--f/l-ar-fc^,R a22 St/R , ' 23 ^joV^-Ctt2-^-dr-7->/y I/- 2 ->f/HTfil»5. 
-C*fc"9. itio^ f'pjiaE&^tfo -hlB^/v-T'D ((a)J^(q) 

i tx^wiEtt, s-trp^3£v 4-try^/v3E % 3-7 

;^Dl^!J^y-4-f/i'S> 3 n u try v 5 ^- 4 

y v?^- 3 ->f /u3E, s^/nu t° y 5: i?=^S, tr y ^v^a-s> 1 , 3 , 
5-Mi7^;m % fpu;^ e^y^as. -fs^vy/i^ 1, 2, 4 
- i> y r y fh7yii;H, 2-fx=;i/S, s-^^^/i^ 

^-y-yy a-s^ 2 - ^ f /ut^ty-^- 4 -^^s, ^fytwy/i' 
s N fr^y/H, 2-^wry-^-4-^^s, 2, s-v^^a-^t 
/^-4-<;n % 2, 4-^W7^/v-5 — f/i-s. -ryfryy 

f7i?7/ y ;v^> tfn y tf a y -f 5. y 

tV^ys^a^ N-^f/V^!)y>''4-^;vS, N- (tert-T'h^ 
^7/V7i?^/V) tf-<y 4 -^/W^, N-7tf;Vt°^Uv f y-4 — 

N-^f /^^*=^tvj) ^y-4 — tr^^S^/i^ ^e/u^y^^ 

s x ^y^rf-y/v^x 7^7^/H> wy=/vs, -r-^^ 

y^^/VS, 5, 6, 7, 8-7h7tKn^;i);H, ^^Ky/l^S, 
^fS^/y;H, >fyKy=/Hs -O';/:??-/^ ^y/fx^;H, 'O- 

i/^-^r-y-^y/^ ^yf7yjj/^ 
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— N. 




— N, 



^0 • 




NH 



— N. 



o 



0 



— N, 




S=0 



— N. 




-G -<i -o -<a -o 

0 --N o-- N s-^ N S-^ N N 

H 



H 



H • H 1 ' Me 



■Me 



Me 



te6{£, 4-fc°y vM>-£?>2, 3, 5Xft6fe, 2-fi^S©3, 4Xli5 
^/VS. t e r t -l/^A^ ^/V^^V'/H, h V 7SV*T2 * ^/vS> 

stfc^^fnii-c'fc^ fu^/H, b°y^^ 

ifp^^H, 1, 3, 5-hy7^H, t°ny^S N 2-** 

2-^^/y=;i/S, 2-^y^ =• ^y y v^/wg, i, 2, 4-h'jry 
yy^m, 2-^dr-y-y y fryy^i, ^yf7/u/vs, i, 1- 
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7=/H> A 2 -l, 2, y/l^S, 5-^"^y- A 2 — 1 , 2, 

5-^y-A 2 -i, 2, 4-f7v?7yy-/H, 

2-^y-3H-l, 2, 3, 5-tW7^7yjI -/>£"?&!!), >//U- 

ZflXh =tV^Cl-6 T/Udr/Ugj, -(CH 2 ) t -COOR 8l! \ -(CH 2 ) t -CON 
R . Z 7 R a2\ - (CH 2 ) t ~OR o2 \ -(CH 2 ) t -NR e29 CO-R a2 \ -(CH 2 ) t -S 
(O) Q -R a25 Xtt- (CH 2 ) t - S 0 2 -NHR a26 -C$>3 0 

2-t^y^py'yy-i-^/vi, ^*yys^ =;H, 

4 l>7tFP If 9 — 3 - \f JJ i^/U& N 2 — fcf P ^ v^^/VS, 2 --r ^ 

f^s, 2-^y-<^yy^y-i-^;vi, 2-^-^y^- 
yy/H, 5-f7/y;^ 2-^f/^7y-^-4-'f;n, 5-y^/u 

fT/-/!'- 2 --f/Ug, 2 — T 5 7 f 7/ — /U— 4 — f /US, 3 -y 5^/U- 1 , 

2, 4 -;*-3-y-^ry-/u- i, i-my^yf7y?^- 

2--r/uSv 4, 4-^f^-i 2 -twy v-2--r/u^ N 2-^^ 

/uS> 5~i?ppf t7x>-2-Y;H, 5 -y ^/u^dr-y-y—zu- 2 — -Y/u 
£ N 5-^-=3ry-A 2 - 1, 2, 4-*3rWT>ry >- 3 f/Ug, 5-^ 

y-A 2 -i, 2, 4-t7^7yyy-3-^;H > 2-t^y-3H-l, 

2, 3, 5 -^3ri?-:f rv'T-y y >- 4--r/u2£-e&s„ 

if^yi>/vS N 2-^ye^yi?y-i-^f/^ 2-t^ytfo^^y-i 
-></us, 2— f 5^yyy-2 — f/us. 2-^-dry>f ^y y s?^- 1 --r 
/us, 2 - ^-^ y ^ t / jj i ->f /n, 2-^f/vf7y^-4 — r 

/US, 5-yf;^7y-^-2 — T/uSs 2-7?;fry-;i — 4— f/u2£, 
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2, 4-^W7y-^-5-^^S, 1, l-%?Jr*y«( 
4, 4-^^f^-A 2 -t^rtyy ^-2--f 
5-^00^71^-2-^^1, 5 -^^^V^-^-^-y— /P- 2-^f/V 
5-^-dry-A 2 -l, 2, 4-t^ti>7/yy-3-^;H, 5 
y-A 2 -l, 2, 4-f7^7yyy-3 — fA-g> 2-W-3H-1, 
2, 3, 5-tW7i?7^U i'-^-'f/HsTMbtK Mt£#*L< f*2-#- 
3r y v 5 ^- 1 — f ^S, 2-t^yt°o'J^y-l-'f^I> 2-t=Sry 

-i % yy* y v*y- 1 -'f^s, 1 -^/Hr^i, 

i -v^^ry-r yf7^y^y- 2 -^^a£-c*> u< r±2 ->*-*y 

r^-7 , c*>&lif*i5 1 73£ 5 f^WM^ilifcSftTfc .1^03-8 yy 

o^yf^S N ^^o^f;^ 4-7/^0^^^ 

-y/H^ 2 — y =f->v%/t a-<yf;i'i, 4-y^ 

/L->-y p^-^v'/H, 4, 4-v ? yf;i'v'^n^*y>'i'S> 3, 5— ittf-Ari/ 
# n^^-y;v^ 4-t e r t-7W^n^^r^£> 4— t Kn^y^ 

a^dfy/i'S, 4-y f^v^^a^wvS, 2, 3, 4, 5, 6-^<y^y 
y^ o7/^/H^ffiU:i3VNt0* U< 11, ^^a^yf/HXIii/^n^ 

S > 4 — ~7>Vitxi%/9 P^^vvV^ 4 — y f^V^ a^#v'/Vl, 4, 4— 
y f/l/v'^ n^df iz/l'Ss 4 — t e r t -^f/t'V'y u^-df-i'/l'ls., 4 — t Kn 

^yy^o^y^S> 4-y h#^n^^s-efc^ 
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r*Vi/-:/Bfl>fc»wrft« 1 7$S5fl©BSUE-eB*fc£*b"C 1 i> «fcv>C3-8 is* 
nT/P^r/^J £f± % ±|2^a<^ rc3-8 is 9 p TA'^A'&i #l755 5jB©f 

^ n^V^/Wl^ 3 — ^ *f')\'i/9 D^^rv'/l'S, 4 — f;Vv-^ P'^i-vl'SiU 
4, 4 — P^s¥S^yHt, 3, 5 — i? * ?• /Vis 9 U^*ti/jV^ 4- 
t e r t — -ff-)Vi/* P^^r^/VS, 4 — fc KP^i/^P^Wl'Sx 4 — ^ 
]>=¥ P-~-^V/l^> 2, 3, 4, 5, 6 Jy^A'tP^P^^ 

p ^ ^vi^ t: K p 5/ * ^vl^ ^ h «¥■ is* ^/um, 2-* ;U7$*ci/;u^ f-jV 

* b*iym, djvs^j ^wti^ 

P7-^=¥^S^^*JV>T^* L< fi % ^P^PkVH, is* 
^ > v'^P^^^/^Xfi^^P^^rv'^^-Cfe?). r^yl—^B^bilfinS 1 
75S5^£>em^T?e&£;fr-Cti J;v^3-8 p7;^;Hj t LT, R a27 & 
t)?R a28 ^*5VNT#^$f* b< tti^ n^P V^nyf^S, S^n-^p- 

r^-^D^blllixS l75S5fiH©filfta"C«tft$^-Ct> «tV^C3-8 is? 
aT^^E-^Ij fctt* _hfB^»<D rc3-8i/^P7;^Sj tfs 1 7?73g 5 flltf>g 

^flcw^w:, v/^pyptws, ^p^s, i/^P^yt/H, v^p 
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4, 4-v J ^f;i'v'^p^v';i'S N 3, 5 -v 5 ^ ^vus^ n^df-s^/i^ 4- 
t e r t-yf;^>^P^^V;l'S, 4-fc Kb^^ P^^i//l'S, 4-^ 
b^ri/^^ cz-^^rix/^^ 2, 3, 4, 5, B-^y^/l'iav'^B^^ 

BR^ X = foI, ^f/H, te r t-^/i^ */u*«ap->/vK, h !) 

rK^$HX 1 b<tV^C3-8 nT^<5r^^Sj tts JblB^^O l"C3-8 
vT/Vr-jvmi zK&^s JifE^a^ ^^y>I : FJ> JblE^ttO Tci-6 
Tfl'*rfl'2kU -hl3^«0 rci-6 T/l'a^^Sj bilftS ct «J jKjft 

p^irt=;Ul, 4 -7;UtP - 2-^^ P^t=/H> 4— fT-As— 2-^ 
^ a^drir^/W£ N 4-^^A- 3— n^drir^^g, 2, 4-i^n^^r 
l ->f/i/|j, 2, 5 -i/^ D^dMft?:r.j/- 1 --f^g, n^"7° 

r^/u— ^B^baritts i75S5ra©«&£^»*$;h/tt>J^c6-i4:r!) 

— /UCl-6 TA^Wgj £f± % -Lf2;^<7> rc6-14T3J— /VCl-6 7;l/^Sj 

^36*"&tPo ^«&Ste> -hlB^/w— ^B^baWT^S. 
JWfrWJctt^^^/vaEs l-t7f/Mf;H, 2-t7^^f-;H, ^cc 
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2, 3, s-^^ao^y^/H, ^y^7;i/ 

^-C-^^$?/v3£x 4 — * ^/WO^/Ug, 4- t e r t -^^/WO-vVt^ 2 
- hJJ 7/u$-u ^f/^y^S, 4-MJ7;i/tn^f;Kyi?/i/I, 4-~ 

df-^W^^/l^ 4 -^/t^^-i' /WO'iM'S, 4 -T ^ 7 -"O'SM'S, 4 - 

^f/i'T^/^yv 5 ;^ 4-rtf/V7 5 ;^^x?;vm, 4- (p^/i^/u 
*^^7>7) ^y^;l/S, 4-^ h^v^<^v?^^ N 3, 4, 
f^i/vv^^ 4-^f;vf^yv ? ;i'S, 4 - ^ f ^^/i/^^/i/^y^l, 
4-T ^ /^/I'Jfr^/W^S^g, 3-=ho-4-^ f^^y^/H, 4- 

C6-14 T y — /UC1-6 T;^/v£M4l-*5^T#?S; U< fi^^/i^ 

^co r^n</>"fbci-6 r^^r^j % - (cH 2 ) r -oR bJ -efc , Mcfc&oizn? 
^mm^r. m.mm'f-, =hps> ^ ^^m, text -zf^^m, h y 

6-14 7" y— /l^C 1-6 TVl^A-gj ifC, R al2 &tKR al3 ^*5V^01= L< li^:/ 
i^/vS^ ^^^^ix-Ss 3-^pp^yv^;H, 4-^pa^y^I, 4 — t 
e r t -/f;V^y^SXtt3- h y R a \ R al \ 

R a27 , R e2 \ R a3 \ R b5 {£*5V^T£?* L< fi^y^/HT-fc 9 > R a20 {-*5V^T^ 

S^vJE* 3-^nn^yi?;H, 4-^PP-<yv : ;H, 4 - t e r t —-/J-JV 
^y^lX»4- h y 7/ktP^f/^y^I-Cfc"), R a22 &TJ*R a23 {C^ 

X4-^DD'<y^I, 3, 5 - ^^ p p^yv?;vlX(i4 - h !) 7;i/tp^ 
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r^-^D^fo&tfftS 1 75S5ffl<DK&2£^«ife$;h/rt> J:l>C6-14 TV 
—>VC\-%T J\s*c>V&\ h\±s JblB^a^ r C 6-14 T V —JVC 1-6 TVU^-A^J 
i>* 1 7bm 5 1@<DgmST'tt^^tlT t> <kV> h<DX'3b Y) , il^OT y 
tfo $Eg&&J^ -hfa^-^D ((a)»S(q)(^S^5tft«) a»e>atf*L*. 

^u-^DtLTft*ttH:i4> ^s^Uj^ JMSISC-?-, *3JSJJ!B% 
v'T;!, ^^S, xf/H, ^DtVH, 4 y^fu\f;V^ t e r t 

h!)7;PtP^f;H s tKn^>^f;Hs 2 - t Kp ^v^xf/vS, 

X>jvtf~;ism, (2-tKpdr^xf/u) T5; 7 tf^tf^/wg. (tf^Jj?^ WV^ 

2--7-y^/i-y ^/wS, 7x^f^s, 3 -y ^=^y°p 

7p t°;uS, 3 -7;^n^^^I, 4-7/^n^y$?/V'S > 

>-i^/1^ 4-^PP'O^Sv 2, 4-^PP^y^S, 3, 5—S?f 

pp^yv'/t/S, 4-=bc<y^S> ^y?7;wt 

n^iyvvkg. 4-^f-^yv>/H> 4 — t e r t — ?■ ;\"<ls 2 — 

h y y/v^-a y f/i/^y^H, 4 - h y tvi^h y f^y^S, 4 - (t 

KP^E-y^f/1/) 4- sO&JV^ 4- (2- 

->/w<^v>/i^ 4-^ h^^y^S, 3, 4, 5-MJ^b^y^ 
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W^;) ^y^i/S, 4 -->t/^<^^/^S> 4 -r-t^^^^^/vS, 4 
-r^y^y^Ss 4-^^W5/^y^^ 4- (^fvt^/vtfc-A- 

/wO-i^g N ( 3 -~ hn-4-y h^i/7i=/P) ^^-/u^Xfi (4— =. hn 

ZRUZ' ^*SV^T> C6-14 T y — ^Cl-6 7Vl"*vHflM!fc i: tt^ b< I4^< 

oyvl^j, = hag, JhlB^tt^) rfg&£;ft-c*>«l^Cl-6TA'=¥/i^.L -(C 
H 2 ) t -COOR al \ - (CH 2 ) t -CONR a27 R a2 \ - ( C H 2 ) t - O R a2 \ -(CH 
2 ) t -NR a29 CO-R a2 \ -(CH 2 ) t -S (0) Q -R a2S Xfi-(CH 2 ) t -S0 2 -N 
HR a26 T'feS 0 

r>//l^— T'D^b^f^nS 1 TiMS^^e^^-CB^^HT^ <fcV^C6-14 TV 

/<yi;;H, 4 -7/^o^y^H> a-^on^y^S, 4-^nn^;/ 
vvi'&s 3, s-^^nn^y-y/H, 4-7*p ; t'<yv > /H> 4--bn^y 
4-^f/^y^;H> 4-tert-7f;^y» 2-MJ7 
yv^-n^^/v-o-i?/^, 4-M)7/vtP^f;v^y^H^ 4- (tKa^r 
S/*^vu) 4- (n^f/v) ^^/vS. 4- (2-#/wi< 

^y/Uxf/U) /<yi?/US s 3 -^/l^^i^/W^vVl^, 4 -^/l^^i//^ 
i'S^l'K. 4-^ h*>"<yi?^m, 3, 4, 5 - b V * b V^/WS, 4 

;/<y^/vS, 4 -^^/v-^/v-^-f = /w^tM/j^ 4-7?;^^=/i"<y 

1-6 7/^;^], -(CH 2 ) t -COOR 8l \ -(CH 2 ) t -CONR a27 R a2 \ -(C 
H 2 ) t -OR* 20 XI1-(CH 2 ) t -S (O) q -R a2o -Cfe«?s ~7 y . 
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tt7y*JK^ ^Mm.=^, ^f/Hs t e r t -yt #/ntf*-s^3£ % y 
1-6 7;i/^/Hj itt, ±IE^ao r^rniCl-ej/i'^/Hj tfSl75^5<®<D 

5 — f yf7yy;Mf^E 2-^^-/^ 

dri?-y— ^-4— rA^^/USs* 2-f 7)/ D/Mf^S, 4-f7 , /JJ^f 
5-f7yU/>^f/^ 2-^f/Vf7/-;l'- 2 
-^f;vf7/-;v-5 — f/i^^f;^ 2, 5-^^f^f7y-;i'-4-'f 
;i^^f/H> 4 -y f;^7y- /W- 2 — 'f/U* 2, 4— itt^'A'T'T 

y-zlz-S-'f/^f/H, 2-^fyf7/y/Mf/^ 2-tn!J=/Mf 

fc°n y kT^ P 4 - y i?A-y f^Ss 

x -pt^/pf^; y v?y-4-^;i'^f^ 4 - fc Kn^j/^JJ >V y fvi'Sk 
3-t Kn^r^tfn y ^/^f^I, 2- ( 4 - t Kp V f JJ i?y ) cc^ 
a-*> l- (tert-yfm;v^) tf-<y >>;/-4 -^f/uy gvvg, 
! -rir^/H^y v 5 >'-4 --YA-y l — y ^/i^A-Tftci/nf^y v 1 ^ 

- 4 —4 A?* ^a^> f^^^A^y f^l, y y y f/i'i, f-^-^rjV^l 

i — r y y A^y ^k*«s*w b^s, 
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bV, JWM&*ctt, tli^/H, \?7*y^;vm^ tfy^-^K, t°yy^=/i. 

l, 2, 4- M)7 X /U rh7yi) /vS^ ^ y 

y;wl, ifB^^S, bxyiM^, ^/WTjsy ^- 

U< f«Ht$: 1 75S4<7)ii:^<^T^^/^t?$>Sc yVl — yBiLT0S 
b<{±±|B5ta^ ryM3<7*^^J, ±lBJfrf§<Z> rci-6 T^^^Sj, _klE5£S£ 

<o ^/^^^ t wtCl-6T/^^^3£J^ ±IB^aw rci-6 y -Y/^j. -(c 

H 2 ) r -COOR b \ -(CH 2 ) r -CONR bl R b2 X{*-(CH 2 ) r -OR bl T*$>5 0 

rpfci-6 7M/i'lj ibT^f*b<«> 2-t°y v^t^/vm, 3 -try 
^vi^, 2 -y n n try 4 -^r^y 4 - t°y ^/uy f/H, 

fcv<y i^^- 4 -^T^y f^I, 1 - ^ f /i/ ^ y 4 - - f ;v ^ f /vl^ 2 

- (4-t Ko^y^y^/) xf;kl, l -Tir^/H^P 4 
y^vV^ 1- ( t e r t - y h ' ^!) - 4 - -f ^ f ^ 

1, 1- (y^vi^/wfr^/u) fc^y — 4 --fyuy 2-f7/y;v 

y ^-/i-s, 4-f7/y/^ t/H, 2 - y f^fry y^-4—</vy ^/^> 

2, 4-^w7yy 5 --r/py 4-^^7/^-2- 

-f;vy^ST*fe5 0 U<m > R a20 Ki:fcV^2-fc o y ^^f/Hs 3 

-fy^/Mf/^ 2-ycptfy v'y-4-f/Mf;H> 4-tfyv?;M 
br^y s?i^-4— </^^^/u3£s 1 -y ^vutv^y ^y-4— f/^f 
/i^S> 2- (4-tFP^tvyi;y) xf/H, 1 -r-fe^/nf^ v^- 

4 — rwy^/Vg. 1- (tert-7*f^*/^^) lf^!JS?y-4-' r 

^y^/i^^ % l- (^^vw^/nfrnyio t^y ^y-4-^^yf/Hs 2-y 
f 7 ^ y y - 4 — f ^y f 2, 4-^W7yyy-5-yw 

4 - ^ f ;^7 2 - ^ /v^ f ;Ht *) , R" 22 RT>*R a23 ^*3V> 

t tt 2 - tr y ^vHis R a27 &o<R e28 tc*jv>Tfi 4 - tr y i^/vy ^vi'SSxt* 
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1-6 T/i^v-gj hte, ±fd,fem<D r^fniCl-6 7;i'^/Hj 1 75^ 5 jUtf) 
Itlt-it ^ tit i i WTfc 5 , $t«m^^rcr»Cl-6T/l^/l^>£:-£ 
tf 0 ^B&gWu .hlB^A—^D ((a)7??M(q)^£;ix5«3«) ^bit^S. 
^-^D£ bTJM£tfH£fi, 7>ymJm^> ^J^^s gzmm*. =faS N 

v/r;s, ^fvug, .^^/vs> -fv^sum, ^yyn^s, t e r 

(2 - 1: Kndf-i/^^/V') T^*/^/^ 

/i/S, 2-^U/uy^/vS, 2-;3-=¥lJ-v'y/V';'<^/i^ 5 — fyf7/!)/M 
fvi^ 2 -/ $-*-9-y r — >v- 4 -^f/i^^vi^ 2-f 7/U/i'^/vI, 
4-f7/!)/Mf/H, 5-f7 % /!l/Mf/^ 2-^f/^7/wV-4 
-'f/l'^^Vl'S, 2-^f/Vf7^-5-^/Mf/^ 2, 5-^5vl" 

^•r — 4 — >f f/>i^ 4-^/^7/-^- 2 --r^y 2, 

4-^^f/>f7/^-5-^Mf/l'I, 2-fyf7/!)/Mf^S, 2 
-fay —As* ^/l/S, fay S^/U;* ^vu3E % fc°^ y vvi^ ^vi'S, 4 - fc°^< 
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y i - * j-jv ^ f^S, 4 - 1 K n tr 

*<V *?/ ^f;H N 2- sfA'lh 1- (ter 

v 5 ^- 4 -'I'/i/^t/'i'S, i — ;* ^/w^/i'*=^br^ y v 5 ^— 4 — yfjU^ ^-/^> 
^^<y i?=./u* ^-/vjfr y / y ^/i^S> V s=-As* l - 

sr?$>5— ^pgtg-efc'K jyfcftH^ trp^at % t7s?=/n, 

bf y i , 3, 5-hv Ti?-^m, y sum, 5/ y 

^;^/y^ 1, 2, 4-M)7)/!)/H> f h7/!J/H, 

<d rB^^tt-c^ «kv^ci-6 T/u^mi. ~(CH 2 ) ,-COOR 118 , -(CH 2 ) t 
-CONR ,!, R a! \ -(CH 2 ) t -OR* — (C H 2 ) t — N R a29 C O — R aZ \ -(C 
H 2 ) t -S (0) q -R a25 X^-(CH 2 ) r SO r NHR lJ1 tfe5. 

PSIC 1-6 TVI'^M'SJ £ Ltiift U< tt, 2-ey^f;H, 3 - fcT y 

* 2-^ppt°yv f ^-4-^i > /v^ f-^s^ 4 - tr y "j/v* ^-^m^ 

4—4 i-^f;Hf^!Jv ! y-4— I'/v^f^S, 4 
-t FP^^tf^y v 5 / y^/l-S> 2- (4-fc Kpdr^t^y SV) 
1 -Tir^/Ut^y ^^-4-^/U^ 1- (tert-^b^M 

t°^<y z?^- 4-<i su??-/u&, l- (^/i^/i^^/v) e^yv 5 ^- 
4--T^5vt-^ 2-f7yy/Mf^ 4-fryy;Mf/H, 2-^ 

^7^1)^-4-^^^^ 2, 4-^W7/py-5-^;M 
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«Mc#£L<H^ 4-fc Kn^^^y^/^f/Hffe5 0 
r^/u— T/B^baifiatS 1 75S5<@<£>B&£-Cfi&£*l,Tt> < fcV>C3-8 V* 
nT/^^CHT/^Sj t\ts ±IB^»0 r C 3-8 */# nT/V^-jV C 1-6 T 

*s9 n^^r^ju?if-/um, 2- {^9 u^<^^;v) xf^I, 2- 
(v^ u^3ri//U) jh^/^s v":* P ^"ff-A/* f-JV^ 4 — P^ 

tv*=f-)V^ 4 — p< ^iv-st v^^ris/Uji f/H N 4, 4-v 5 ^f;Vi/^P^^ 
3, 5 -vM f-JUis? n^^v-zu^ ^vl^ 4-tert-^^ 
/Vv^ u^df V/V^ f/uS, 4-t Ko^f^^P^v'^f/l'k 4-^h 
*ri/i/9 P^^vVU;* ^Vl^ s 2, 3, 4, 5, 6 — ^-~y 9 y )Vjrxi 9 P^=3f 

*fc, n^<^^/W^^-/^£Xtt^^ a f /Hie 7 y f If, 

mm*. IMf, = hoS, ^f/wS, t e r t -7^S, *ywjJ?^V/H£ N 

^^■/^S;2, 2, 2-hOoD3:f;vS> 2-^pnif^$, 2- (by 
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h S?/H£. 2- (9, 10-my) T^* J T /Vp*?yl'&<?©ilJfc'< 

-^5£ [I] t£*^T N XiLT0tL<ii, 



G\ G\ G'WG 4 i:Lt»tl<tt, ^tL^tt (C-R 1 ), (C-R 2 k (C 
— R 3 ) Rtf (C-R 4 ) -Cfo^> G 8 i:tT^L<ttlWt-&!), G\ G 8 

^f^tt^Kiis g 2 ^ (c-r 2 ) n froG*&mmm^-x*$>v > «mc 

#l§;L<tt, G 2 tfS (C-R 2 ), G 6 ^HfJ]§W^ ^oG^s^J^-cfc^ *t> 
0£b<f4, G 2 ^ (C-R 2 ), G 6 ^^H^ G s ^^mii^-> t^G 7 f>mm 

-jKS [ I ] Rrj [ii] o 




(Z)w 
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-COOR'\ -CONR^R", -S0 2 R" (4HB-S-fil«rfBJ&H6©ii t) „ ) > rS9K 

^n^gj ¥ffc&-& b< fi*/v^^v/uS> -cooR"Xtt-so 2 

R e7 X*fo^> H^S 1 *U<{i*/V^^iX/^X»-COOR al T-fc«9s 

R 2 ^^^^=Sp5//^xf4-COOR al <^i: §•^ R\ R 3 X«R 4 OV>-f ihfr— 
oJiAJ^Tk^^ /M^y^m^ (#t7y», m^M^), -OR 86 

— o-efc3o 

»C yOTCy' ^*5V^T^^ b< te.v^ P^yf/H/>^ D^^vVl^ 
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iSAMlA' fc*3v»T0*u< r±7*^/ws, trysts. e^^-^S, 
y/vSxftfi^s-efc'Js wtz:&*b< tt^a^/i^Sx t^y^s. tr?i? 

XttfcTJJ v^A-g^fc «9 > ftt>0* L< ft:7^=/i^-efc6 = 

Sbwib' ic^-c^* u< t± r c 1-6 r y — /v&j xr± r^-ustsj -e 
ftttttfcfrs u< tt, try^aSs tr9i?^/w*, t?y^ 

ey^^/n, 1, 3, t°py/H> t'7^y 

zi/g, -r>;yyp;^ 1, 2, f h7/y^s> ^= 

s> t° y 5: v 5 —/!^, i, 3, 5- h 9 7^nxttf7'/ H 
fc#*L<tt, 7x^;H, ey ^/vsxfi^ry y/uas*T?*>»), ftt>£?3;L.< 
ft -7 zc ft^ r ^/ y ^St fe 5 o 

7yiIK'fe5^ M*^7K*M^-efo5 £ #*s#* bV\ St A a* 7 sill's 

Yfc*SV^#*L<8\ -(CH 2 ) m -0-(CH 2 ) n -, -nhco 2 -, -co 
NH-C HR" 14 -, -(CH 2 ) m -NR al2 -(CH 2 ) n -, —CON R" 13 — ( C H 2 ) n 

- 0-(CH 2 ) n -CR" 5 R il6 -(CH s ) n -Xli-(CH 2 ) n -NR s,2 -CHR' 16 
- <#fs#©j£*r±tfr»©ffl»5.) T**>tK 5Ete#*L< \±, -(CH 2 ) ra -0-(C 
H 2 ) n -Xfcfc-O-(CH 2 ) m -CR al5 R 0l6 -(CH 2 ) n -T-fc<9, U<f±- 
(CH 2 ) m -0-(CH 2 ) n -T'fc5 0 

Y|Jl*3»-t«ls mRt^n^^3V^•C&*b<r±OXW:l75^4©«E*C-T•^fe^?^ # 
te#*L<f4 0, lX«2ffc5 B -(CH 2 ) B -0-(CH 2 ) n -^VTlH:» 
£b< lim=n= 0fL<iim=0^On= lT'fcD, ft t>#* b < lim= 0 ^ 
On= IT'fcSo *^-0-(CH 2 ) m -CR < ' 15 R al6 -(CH 2 ) n -^*5V^TH^'^f 
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3= L< tem= n = 0, m=0^On=l, m=l^on = 0^L<lim=l^o 
Y^-0-(CH 2 ) m -CR 8l6 R al6 -(CH 2 ) n -C9B#, R aW t UT^UOiTk 



flS03:LV\ ^B&U^B' ^7*=;H©if ZliYl^LTt^M&f t< 

tt* ?t^gtt5ridWtt<, 7 affile l o©fHS^g^ 
tSii^K f4:7 ^ ^,Vg_ktf> 2 iiL&Xf 5 ffite l o^oiDSM^Mt^r 

^fcgBtfSfc? U LTYl£S££-i-5«t Zfifc°y i?;H© 

3ffi, 6fil:fi^H5itWftt<> ^y^y-3-^;^iUYi^ 
-4 — f;HiLtY^Mf5tt, Zfitry '^*©2(fc, 5ffit£ilJ&£*L 

«2ffis 4(fc3gL< f*2ffi&tMffiK«&£*L5r fc##*LV\, I^^B' 

JJ # <CH,) B .-t>*fc 5 b< , 

Z'f*2ffi % 4ffi^U< fi2ffi&tf4ffiie«ift$tL«ilt^»*LV\ 





(CH 2 )„, 
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<z)emST-g|&£4-L-ct>j^c6-i4Ty-^Sj xt* r^yD^biif^s 

1 M 5 i ©f M-Clt $ tit t> <t V^r c ilj T-fc^s 4$fc#*L<W:^ 
C6-14 7!i-^Ij 

Tt><^Cl-6 T/V^Vl'&.U - (C H 2 ) t - C O R al \ -(CH 2 ) t -COOR"\ 
-(CH 2 ) ,-CONRV, -(CH 2 ) t -OR a2 \ -(CH 2 ) t -NR a29 CO-R 
a2 \ -(CH 2 ) t -S (0),-R ,25 Xii-(CH 2 ) t -S0 2 -NHR a2 \ ifcVM^ft 

LV^^t, C6-14 7y-^l> C3-8^^n7;^;^ C6-14 T y — /l-Cl-6 

^W^IiltLtiiff Kll, 7y*JI^ mStfl^% -b* 
l/TSm, xf/vS, 7a CVH, ^y^ntVH, t e r t- 

^^vt-^ M; 7^^-o^^/^> tKo^^f;H s 2 - 1: Kp3 i S^5 : v^ 
* J jjjvtf—jv) y h^i/yfvi^ Tir^vi^ ^y/^VJJ/Vg, 

g N 7 a fcVvT 5 7 ^y7n fc°/VT 5: / # -ff-JVT 

%J liJVi$-)V^ ^y7W5 7^^-/H> tert-7f;V757* 
/i^c^/i^ (4-fc Kndfv'-y^/u) 75 7*;^=/^ (l-tKn^7 
n/^-2 — f;i/)7U*/^^ (2, Kn^v'/nkVi/) 7?; 

; *)Vi$>=-)vm, (1, 3-i?tKPWn^*y-2 — f^)T^*/^;v 
P< ^ / {2- [2- (y b3^) znh^v'] x-J-;v) 
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-N-:/n tVi^T 5: y # ;i^^=;uS, N — ( yzfn \fjv- N - y f;U7 5: / 

v>y f/W7 ^ y tf/ntf^yi'^ ^xf/w7 5 y tf/w^/ug, ( 2 - fc 
KpaE-v'if^y?; y #/V3j?=/vS N (2 -fc Kp*V- 2 -y ^vv:y n^:/- 
2-^/i^) 7 5/ ^;v^^I> (^/u-^^v'/u^^^) y #;t^=-/i^ tK 

/vy ^/^^v-*, (^^W?;*;^^) ^W^-^I, T5;y^ y 
w^i, ^w^s, s^^r 5 y a£, rtw^s, n- 

f^-N-ynW^/S, N-7-fef ^-N--f y^n t>7 5 y N- 

7;;s, ^w>^ -fyyoe^^yvT^yS^ -f y^^/^y7/k#= 

;VT5/S, t e r t - ^^^^^=^7- 5; J 

i$^tvT 5; / I, (4-fc Ka^Vtf^y i?y ) *;v#=/i/7^y^ [ ( 4 - fc 
KP^iyf ^fy ) ^f/U] *;i/#^7^/S, [ ( 3 - k Kn^i/fn y v 5 

^=;U7 5;S, N- (y^/V-^Wl'Tfr^U) -N-^W^S, N - 
^vk*/V*~/V) -N-^W?/Ss N- (-T \?/V*;Vfc~;V) -N 

- y 5^7* ^ y N- (y ^/V^/Vfr—M -N-^f-/l^T^/tt> N- (y 

^vvt 5 y s> y ^-t^f-nr^ y ^vi^/v^^/i^ -< y^p kvi^/u*;—/^, 

757 f ;U7 5 y ^/Wtf^^g. v»y f;k7 ^ y x^t^^^ 

^ yyn f/ur 5 y ^/u-fc— /um^ t e r t —rff-nvT 5 y ^a-j^/i^ t k 

/l/g, 3-7PD y z^^^m, 4—?Tiv7^~/um^ 2, 4-^7^B7» 
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=/^S> 3, 4-^7/>tn7x=;vS, 3, 4 - u p 7 3, 5 

-^PP7x^S, 4-^nn-3-7/l'tD73:-/H < 4—^ dp — 2 
— ^/I^P^ol^A-J^ 4 — T'p^e-^a^/v^ 4-=^7x = /H, 4— v- 
7; ^ m^yu-S, 4 9vu 37^:^1^ 4-^^v^^^^S % 4-7 p PfcVv 
:7*.=./UX> 4 — y^"P f/V7s=;WS> 4-t e r t -7f^7 rc =/I^ x 
2-M)7/VtP^f-;i'7x=;H N 4 - h !) 7;^p^f ^7x=^S, 4 — 
(t KP^^^f^) 7x = 4— (2-tFP= i fv'if;v) 7x^;H, 

4- (7- F^r^^v^) :7^~/l^ 4- (2-*^^^;^^) 

4- Y3c*y5>)\<i$=-)V**}-)V) 7 ^-sv^ 4- h frtf—su 

4-^7/l^4?=3r^/l-7 , cxv=/t^S % 4- (7- h^rv^/l^—^) 7i=^l, 4 - 

T'^^/U^, 4-*;W^-f;I/7x^;l'S > 4- (^f^7 

?. y t>juy^=^/u) y^=.;v^ 4- (^y^ptvur^y*^-^) :7^~/v 

4- (^W?;*/^^) 7x^^l, 4- (v^^A-T 3; 7 7J/V 
3j?r^) 7x^;l/g, 4- [(2-fc KP^f^i^) 757*^;V] = 
/ug, 4- [(TJ/wi^Wi'^ ^/u) 757 % jvt$~jv>~] 7x^;vS, 4-fcKp 
^v^^-A^ 4 -7 mri^7 3i=/UK % 3, 4, 5 - MJ P< h *r ~)V 
g N 4-ifdfi/7xx/Vl, 4 -T'P kVU^V'T'^^yVg, 4-^fy7Pt 

/V^-^^^a^/V^s 4-7"f/l'^i'7x=;H, 4 fy^7W=3r77 

4- (2-^fy^7f=-^^) 7x^;l/S, 4- (3-^7^=* 
-fe^/W^-^^) !7^~/uK, 4- (4-^^-3 — <^^^/^^r^) = 
;vm, 4- (2-70^=^^^) 7x=/H, 4- (M)7;i/tP7W 
^V) 73i-^S> 4- (tKP^i/^W^T) 4- (TJ^ 

^✓vi^^vv;*-^^) 7x-;i'I, 4— [('77^7^;*/^^-^) tf-As*- 
drv'] :7;t~/uS, 4-7 5/7x^1, 4- (7 7x-/US, 
4- (v , ^f;l'7?;7x=/V) 4- (v^^/kT^ 7) 4- 

(7tf;U7$y) 7x=;>S, N-Tirfvt'-N- 7 f-^T ^ 7 4 - (N 
-Tir^/l^-N-y f^7 5 7^) 7x=/^, 4- (N-Tir^-^-N-^^ 
/1/7 5 7) 7cc^/vS. 4- (N-Tir^/l — N-7o ^7 5 7) 7x=;t/S % 
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4- (N — 7-fe^vu-N — r yzfv /) 7x=;H, 4- (N-^^/U 

tf/l^^/k-N-/ *f-/VT % /) 7x^S N 4- [N-^^/l^-N- 
#/v>}?^,v) 75/] 4- (^W/v*=^7^;) yug, 

4- (t^J^*) 4- ^/U^^tJn^/I^) 7i=/H, 4 — 

f;l/X;V7^=/W) 7i = /H, 4- (7 $ J ^jVfo^jV) 7s^/H, 4 — (/ 
fvUT $ / J*/V#c~/U) 7x^;H, 4- (v'^f/UT? y^/l'*^) 7 

4— (t e r t-7'f/V7^y^/l'*^) 7x-;H, fb7/-/l — 

^yv'/Ut^fv'S, 3 — ^ p o^yv'/i't^v'Is 4 — ^ n n^^^/V^-df- i/® > 
4-t e r t—'7?-A**>'&A'#-2(-i/3s s 4 — h V 7/^P^ fMy^t^r 
7i^f;Vt^^l, 2-^^/1^ 2-^T^y/w^> 

3-n°v i^^m, 4-t-y^s> 6 t°y 3--r/^ 5 

if]} 2 6 — ^ o n k" !) v 5 ^— 3 — - < /vl, 6 

/vtf y 3 --f/uS, 2-fy^7=;vl, 5-f h7 , /!l/^ fcv*ys> 
2 -^-=^y t°^y i — fjum, 2 -^yto v w— i -^/i^ 
2 % y 2 ^m, 2-^y^5^/yv J v-i-^;n > 2- 

^f/Vf7y-;l'-2-^/uS > 2-75/^7-/^-4-^^ 

)v-\, 2, 4-m^7/- /v- 5->r/uaEs 1, l-wy^yfT^ 
y^^-2-^/^ N 4, 4-^yf;i--A 2 -^t/y y-2-^f;H, 5 

-^nnf^-7i7-2-'f/VS, 5 — t^-frit**"?"?— As- 2 — 5 — 
^y_ A 2_ 1( 2 4-^^7/^-3-^^!, 
1, 2, 4-^7^7/1)7-3-^^1, 2-t+y-3H-l, 2, 3, 5 
-t^rf f 7-77 / U 7- 4 -^>1, 4-t KP^f>7f^y v 5 / / f f 
^<y S?/*^#=^afi % 4 - t Kndrv^t°-<y XsUtf^/um, 3, 4-$?fc 
KD^r^t^y $jls7$~jum^ l-t°^.7*J—;Vjj;V7$=.,i'^ l-fp!) 
S^/iofr/ntf^ ^r/U7fr y / 4 — ^^-^yu^ y =/u/;^^^ 

71^^ 2, 4 — u P7x/ fh7fc Knf7=/^ 
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2 -try ^A-y ^a-;*-^-:^ 3-^y^M^;^^^s, 
y vVvy f/i/t^r^s, 3 - y v>A-y ^-^^-^ v^s> 4 - tr** y vvi^y ^vw 

1 - ^ f /vtf^ D ^y - 4 ->f f ;^=3r i/S, 1 -Tir^/ut^ 
y^y-4-^;Mf;vt^i/S, 1— ( t e r t -zf Y ^v^/W^/V) . 
y^y-4-^/Mf;^v'S > 1- (y^vi^A'Tjs^i/) t°^<yv 5 ^-4- 
^/W^^/V^-^r^^ 2-^f/^T > /!)y-4-^/l'^v'S > 2, 4-S?y 

f-t^TV y 5 t frit^i/^i?* ^■A'T 5: 7 yfr/l^— A^ ^vl'^v'^ 

fcf^JJ v 5 / #A^=/Up< ^/u^r^-iym. 4-t Koafi/^y^y^;u#=;M 
^A^^i^, 4 — f A'g, (2-^/^7/^- 4 

-4 /is) *J-JVjr**sm, (2, 4-^^7/^-5-^^) y^Ao*"3r 
V^^»''f^i^ 3-7;wtP^i/^^Sx 4-^op^yi?/i/75/S, 
3, 5-^PP'<y^7 5;i>4- 1> y 7;^a^f/^<y^v75/^ 

2-t°y ^7 5: ys. ^y^^7^;s> 4-^pp'<y^;v7^ 

yl, 4 - h !) p ^ f y^y/'f ^7 ^ ; I, 3, 

A-TS:/^ 3-^fP-4-^f=Sr^y^^7?;I, 4--hP-3- 

^ b^^yy^/i/7^S> 3 - t°y v^/p^/utK^^t 5: y ^ *;^!)/* 
;^;V7^/S, 2 -^-^if)/ y =/V7 5: y 4 - fc Kn V *J J * 

jisft^si/m, 4 - ^ f x =/u^;i/*=/v7 5 / S, 2 -f7y* y /V7 5: y * 
/V7js^;vS, 2-^!)^7$y^;v*=;vl, ^y^?;*^^*, 
N _^y^V_ N _/f;V7 ^ y %/U7$=./Vm, (4 — try v'A-y ^-/v)T^ y # 
/U^/l^ (i^ o^^f-^A-y fvlO 7U*^^S, 2-fc Fn^v^^ 
Ao*-^^> 3-t Kn^>y7°nfc>^^I, 2-^ h^Vih^S, 2- 
(2-n^yih^y) ^h^rv^ 7ffi?=/W*/y^=^ 3-t Kp 
^i/fpy^^^/^^Ss 3-t Ka^i/^U^y*;^=;H, 4- 

kFn^y^^^;*/^^ 3, 4-'ytKp^^^';^;*^ 
a-S> 4-y h^-v't'-^y v 5 / */u-7j?— /w-^^ 4 -^A^^^tv^y *?j tuvifr 
=;H, 4- (t Kp^r^f^) ^yi?/*/^=;y^ 
xyy*/^-/^, 4-^-dry t^.y 2, 6-v^y^-^t 0 ^ 
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J) /M?— /um, 2, 2, 6, 6 -=r h7^^^U v 5 /. ^/Utfc-yt^ 

2, 2, 6, 6 — r h7 4- t KP=Sri/t°^<y SV^/M^V^ 1- 

^^y^-^/wfr y >--4-w/v^/v/j?=;v^ N i, i -v'jj-^y^^^/VTfc y 

4— /utfs/i'a^ l- (j^/ux/utfs—ju) if^-V 4 — >f/ur 

;l/lf'<7^=>'l'*^=/H> N, N-tf* (2-t Ka^i/xf/P) 75/* 
v/^ c 7*f ;i/7 5 / *;>Ji?^/vS N i/^ n^^wuT 5 / *^#=;uS, 4 — fc 

^w?y*;v^Hs 2-(4-t Kn**>tr-<9 sv) xf/^*^s> 
2 - tr y ^-/vt % / */w#^/i/S, 3 - 1° y v^y f^r 5 y 

N-y^vv-N- (4 - t°y i^y 75/*/^/Hs ^yp^^r 

^^^/^/^ ^xw?;*^/^ (2-kKP^xf 
/W) 7 5/ */^-^ f-M 7 5/ */^=^ y h^rv' 

2--<y^yf=;^i/S, 2-7'at p -;w^=3rv'S> ^f;^tS. y 
W?;^ 7irf/v757S, N-T-tr5vV-N-y ^ 

;l/7>;l, N-T'fef'/l'- N-xf 5 y N-7-fef^-N-7°ntVU 
7?7S, N-7tf/i'-N-'fy7 , a^7 5;^ N-^^-/^*/W^xi/u- 
N-^W5/I, N-^5vW-N- (^^^^/WtKxi/U) 75/Ss y^/W 

ta7i-;i/S, 4-7;l'ta7i=/l'i, 3 - y p p 7 ^—/Ug, 4-ynn 
7x=/H> 3, 5 -v^ p p 7x=^S, 4-xhn7ix/H, 4-yfvV 
•y ^=^JU^ 4-t e r t - 7f /l/7ix/>i, 4- M) 7/V^cy f /U7s = 
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/l^ 4- h^S't'f'A') -7^=-;V^ 4- (2-k Kd^sf/l') 7 
cn^/l^. 3-*/l/#^V'/l'7x=/l/S, 4 -^/I'Tj^vVl'^aL^/Wg, 4-^ 

4- (^^WU*/^=/l') 7^=y^ > 4 — ^v^';*/l';^ft=/^:7:t=/l<' 
^ ^VSM'a^ 7x^f;H, -^^^/U***^*, 4 -^/l^n^^^/l^^r 
ixS> S-fc'y^/l^ 4- 

t^^vl, 4-lf'J i^/u^^/u^-df-^ 3- 
\?s<y Vtvff-jvir*^^ 4-t?-<y ^/vyfvM-^v'^ l-y^/n^y 
v'y-4—i';v^f;i't^v'l, l -T-fe^vn^P v^-4 — f/M ^/^^ 
2-^pp^y^y-4-^;i//f^t^vS > l- (^^/v^/VtJn^ 

(2-^fw^-4 — r^pt^^^^Ss (2, 4-^fwy 

— /1^-5-f/l') ^f^^I, 5-ff7/!)^ 3 -:7/l^-u-<^vW 
b°^< y tf/l^—^S, 4 - t Kd^^/V^J) ^/Wtf^/l^ 1 
— fcfn y v ! ^;^/i'#^;H, ^/Wft y 7 j(7/Utf?:=./u£ H 4 — ^^^-/v* y =/v 

#/ksffc=/i/S % (4-fc°y V'jv^^/v) 75 /;fr/M?~/i'£Xr± (V^n^^^/W 

UXttff* U< «:> 7y*lR^ &3fBK^> ^f/vS» t 

7^;^/^=/H, t e r t -^f-^r 

3-7/vtP7i^;Vl, 4-7/Utn7x= 

/I'g, 4— ^^A^jc^/H^ 4-tert-7'f^7i=;^ 4~M)7;V 
^-ct^ f/uyx-zi'S, 4-*;1/jH^^7x=>^S > 4 — y b zi'Is 
4-*/W^^;l/7x^;l/S > 4 — * ^/l' 5^:7 31^/1^ 4- (i?^f^75 
/ #/vjtf^/u) 7x^1, 4 ^vu;*/^ — /i^7x=;uS N 2-^-^yt°a 
y v?^- i -^f/ujs-cfc*. 
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C i ] f£*sv^T N xa* 



as ^D^barfjxs l^s^oe^T-gm^tLT^^ce-Hry 

^bllitl5 1 Tbm. 5 ficDfimST-g^^^-C t> «fc V^C6-14 T P 
*fc. rasau^sgSft-B-t^iftj fctt* -tlB— Jtt* [13 Xfi [II] X-TFZtl 

r^n/ktvi, ^j-sisxju&^m, '< % si?/i'XA'fr^wt s tfsi'^i'Wt 
m<Dmmm •. xt***^ b y p ^mtu^y a, tks£ 

/WT5>\ MJxW?^ M)i^y-;U75y, xf^y^T^, HP 
^ (k KndriX^ ?vlO ^^75^ ^7 = ^^, y ^ i/yn = y^Of 
itS;Xtt!JS?^ TA,*e^s > 7f = ^©7 ^ ygfei:SJtS$-a:5ili:^«t 

±E— «*5£ Ci] xii En] -c^$tL5^%^*JV^rn, «*<e>Me 



— Y 




(Z)w 
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nsfifrs igSflk $*#k ^J£3W. ««»k ¥L«k 

3f#8L *fe#k U-8fe»k *MH»k «*»k *#ffi«J5W, ^<ofe»S]> AfrW 

I^LX> Jt*fcJ:9«jtt % ^k t^k BHft. 4*3>k ayN-flk £RBftk jfc*k 
#:/-te/i'8k ho-fffl, x7yw>||, aip aF-i/yuJW, HtiBftU fL#k v*-o y „ 

At>£ IIhU^O. Img751l g©tit\ l P l HI 75 0^8:-^ £ 

MM#i?t5llli:UTIj:, 0iJ£«k p ^- a , -f 
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^^<Dmm-*iJn^ffiJx5yt*^t^j^s^#r*#^oHcv- i re snaw^u 

HCV-NS 3"/nf7- fe?Pfi*&kHC V-NS 2 NS 3 ^P "T T — tf Pfl^J> 
HCV-NS 5 AHMEJffl, H.CV#I> * 9 — ^IM&I £ 2#J^V>|* 3 #]EA_h<£ 
#JgtfSJ}*tf fcjfc,, y/^!/y(R),^^-7xBy-o (I FN- a, 

Roferon (Rk Intron A (Rk Sumi feron (Rk Mu 
ItiFeron (Rk Infergen (Rk Omni feron (Rk P 
egasys(RkPEG-Intron A (R)k -i 1/ & — ~7 P IS— & (F 
r o n e (Rk R e b i f (Rk AvoneX (Rk IFNj3MOCHIDA 
(R)k W ^- co, l-^-L-y^77/^-lH-l, 2, 

4 - biI7ywv-3-*;^t5 h\ 1 6 a-^P*-3 0 - t Kn*f- 
5a-7yKn^^y-17-ty, 1 H — T $^y-/l'-4-x^t5 K v 5 
t Kn^n7^f h\ HCVU 7j?if^3,H eptazyme (R),JK!J^ a — 1r)V 
fct#C ivac i r (R),7^b7x!)yGPX-400 v (lS, 2R, 8R, 
8aR) -1, 2, 8- hp t Kn^^^t Kp^^KP i^-^A ^P 
y F\ HCV57^fy (MTH- 68/B N Innivax C (Rk E n g e 
r i x B (R)k T^^-ir^^^-y =T** frf"?- KISIS-148 03, H 
CV-RNAfe?M«iVP-5 04 0 6, fh^PP/M^F (iSS 
llOx ofer in (R)k (S) -N-3- [3- (3-p< b*$/-4-** 
5 _^/V7 x -/l/) ^7^^^i 7b7tKP 

7 7y-3-^H^r;K 4 -T ^ J - 2 — ic f-As— a , a-v 5 ^^- 

/u-ih-^?^/ [4, 5-c] ^;yy-i-x^;-/K -y v*— 

>- 2 (Proleukin (R)k f'f ^-yya 1 ^i: W#ffl^ s #tf b^5 a 

(R) teiS&^-efcS- t£^-r 0 

HCV- I RE SPl*^ii: b-C, ra¥8-2 6 8 8 9 0f, WlO-1 
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015 9 1*, - 6 9 8 9 9** WO 99/61613*. HCV^o 

HM^fflk Lt> WO 98/22496*. WO 99/7733*. WO 
99/7734*. WO 00/9543*. WO 00/9558*. WO 0 1/ 
5 9 9 2 9*. WO 98/17679*. EP932617*. WO 99/50 
2 3 0*. WO 00/74768*. WO 97/43310*. US59902 
76*. WO01/58929*. WOOl/771 13*. WO 0 2/819 
8*. WOO 2/8 18 7*. WOO 2/8 2 4 4*. WOO 2/8 2 5 6*. 
WOO 1/7 4 0 7*. WOO 1/40262*. WOO 1/64678*. W 
098/46630*. #1^1 1-292840*. #HS¥ 1 0-2 9 8 1 5 

1 *. 11-127861*. #P 2001-103993*. WO 9 8 
/ 4 6 5 9 7 *. WO 99/64442*. WO 00/31129*. WO 0 1 
/ 3 2 9 6 1 *. WO 93/15730*. US7832236*. WO00/ 

2 0 0 4 0 0*. WO 02/8251*. WO 01/16379*. WO02/ 

7 7 6 1*. HCV^D #— em^fflt L-T. WO 97/36554*. US5 

8 3 0 9 0 5*. WO 97/36866*. US5633388*. WO01/ 
7 0 2 7*. WO 00/24725*. HC VtJ? V * y—^U^Mt LX. WO 
00/10573*. WOO 0/13708*. WO 00/18231*. WO 
0 0/6 5 2 9*. WO 02/6246*. WO 01/32153*. WO 0 1 
/6 0 3 1 5*. WOO 1/77091*. WOO 2/4 4 2 5*. WOO 2/ 
2 0 4 9 7*. WO 00/4141*. 4 — 7x0^7^ = 7. M&VM3:it3& 
#1 £ LT. WO 01/58877*. #i?l 1 - 1 8 0 9 8 If , WO 0 1/ 

1221 4^<D4kmizmffiZfr%fc&^k<Dwm-bm? 

o-ox*$)5, me><0^fc*5V^ HCVlaM. l bM^ffi^ii^PE*© 
*ioift;v^jliLtf»aESr^i-ft;^> ^J^fi. 2- {4 - [2- (4-^ 
0 0 7x^/1^) -5- (2 -^"#y t^P V 1 'O'^t^v'] - 

2-7/^0 7x^1 -1 u^^c*/ SILO'S 4 ^ As— 5 — #/Votf 
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msi> nfifls, wa&flte, i/3WB-r^77^, ^hplcw 
iiifci 

«tfei- i 
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T? K (DMFK T-fe fl>7t Ka75^ (THF), h/wc>^ 

S©^ftT> Ull^^Ts MXIili^ltTT, 7 5Wk^ [2] 
$*5iiia Oflfrfr* C3] Sr#5Cli:*sW*So 

-fb-^W [3] lr^^/-/K zcfry—jU^ THF, BHB^^vK Tk^tf) 

^tfJ^&T. MXfiM^TT-TK^bi-Sr Ute^** [4] 

i*sw*5. C3] SrlEtf, Sfc, mtm-x*. WMmi- h V V A 

fc£>Hfc-^ [4] «r#S£fc 1 t>t«#S. fl^lfe [3] «rT/u* 

T-C^W KoW7>f h^y !>Ai:Kft**8ri:lcJ;9fl5^«l [4]&# 

-fb-a-^J [4] £r N DMF, T"feh=MJ/K THF, ^nn*M, IHS^e-^ 

1-^^/1^-3- (3-^^f^T$y^otVW i;;^^ 5 K ■ MI, v 5 
7 * ;* * y /ur S> K«f ott^RT/^Sttft: CTN-t Kb*^^^ 
^ ^ K% ! _ t Kn^-v/^yy b y 7)/- /V^fciPxT, # I'SMt-^* [5] 

mk&Vo [5] iS:tfbft=;K aMWfrtf-y ^t?^*^5^7>< 

•a*^ [5] (Dmmk^**r^b U &v^-e N MJxf;i/7^^ 

57$K{^» [6] Sr#*ri:t>m*5 0 

I4ii 

flS^-to [6] =gr^/— ;K — /K h/W^i^ DMF, ^notft^A^ 

o#jttt^b<tt«l«jKf, y^s** 
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i o fc&m ci-2] 1 t asm**. 

-2 



iue 

US l - l ©I l It t iit LX# b tiSft^fe [3] «r N 8»i-io* 

[8] Sr#«r ira«T?#*. • 

[8] SrJRifel - 1 4 Igi r t lc«t ^ flS 

SUfel — 3 




"0^ 



I2IS 
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1 x 
© 



R 3 NH 
R 1 



[4] fi X^ tl-2] 





<-> 
A 


IT 

) 


[9] 


R 6/ 


<--> 




XI* 




A 

* ■ 


)— CHO 


[10] 


R 6/ 












)— COOH 


[11] 


R 6/ 


x • 








{b£^ C4] £-1- 5:^- MbiM£i [9] i % ^*/-/K 
DMF N THF> ? n u&su&igomi&tp > S»Xf42ni»*#T"'eRJ&£*S - 

-fb^ [4] mm. r-th=by/K dmf % =ba^f 

x % h/i^^^tM^ ^yy7o^fy, -mik^^tf^, 2, 3-i??n 
<^teaj<z>#&T&f±###TT% flPlRT, 7^rt Kffc^fc [10] i:Rf&^ 

-fk^* [4] tufl'&i'mft&m cm #y v^m. v^m. 

(D^m^mZTF-to &*3^T*«:, R J > R 3 RT>*R 4 ^7K^^T*fcS^<DR 2 
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- 1 

NHR c4 R oS 

rt0M -Q C V(^x ""*V — *4~V 

>~N R6 flit [1-2-2] i2Ii R 

[1-2-3] 

[1-2-1] 

EttSMIr^ -(CH 2 )-, -0-(CH 2 ) s -Xfi-NH-(CH 2 ) a - <r 

±fBSS&il^f-LT#b;fr5ft^> [1-2-1] ^^^^ 
THF. ^etLbcoM-a-« I f 1 > *rb<tt-t*Lb«P3Ki:* 

t^^^^^s TK^fc-^hy^A, *iftft*y^A % ^^y^, fcmitv 
iK&m [1-2-2] &nz>z.kibmM?>o 

fls^fci [1-2-2] M&l - l(om3 l8iR*o*ft^* [12] iKJS 
^tSrtl'J;^ ft;-^ [1-2-3] Sr#5-i^W5(55o 



«ifc2-2 




[1-2-4] 

Ji|H^ilHH}-b-C#bn6{b^ [1-2-4] TKs *#J—A'* xl* J — 
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&m ci-2-5] &n5z.b&m&z>o t yv^sjvt %is<DW&m&<om.*m^z> 



^mfchmmz.\^xnhfr*>\\&m ci-2-6] dmf, v^?vw*/m^ 

S/K (DM SO), Tirb-by/K ^^y— /V, Tk^OlWf, 3 

i^«tt) [1-2-7] t^ttjjfcSo 



®[|fe3-l 




[1-2-6] 
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{5£tK r° 7 (4R aU fcttj&-t%m&& fix i> J^T/i^^S-efc V) x G 1 

*-(CH 2 ) n -> *-(CH 2 ) n -0-, *-(CH 2 ) -CO-XI4*-(CH 2 )„-C 
R aH> R el6) _ ( C H 2 ) „- Sr?* U ^ ^ T* * f4 R cl ^It^i" 6 #J «: 7jk L % ^<Dflfe#|B 

fc-fr* Cl3] ^*3VN-CR 0l ^yNP^^^T*fc5m-a-x ±B«jSfe t WIU^ tt 

nbnzik&tyo ci-2-8] «^ dmf, dmso, rtf^by/K — ;k 

THFWIt, TKif-fb^ tt&fc-t- *Bfefl3* y & 

mujLttMm&ftx% it&m [13] ^fS^tsriiaoM cn-2-1] «r 

-{bl^ [13] ^*5V>-CR 0l ^7K^T-fe5^, fc-^#J [13] 07K®?S 
mb?-*~*s H*^y^> ESJMb^- h y 7x=M^7^§fAn 
Ttu^^fe-Cfc^ [1-2-8] i:SJS§t5wi:ia tMb-g' 
4b [II-2-1] Sr#5££tfSffl*5o iOi^ fb-^^J [1-2-8] DMF % 

r± h~hv sis, THFf©«^, b y y^~)vms*~7 4 y-r/^/^y 

»i**?7Hf»Ej: Dflfrfr* [13] i3tW*^^ii:ia *}{t&V>> [II-2-1] 
TO^U'C'fb^ [1-2-8] RtWb^ft [14] .fclXfrfrft [1-2-9] Z&ZZt 
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mm 3 - 2 



[1-2-10] 




,NH. 



R c '— G^T)-(Z)w [15] 



X 2 ['-2-11] 



X 



N-G 2 -f B 4-(Z)« 



f3Ig 



C 1 1 -2-2] 



0 8 

Hal— G 3 4bV- (Z)w [16] Xtt Hal-^-R 0 [17] 



X 



8— G 3 -(T}-(Z)w [II-2 



-3] XK ^~^" R ° 8 [ '~ 2H2] 



R*|lC M r^S^U G 2 l4*-(CH 2 ) n -Xli*-CHR" 6 - 
Sr^U G 3 »-CO-s *-C0 2 -> *-CONH-Xli-SO z -^U * 

lilt 

j:ga«ifeii^«iK:b-c#e>ix«= hcft-a-* [i-2-io] *iafc 1 - 1 ©si 

So 

-ft-a-^j [1-2-11] wma-ikm&toJjmkz-jLQiK&fy [15] -cr/v^/v 
fttsriia^k^ [11-2-2] srfcsitasffl**. 

■ffc-g^ [16] }C*5V>TG 3 ^-CO- N -CO r itf-CONH-(Di^ ffc 
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[1-2-11] ftifel- ioH3l8iW*o*fttfls** [16] T?7^ 
flrf S^iJzU: 9 [II-2-3] Sr#5r tasw**. 

fl^flfc [16] }Z1*5V^-CG 3 *5- SO r ©S^ $5lfe 1 - 1 <Z>3f§ 3 Itt 

iinj:t)s flS"^ [1 1-2-3] ^#5ri^tU^5 o 

naaifc: L-cfls^fc [1-2-11] <k-&*b [17] t?T^/Wbi-5-t^±0'fk^ 

«b [1-2-12] Sr#^r.i:j)StH5l$^ 0 

|BmtlcUX*KScMV^*r ^KiJiDfls^* [II-2-2], ffc^fcj [II-2-3] 

SOMk-a-^i [1-2-12] WWL&W (H$tT^» &#sr.,j;tfsm&5o 

[1-2-14] R a13 



R 3/ V\ ^ C 1 1 -2-4] 




°yj " ~ '"" HN-6 4 -f B )-(Z)v» X{S 

R a ' 3 




tl_2 " 13] [18] ^Vn-(CH,)i-R 81 ° 



Sj^-{j-(CH 2 ) 



,aio 



[1-2-15] 



H2N-(CH 2 )-R a 
[19] 

(a*;*, R"*ttC M r/^/v3£4:^U G 4 tt#-(CH 2 ) n -, #-(CH 2 ) n -NH 

HIS 

±mmmkmmK'Lxnz>frz4K&vo [1-2-13] «»2-io»ngi: 

|S!«©*tfetfRjS***r. tic it), fl^Jfe) [1-2-14] 

fc&m [1-2-14] 2 - 1 2 Igi: l^io^-eft^ft [18] bBCfo 
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%tcmm\zLxib<erM [1-2-14] &xMk&Vo [19] &yfc&Vo [1-2-15] 

mm 4 

gjiBKHKSiZ" 5rE^^-BrS^o 

m," ? P 5 „ ,(Z)w" 

[11-2-5] t20] [H-2-6] 

±Mmmtwim^^x'&bfcz>4k&m en-2-5] dmf, r-t v~ v u/k 

1, h^iyji^^, THF, f/Vxy, *fOgI'P, fh7*^M^ 

7 ^~;vi£*'7 4 is* 9 W A, br* by ^rvvtf;*^ l//*y J* (II) 

-fb^y^vK jft-fb 1 , 3 - fc** (v^^/i^*:?^ /) -fu^iy^v^jv (ID 

^-s^/H®^ &t>*^# y »>a s j^^itK*^ y ^a^h**-?- h y 

y y i7 a n h y $ ^<£>iM##r> iiaxtiW^#t% r y 

[20] tSJS^tSr iK-fc [II-2-6] ^r^Srt^tti 

^4-2 
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,1 -,5 




^,(Z)w" 



[11-2-7] [11-2-8] 
R cl0 liitS Z 5 - R' 20 Xtt - (C H 2 ) r C O R 121 b> t 

±.mmfex*nbfrz>4k&V!> [n-2-7] frb^ ®j&3 - 1 <Djjmtmmzi'Xik 

<&m [21] b&m£l£Z>~k\z£y) , 4k&W [H-2-8] SrH5r^5W*5„ 



[22] 



1 3ie 




(Z)w" 



[! I -2-9] 

[I -2-8] 

i/^/l/^=/H N J- hdr^^/W^^^S, t e r t -/b^f^/^^/Vl^O 
HIS 

miS^U<fi^^j: [22] Sr. IS4-URi©» 
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TV—fr&mfc&Vo [20] bRj&£ik&z.kte.i: ^ [23] ^isr^ 

±fB§3&il^fcUT#b;h,5te^0 [23] STSfcfcJ: 5 S^fS r £ K J: 
«9> fls-fr* [24] Sr#*r fcastH*5. 

flS-£*J [23] Sr. *9 /K /K THF^»« 7k St 

IJ»l^T«^t5:ilU5M [24] r b tfSfcU*5„ 

±ia»ifefcra«fcLT#b;ftafb-fr* [24] 1, 4-v?^-^f-^. s*x?- 

gfiHSiitJ:^ [25] Sr#5itastb*5„ SJS&iElit 

iff 4xm 

±&m&bmmz.\^xftbti&<k'&¥o [24] xii [25] * N mm 3 - 1 1 mm 

(Djjmx-ik&ya [1-2-8] tR^$*S^it<t!3> [II-2-9] 

M&4-4 




[44] [45] 
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TtT|S^U< ttfiTSsKJ: VnbtiZfc&m [41] ^8j{-«fc9Ty-/HkJRf*; 

nsfc-rsriKj;*), [42] ^w^s,, 

^T.^^u<«-i oo75Si o o*c-c-fb-a-#»[4i] t£OS£i£5~ £^<fc<9. 

te<£% [42] <h2SJ±l&3 0 

±M&tH^^b-C#btb^-fb^ [42] -HblB^ [43] tBOfcZ-VZ^k 
K:J:>9, fti-a-* [44] «r#Siii:asHJ*S. 

-fti-a^ [42] S^c^vWn—' THF^ffif 
&*L<r±THFi8sjK'K JfrSPTSSM&fFT^ 0* b< fi- 1 0 0 Ot 
«§€5ii:(a^ fl;<£4fc [44] Sr#5^ k&m&Zo 

±IBiS}^<hlU«^b-C#6>tL^'fb^ [44] 038:4- 3©l3It^i 
o#ftt/M3^yftt5ii:lcJ:D, ffc^flJ [45] £#5 £ t^ffl3fe5„ 

[44] ^uin/nyllf tft^=;wify^^T-g 
Ifc^fcr fcfciDft** [45] *&&z.bl>W&&o 

it&W [45] -ttefr-h, SB-(Z)w^tSB'-(Z')w' 

ITC^III— <B»£\ flS^lft [42] i^^/l^-x/K ^i/i?^ 

cc*tvk #4 b< filfBft^^v^ #*P75M2&&#"K JJtKtt- 10 0 
0°CT*EOS£«-£fc:=t [45] Sr#Sit*sW3l5* 0 
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Xi- 5^ tfc it), it&® [27] S:»5r.i:«sW**. 

09*.^ R 0l3 ^ t e r t-^/^©»^ fc^W [26] THF % * P P 

fcia?)^ [27] r#5ti^w*5 0 

- - T% R cl3 fifg2, |3IgmotRltf, »4IiCiot- 

±.mnmbmm\zvx'&t>tiz>ik-&® [27] o^^s^N-^p^rf4<^ 
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mm 3 - 1 tmu(o^m^^m ci-2-ie] tfcj&mtz-tiz:*. fc&m 
[ii-2-io] tam^o 

±Mmmtmmzvxnbftz>ik&w cn-2-io] nft4-uNMft 
t?r y ~->v&m<k'kW C20] tsj&$-ar*-tt-«k«Js ^b^w cn-2-11] £#5 

±IBK4fei:lRl«»!:bT#b*i,5^W [II-2-11] coR cl3 Sr N a*fe^£*9JM 
^Srtta 9. ^fb-a-^i [II-2-12] Sr#5ii35StfJ3feS 0 

Swf^, fb-g-flfc [II-2-11] 5** a n t« * >\ ^nP*;UAf©», b 
y 7/^p^-C«tSi-5-<i:f-J; Kfit^-m [II-2-12] £ t 

±1B»*fclWfc:UT#fc*L3^<» CII-2-12] =£r N ifel - l©^3lgi: 
^^^•fe-C^b-a-^ [28] £T5 Kl^$*5i fcfc«fc »K ^-a-tfel [II-2-13] & 

±IBSSlfet^^U-C#e>^5^#J [II-2-13] Sr N Kfe2- 1 ©illSi 
ii©^M^8§*5^.kia^ CII-2-14] fc^S^tflfl**. 

0!l*.ff* R" M «Mf/H©H, [1 1-2-13] Sr**y— /K J — 

/K n-^a^V— /K y^P'V— /^<©T/V=i— /^jSK^t< JiT/^ — 

tMUfct, ^SrMiKi-f S £ t «fc ■Mfc^tfc CII-2-14] Sr#S^i*s-r? 
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[11-2-20] [11-2-21] 



ins 

P»0*ltF^xy|** [41] hfcfo£*tZZ.t\z£. 19, fl^fc [II-2-17] 

±IBi3&<tlll'm^b-C#btb5<b^ CII-2-17] S:, gS4-U»^ 
•VT V —fr&mfc&tfo [20] tS^^t^rtia^ {t&.Vo [II-2-18] 

±.tZWL&kmm\z.VX'&htiZ>ik&Vo [ll-2-is] $Si&l - i©$2Igi 

mm<Djjfe-eM7iir2>z.kte£V) y it&m [n-2-19] t^m^o 
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±&m&kmmtei,xabtiz>fc&to cii-2-19] Kfti-ioi3isi 

fc&m [n-2-20] t&mtez> 0 

% 5 ~XM. 

±Mm&knm\^i,xnbfrz>ik'&%) cii-2-20] 0^2- l^nti: 
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150] [5I] [52] 




[11-2-21] 



ffiJRj|rL< ttSttlcJ; «3#bHSfb^ [46] & N »4- 1 t^©^&-C 
[20] tg^^tsrfcti!), fb-a^ [47] fc#W3fe5. 
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±.ummkmmz.vxnt>thZik&vo [47] K*4-3oi2itJ:^ 

(DX&X*m7U-tZ>Z.b\z£. «K it&W [48] &#5£L £tf$W3fc£ 0 

±IBMfei:^^UT#bH-5^^ [48] £ N »l-l©^2I?l^i 
^^■^T'alTC-r -5 - i <t •? > [49] ^#-5ili^l±J*5o 

Ji|Bt!J^i:I^#^UT#bn^'fb^ [49] DMF, T 
HF, j7Wfc;VJ*, I^ac'fvK iftflS^H^ \>As^lS<$0>%tilt&>* it&m 

[42] t^^tsriia iMb-fr* [50] sr&sifcasffl**. r^/S^ 

±IBKifeiPI«tcU-C#fett«Yfc;^4fc [51] !S4-3©i3itiRi 
(D^^nyy{tt5ri!a!), te-fi-W [52] Sr#5 r. b &m&&o 

±»^iiat#?)tl5ft^ [52] JSSS3 - 1 i^ItR©^ife-C, 
±!3K&ilRl»KL-C#e>n5^4fc [1-2-16] £rSJfc£-£5^i:KJ; «K fb-g* 
«g [1 1-2-20] ft* W3feS„ 

J:fB«»£|SI«fcLT#fcft*fb-£W [II-2-20] iife2-l©IlISi 

mmto-ttmx-iNfcftMis^z rttj;? ^-^[11-2-21] «r#s i. <h asm**. 
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1 — 

Hal-(^-Y-(T)-(Z)w R c ' 6 — C=C-(T^-Y-(^-(Z)w 

[29] HC=C — R° 16 [31] 

[30] 



jfTVY-fT\-(Z)w 



,iXa.,„ ~ Tl T >4 a-V-y-4 b-H(Z)w 



R 1 R A I3IS 



Rk^k^Hal 




'<*) 



'n - 




[11-2-15] 



[32] 

(5£4\ R° 1B fi h V * f^V!) /VS, t e r t -yf/V^ * ^JV*/ V /H> t e 
Hit 

±IB»«fe^U< tt^fe^J; t)#b*b*<b^«J [29] Sr. DMF, T"fe 
/I/, 1, hdrv^^^^ N THF, h/U^^ N ac*f©S£iiE*K 7^7^^ 

W A(II) a U b% BH8'«9 v^A- h U 7i-;v*X7^ :/^tf>/-?7 v 5 ^ 

am^, 3i7^m(i) «so«ttittE^b< tt-tnt©*^*^ RxfiBmxvv*. 
(D^s#^Ts Mxf±*nii&*#TN [30] is^^^rdaoft^ 

4b [3i] ^#5riTO§ 0 

.hiaRtfeirra^^b-C^btLSft;^ [31] *-*/—A*t<D 
TjU=i—/um^ tKttT/Wa-^jSIiDMF, Tir h^fU/K THF, 
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±K»&fcK«teLT#&ft5fc^4fc [33] £r s DMF s 7th=HJ;K T 

[II-2-15] ia*ffl#*. 



J*>?yr [1, 2 -a] hf y S^at«r»MJi-*:fr8s. 
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tmmvji&x-ikitm [35] trz K^^tsiitj;^ it&m [36] *# 
i2ig 

m [37] ££OS£it:3^i:^J; <9 , ft^ft [38] *r#5 r. i:*sm*«o 
r [36] t^ftX-T^ 'ft^ [34] OSA7-f KSrfflV»T>b 

±IB®tffcfcJ: ^fc^S-fc^* [38] Sr. fiffelc £ *) ^n^fls-*-* r t K X 
V, fc&m [39] £#5££tfSffl3l55„ 

m^f£. Ha 1 j&s**JI!C^©»<S\ [38J Sr?&*P^U<f±M*frTs 

DMF N r*fe h~ h y/K THF, ^do*M, ^^aa^^y, gf^n^K 
h^a:^OflM|cfi % ^t©£;$-f5Ci:ia [39] r <t tfffi 

-4 8 6 5 it) \z. i 9 # fens ft** [40] i % y h y * 

a, TR^Hfcy? 1 -!^ 7K^^hy^^> *itfls*y9A s y^mitvf-^^. tk 

4'^ : U<fi^j§l|T^b^^ ; &5r.i:}cJ;!3 % [II-2-16] 

— jks: [i] [in x-mztizfc&WHz&^x, mtoxmzfflTFvxfek 

5 -^y- A 2 - 1 , 2, 4 -^-^rt^T / !) y- 3 - 'f /I'l (t^fe*. 2 , 
5-i?fc Kb - 5 -t^y-4H- 1,2, 4-i-^t^ry-/i'- 3 -"f 
5 -aj-^y- A 2 - 1 , 2, 4-fTi?7yyy-3-^^S (f^t>2, 5 
-i?tKn-5-^y-4H-l, 2, 4-f7v J 7y^-3-f;i'£) N 2 
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-^y- A 3 - 1 , 2, 3, 5-Wf7/7/!Jy-4-^/H ("f&fr 

2 y — A 3 — 1 , 2, 4 -^-^i^-^T^T y— /U-4 — i JVm : Journal 

of Medicinal Chemistry, 39(26), 5228-35, 1996, 

S-Or*)/- b> z - 1, 2, 4- h !)7/yv- 3 - /U2£ : J Org Chem, 61(24), 

8397-8401, 1996. 

1 -i-^y- A 3 — 1 , 2, 3, 5— ^"T b ]) ]) y — 4 — f /Uji; : Liebigs 
Ann Chem, 1376, 1980, 

3-^-=^y-A 4 -l, 2, 4-t^tv , 7^y>-5 — f/U* : gfciM E 
Pl 4 5 0 9 5f, 

5-^"^y-A 2 -l, 3, 4-^-=Srf-v 5 Tyy V- 2-^/^S : J Org Chem, 
20, 412, 1955, 

5 -Jr*ry- A 3 - 1 , 2, 4 - v^^f-y 1> y- 3 — ^f/UiS : J Prakt Chem, 
314, 145, 1972, 

3-**y- A 4 - 1, 2, 4-.f7^7^ U 5 — T /Hi : 4#MBg6 l - 
2 7 5 2 7 1f, 

5 —Or^y — A 3 — 1, 2, 4-i?f7/!) V- 3 - -< /V^ : J Org Chem, 61(19), 
6639-6645, 1996, 

A 4 - 1, 3, 4 -v'^-^f-y V is— 5 -^/UX : J Org Chem, 39, 

2472, 1974, 

2-^-^y- A 4 - 1, 3, 4-^-^if^Ty 1J Is- 5 r /US : J Med Chem, 

35(20), 3691-98, 1992, 

5-^-^y-A 2 -l, 3, 4-f7^Ty y y- 2-^;H : J Prakt Chem, 
332(1), 55, 1990, 

5 —?$~*r y — A 2 — 1 , 4, 2-^tf7yp y-3--f/US : J Org Chem, 
31, 2417, 1966, 

2-t^y-A 4 -l, 3, 4 —^^-ryy y- 5 --</U^: Tetrahedron Lett, 
23, 5453, 1982, 

2-^y-A 4 -l, 3, 2, 4-^^tf7/!Jy-5-^;H: 

Tetrahedron Lett, 319, 1968, 
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3, S-^^-^y^y^-^f-yy v ? V-4--f/^:HelvChimActa, 1973,48, 
1965, 

2, 5 -v'^-^y W ^ yy y 4 --f : Heterocycles, 43(1), 49-52, 

1996, 

5 -$-*y- 2 -fit^rVA $ ffy y 4 -^f/t^Heterocycles, 5, 391, 

1983, 

2, 4-i?^yt*t/y v 5 ^- 5 -^^^:JAmChemSoc, 73, 4752, 1951, 
4 -^"^y- 2 -^-^-^y^-^-y-y y v^y- 5 --f/^ : Chem Ber, 91, 300, 
1958, 

2, 4-^ifyf7/y^y-5-^/H : #PBBg5 7-123175 •*§-, 
4 _^-^y_ 2-ft^yf7yy i^^— 5— A'SS : Chem Pharm Bull, 30, 
3563, 1982, 

±mw& 2 7bm 4 ^ z fritmmn. en atr en] 
y-r ? ^y-/^^^fe. cn-2-15], [11-2-16] o-a-j&icb 

n, [ill [nttx^ZtiZfc&y*), 4- (4-y 

/l/tD7x=;t/) - 5 - t Ko^'^f /I'- 2 - ^f /I'f 7/^&0 t 4 - (4 

2 _ [4- (s-^p^yi/^v) y^=/v] -l-^P-v^i/z^yy 

Igl : 4-ypp-3--h o5feA#**^©*3S 
4-^on-3-=fP^lfl (300g) -&3L=f-}VT JV^i— )V (1500ml) 
fl?U *?&T*«fcBfc (100ml) Srfln*:, 7^ilIiSLt. RJSMftfc*7kfci£^ 
*raLfc:*£ift«:*5tU Mft'd-'lfe (332g, 4X^97%) Sr#fc 0 

1 H-NMR(300MHz, CDC1 3 ) :8. 50 (1H, d, J=2. 1Hz), 8. 16 (1H, dd, J=8. 4, 2. 1Hz), 7. 63(1 
H, d, J=8. 4Hz) , 4. 43 (2H, q, J=7. 5Hz) , 1. 42 (3H, t, J=7. 5Hz) 
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IS2 : ;^3-=fngIfixf/v©li 
B&xaT-lf b*Lfc4-*nn-3-~ hP^IfgSfx^ (330g) &Tir h = 
b y M 1500ml) fc^Ui^ n^>>;V7? V(220gK b P ^AsT % ^(I95g) 

uMiitfc sjs^^tKtk^^^, wttjufc^^sr^u, mm 

fc&Vtl (400g, HX^ 94%) &#fc„ 

'H-NMR (300MHz, CDCl 3 ) : 8. 87 (1H, d, J=2. 1Hz) , 8. 35-8. 46 (1H, m) , 8. 02 (1H, dd, J=9. 

1, 2. 1Hz) , 6. 87 (1H, d, J=9. 1Hz) , 4. 35 (2H, q, J=7. 1Hz) , 3. 65-3. 50 (1H, m) , 2. 14-1. 29 

(10H, m) , 1. 38 (3H, t, J=7. 1Hz) 
IOM3 : 3-T^7-4-i/^a^.^rv'/ur5:y^S#^^/K^Mit 
l«rXS-C#fcttfc 4 - X2^5r*y)VT % J - 3 -=. h ngcSW^fvl' 
(400g) £H^^^/k (1500ml), xf;l^7^3-^ (500ml) KJgfl? U 7.5%^ 

^W^B-M (50% wet,40g) ZtoTLs 7NPKI#£E**^ilIU^:o fcMSESritBIJU 

1ft U mmik&W (289g, JR^80%) «r#fc. 

l H-NMR (300MHz, CDC1 3 ) : 7. 57 (1H, dd, J=8. 4, 1. 9Hz) , 7. 41 (1H, d, J=l. 9Hz) , 6. 59 (1 
H, d, J=8. 4Hz) , 4. 30 (2H, q, J=7. 1Hz) , 3. 40-3. 30 (1H, m) , 2. 18-2. 02 (2H, m) , 1. 88-1. 1 
5 (8H, m) , 1. 35 (3H, t, J=7. 1Hz) 

Ii4 : 3- [4- (3-^U^-7*y =¥V) -<^^^U] 757-4-^ 

4- (3 -"^tn^^^y =*v0 £J&#^ (74g) Sr^nctT^/VA (500ml) 
A¥U mk^y-V* (33ml) StJ'v 5 / '^vVzfc/l-'AT $ K (M8ES) 

X'4mmmwvtz. 0 Rj&m&mmmmL.. *^ asomi) 

/V (66g) (^v^^ctn^^V (500ml), MJxf/l/7 5y (71ml) ^il^iiTt, 

»«Efc, S^^vl^x.— ^/I'SrAnjt-Ctefi^Us £*x«r*J&L-C3*JBflS-&* (129g, 
4X^95%) £#fc 0 

l H-NMR (300MHz, CDC1 3 ) : 8. 00-7. 78 (4H, m) , 7. 66 (1H, brs) , 7. 37-7. 18 (3H, m) , 7. 13 
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-6. 59 (3H, m) , 6. 72 (1H, d, J=8. 7Hz) , 4. 50 (1H, brs) , 4. 29 (2H, q, J=7. 2Hz) , 3. 36 (1H, m 
) , 2. 12-1. 96 (2H, m) , 1, 83-1. 56 (3H, m) , 1. 47-1. 12 (5H, m) , 1. 37 (3H, t, J=7. 2Hz) 
IS 5 : 2- [4- (3-^0^71/^^) 7x=;V] - 1 - xi^^r^y 

tfrXg-C#fc*L;fc3- [4- (3-7'P ; t7xy dr^X) ^O-y-f/W] T^/- 
4-^^^^driX/l^r 5: J ^j&^ifcai^/Wn.^TVl' (129g) (600ml) 

^H^^U^^b^ (124g, IK^99%) Sr#fc„ 

^-NMR (300MHz, CDC1 3 ) : 8. 51 (1H, d, J=l. 5Hz) , 8. 00 (1H, dd, J=8. 4, 1. 5Hz) , 7. 67 (1 
H, d, J=8. 4Hz) , 7. 63 (2H, d, J=8. 7Hz) , 7. 35-7. 21 (3H, m) , 7. 17 (2H, d, J=8. 7Hz) , 7. 14 ( 
1H, ra) , 4. 42 (2H, q, J=7. 2Hz) , 4. 38 (1H, m) , 2. 43-2. 22 (2H, m) , 2. 07-1. 87 (4H, m) , 1. 80 
(1H, m) , 1. 42 (3H, t, J=7. 2Hz) , 1. 40-1. 27 (3H, m) 

2- [4- (3— -fU^yx.; ^ci/) zc—)V\ — 1 W^3t>%f]\~<lSl/ 

MMM 1 -e#e>^Lfc 2 - [4- (3 -^n^e:?^/ y^^/u] -l-iy 
n^^^/wo-y^f ^ PS— /w— 5 — # /U7$i/^^^sux:x'r;u (1. 0g) SrT" 
h7k (10ml), xf;VT/V3-;V (10ml) U 4N7K^ftr7-b 

(10ml) ^BX, lH#[HiM3tfttLfc 0 fij£JS£»ff»raU 

an*., 6Nis«ia, *fwufc3g*«:*iRu-r, mmit^m (o.9 g , 

96%) Sr#fc. 
jttjft: 255-256^ 
FAB-Ms:49l(MH+) 

l H-NMR (300MHz, DMS0-d 6 ) : 12. 75 (1H, brs) , 8. 24 (1H, s) , 7. 96 (1H, d, J=8. 7Hz) , 7. 8 
6 (1H, d, J=8. 7Hz) , 7. 71 (2H, d, J=8. 6Hz) , 7. 47-7. 34 (3H, m) , 7. 24 (2H, d, J=8. 6Hz) , 7. 
20 (1H, m) , 4. 31 (1H, m) , 2. 38-2. 18 (2H, m) , 2. 02-1. 79 (4H, m) , 1. 65 (1H, m) , 1. 44-1. 20 
(3H, m) 

1 u~.3ri/;U- 2 - (4 - t Ko *V7s=^) 
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5 — %A'tfl/&=.7*ji'^xTA'(D2k& 

mmm i ©is 3 -e# e>*Lfc 3-r?y-4-ix^ a^^^r 5 / 

:r.5vv (l30g) s 4-fc Kp^t hjftHHL (I39g) 

/UT/U3-/l^ (1500ml) K^tlX.. 4B#fMB3t$fDL7c <) BiJ&m&1&#tl>tc&, *f 
WUfclSfli*rit«iL*JB<b-a'«! (I31g, W72%) Sr»fc. 

^-NMR (300MHz, CDCl 3 ) :10. 02 (1H, brs), 8. 21 (1H, d, J=l. 4Hz), 7. 93 (1H, d, J=8. 6H 
z) , 7. 83 (1H, dd, J=8. 6, 1. 4Hz) , 7. 48 (2H, d, J=8. 6Hz) , 6. 95 (2H, d, J=8. 6Hz) , 4. 39-4. 
25 (1H, m) , 4. 33 ( 1H, q, 3=7. OHz) , 2. 35-2. 18 (2H, m) , 1. 98-1. 79 (4H, m) , 1. 70-1. 60 (1H, 
m) , 1. 46-1. 19 (3H, m) , 1. 35 (3H, t, 3=7. OHz) 

mmm 4 

2- [4- (2-^a*-5-^BB^^^t*V) 7x=;U] — 1 — 1/9 
2 -:/p^- 5 —9 p p h/Wn^ (50g) RXfN-^v*Z.fc< 5 h\ N, 

n ' —7V\;*4 y^fo^ h y ^± «9^$!ibfc 2 -zfn^— 5 p o^y^ 

v'^^-zu-) 5^/- /V- 5 -*yV7j?V^3i^-/w^^v i /v (50g) £rv» 

^;^*7? K (300ml) U !> (38g) SrflDX SOt^T 1 

*Mb«r«HRU mmik-BrVti (50 g , jk#64%) Srfcfc. 

l H-NMR (300MHz, CDC1 3 ) : 8. 50 (1H, d, J=l. 4Hz) , 7. 97 (1H, dd, J=8. 6, 1. 4Hz) , 7. 70-7. 
57 (5H, m) , 7. 20 (1H, dd, J=8. 4, 2. 5Hz) , 7. 14 (2H, d, J=8. 7Hz) , 5. 17 (2H, s) , 4. 46-4. 30 
(1H, m) , 4. 41 (2H, q, J=7. 1Hz) , 2. 40-2. 20 (2H, m) , 2. 02-1. 21 (8H, m) , 1. 42 (3H, t, J=7. 
1Hz) 

2— {4— [2— (4 — ^ P p 7^^/U) -5-^oa/<yv'/Vt*i/] 7i 
£MM4T*&bfrtZ2- [4- (2-/n^-5-^no^^t^) 7 
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=T)V (49g) N 4 n P7i^o>i (18g) RX*?- b7^^ h U :7;c^/Hfc 
^7^yA'7i?^A (lOg) Sri, 2-^* h^rV^^V (600ml) fcJK* U & 
fBmWTK (300ml) SrftlaL, 2 B#WM31ijtL Ufc„ K«I^BO^/VJ,tti, 

t&j& ? n p^^A:g^^^^=97 : 3) T'^Lfc # btbfcjjil^fc:, 
(44g, HX^85%) £r#fc 0 

'H-NMR (300MHz, CDC1 3 ) : 8. 49 (1H, d, J=l. 4Hz) , 7. 97 (1H, dd, J=8. 6, 1. 6Hz) , 7. 70-7. 
60 (2H, m) , 7. 55 (2H, d, J=8. 7Hz) , 4. 95 (2H, s) , 4. 48-4. 28 (1H, m) , 4. 40 (2H, m) , 2. 02-1. 
20 (8H, m) , 1. 41 (3H, t, J=7. 1Hz) 

m mm e 

2_ {4— [2- (4-^BP7x^) 

»^J5-C#btLfc2- {4- [2- (4-^Pn^^-/W) - 5 P n^< 

^i^/v^-^^] 7s^;>} — l — P^^i/;v^y , /'f 5 ;v— 5 — -ft/v 
tfym^s^x'r^ (43g) Srfflvv 2 t ©^j: J; 0 > mmfc&Vo 

(33g N IR^76%) £#/c„ 

: 243-244°C 
FAB-Ms:57l(MH+) 

l H-NMR (300MHz, DMS0-d 6 ) : 8. 32 (1H, s) , 8. 28 (1H, d, J=8. 9Hz) , 8. 05 (1H, d, J=8. 8Hz 
) , 7. 76-7. 72 (3H, m) , 7. 58-7. 46 (5H, m) , 7. 40 (1H, d, J=8. 3Hz) , 7. 24 (2H, d, J=8. 9Hz) , 
5. 1 1 (2H, s) , 4. 36 (1H, m) , 2. 40-2. 15 (2H, m) , 2. 15-1. 95 (2H, m) , 1. 95-1. 75 (2H, m) , 1. 
75-1. 55 (1H, m) , 1. 55-1. 15 (3H, m) 

2— [4- (2-^t3-=e— 5 — * h^r^^y^/^^-y) - 1 — v" 
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-:/n^-5-p< Y^-v^-y^j^xi * Yfrb&mik&W (59 g ) &#fc„ 
^KSM 8 

2- {4- [2- (4 — 9 ci ti ;7 ^/V) — 5 — ^ K^i^^^^/V^-df-V] 7 

- i - v-^ la^^ri'/w* $ 5 — tf/ntfi'gfcct^vi^;* 

Hlife0ij7X-#bttfc2- [4- (2-7v*-5-t h3ci/'<lsi?;l'**i/) 

xTsisib>t>mifcM5 kfflmoJjmiz*. 9*JHflS-fr» (48g, 4x^77%) &#fc c 

l H-NMR (300MHz, CDC1 3 ) : 8. 49 (1H, d, J=l. 4Hz) , 7. 97 (1H, dd, J=8. 6, 1. 4Hz) , 7. 64 (1 
H, d, J=8. 6Hz) , 7. 54 (2H, d, J=8. 7Hz) , 7. 37 (2H, d, J=8. 6Hz) , 7. 31 (2H, d, J=8. 6Hz) , 7. 
25 (1H, d, J=8. 4Hz) , 7. 19 (1H, d, J=2. 7Hz) , 7. 00 (2H, d, J=8. 7Hz) , 6. 97 (1H, dd, J=8. 4, 
2. 7Hz) , 4. 98 (2H, s) , 4. 41 (2H, q, J=7. 1Hz) , 4. 42-4. 29 ( 1H, m) , 3. 88 (3H, s) , 2. 40-2. 2 
0 (2H, m) , 2. 01-1. 88 (4H, m) , 1. 83-1. 73 (1H, m) , 1. 42 (3H, t, J=7. 1Hz) , 1. 41-1. 25 (3H, 
m) 

mmm9 

2 - {4- [2- (4 — 9 n a 71=^) -5-^ f^v"<yv ? ;>i^v'] 7 

^^!l8-e#btl/c 2 - {4- [2- (4-9 -5-^b^-> 
•'O^ju^^S'] 7x=/H — 1 — %/9 is/i^O-^^C 5 ^V—tV— 5 — * 

ivif^m.^f-^^'r^ (52g) Srfflv^ ^Jfe0ll2 irW«lo^ifeH:j; vmmik&Vo 
(44g, JK^89%) £1ffc 0 

jM:248-249<C 

FAB-Ms:568(MH+) 

1 H-NMR(300MHz, DMSO-d 6 ) : 8. 20 (1H, s) , 7. 88 (1H, d, J=8. 7Hz) , 7. 85 (1H, d, J=8. 7Hz 
) , 7. 57 (d, 2H, J=8. 6Hz) , 7. 46 (2H, d, J=8. 6Hz) , 7. 44 (2H, d, J=8. 6Hz) , 7. 29 (1H, d, J=8. 
5Hz) , 7. 24 (1H, d, J=2. 6Hz) ,7.11 (2H, d, J=8. 6Hz) , 7. 06 (1H, dd, J=8. 5, 2. 6Hz) , 5. 04 ( 
2H, s) , 4. 26 (1H, m) , 3. 83 (3H, s) , 2. 38-2. 29 (2H, m) 

mi&M i o 

1 — u~.3cis;u- 2 - {4- [(E) - 2-Z7 ol^;V\?=.;V~\ y^^/u} ^< 
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^ 5 -i};v^m.^- s f-^^-^ : r^<oW& 

m^m i ©im 3 x-'&btifr 3-7^-4-^^ n^^^r 5 j 

*-=$-)V (500mg) Sr^^^T^a— /V (6ml) 3k^T> h9^*-4- 

^jV-O^jva^T^^ K (397mg) ^APXL. ^MfcTi&t-^^ Lfc 
tR#U T-fe^^by/W (2ral) ^^Ufc^^y^n^ih^ (259mg) $rAnx.> 
50^^^ 7^m^L^ 0 &J&«7k#U 1 N7kS£<ft^ M? #A (0. 1ml) *M 

(540mg, 4X^5 63%) £#fc„ 
'H-NMR (300MHz, DMSO-de) : 8. 28 (1H, d, J=l. 4Hz) , 8. 01 (1H, d, J=8. 7Hz) , 7. 90-7. 80 
(3H, m) , 7. 75-7. 65 (4H, m) , 7. 50-7. 25 (5H, m) , 4. 35 (2H, q, J=7. 0Hz) , 4. 31 (1H, m) , 2. 4 
0-2. 20 (2H, m), 2. 00-1. 80 (4H, m) , 1. 63 (1H, m) , 1. 40-1. 20 (3H, m), 1. 36 (3H, t, J=7. OH 
z) 

SHWJ 1 1 

1 — p^^rV/V- 2 - { 4 - [(E) - 2 -7 =c~;vy£^;V~] y ^~jV) ^< 

\ 0X#btb7t 1 — 9 s9 u^**s;v-2 - (4- [(E) 
^^^/u} ^^y-f ^ ?V*—>v- 5 (I27mg) 
SrJSW ^»J2 *HHt£*«i! (116mg, ft* 97%) &#fc 0 

: 300TC£*_h 
FAB-Ms:423(MH+) 

'H-NMR (300MHz, DMS0-d 6 ) : 8. 25 (1H, s) , 7. 96-7. 29 (13H, m) , 4. 33 (1H, brt) , 2. 41-2. 
23 (2H, m) , 2. 03-1. 78 (4H, m) , 1. 71-1. 59 (1H, m) , 1. 49-1. 20 (3H, m) 

mmm 1 2 

2- (4 -^isi?;u$-3ri/7 M - i - i/^ n^yf ;^y/^ 5 

«#iJ 1 2 h fflffilZ- LXmmib&yo (700mg) £r#fc„ 
FAB-Ms:413(MH+) 
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Ml-NMR (300MHz, CDC1 3 ) :8. 60 (1H, s), 8. 04 (1H, d, J=9. 0Hz), 7. 63 (2H, d, J=8. 4Hz), 
7. 51-7. 32 (6H, m), 7. 14 (2H, d, J=9. 0Hz), 5. 16 (2H, s), 5. 03-4. 89 (1H, m), 2. 41-1. 63 ( 
8H,m) 

mmmi 3 

2- (4 -^ly-J/vH-^-i/y - 1 —%/^7 o^^^/v^y^f 

f /l/^yy^ 5 ^/-/V- 5 -^/I'^yi (700mg) ^J-JV-fcjXs&T % K 

(10ml) fcl^fU &teT^~!7i>. (108mgK 1 -=fvl — 3 - (3-v^^ 
yvT 5 7 -fn tuv^^ 5; V&mM. (390mg) „ 1 — fc K h ]) 

Ty—^ (275mg) .RtF h V ^f-JVT ^ ^ (0.3ml) %lM7L^mz.X%k&MW L7t 0 

H-ft;-^ (571mg, J|X^81%) £#fc D 
jib^: 232-233^ 
FAB-Ms:412(MH+) 

'H-NMR (300MHz, CDC1 3 ) :8. 23 (1H, d, =1. 5Hz) , 7. 86 (1H, dd, J=8. 5, 1. 5Hz) , 7. 65-7. 
30 (8H, m) , 7. 13 (2H, d, J=8. 8Hz) , 5. 16 (2H, s) , 4. 93 (1H, quint, J=8. 8Hz) , 2. 40-1. 60 ( 
8H,m) 

mmm 1 4 

WJU^iiCLt«^ (400mg) &#fc„ 
FAB-Ms:394(MH+) 

l H-NMR (300MHz, CDC1 3 ) :8. 11 (1H, s) , 7. 68-7. 30 (9H, m) , 7. 13(2H, s), 5. 16 (2H, s), 
4. 94 (1H, quint, J=8. 9Hz) , 2. 35-1. 60 (8H, m) 

mmm 1 5 

2- (4 -^^v'/u^-^-v-y ai^yw) — 1 -ixy n^yf-jv^vV^ 5: yy— 
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mM&n 4x*nbtitz2- (4 — iys?^*^?*^^) -s-w-i 

-•/^o^yfMy/^^/^ (400mg) SrafvVTA'a'-A' (3ml), tK 
(1.5ml) Mis U t Kn#^7 S ^HSI (I41mg) J^lf (170mg) SriP 

(312mg, W71%) 3r?#fc 0 
gb&: 225-226'C 
FAB-Ms:456(MH+) 

1 H-NMR (300MHz, DMS0-d 6 ) : 8. 20 (1H, s) , 7. 50-7. 31 (9H, m) , 7. 12 (2H, d, J=8. 7Hz) , 5. 
15 (2H, s) , 4. 94 (1H, quint, J=8. 7Hz) , 3. 61 (3H, s) , 3. 40 (3H, s) , 2. 41-1. 42 (8H, m) 

mmm 1 6 

x — ^ p^dr^y^— 2— {4— [{4— (4-7/UtP7xS/U) — 2—^^ 

X©1 : 4- (4-7;Vtn7i=/i') -5-t Fa^^f;V-2-^^ 

ifcifcgEfcl (Chem. Pharm. Bull., 43(6), 947, 1995) <0#ifefC «fc »? M Lfc 4 
_ (4_ 7; ^0 7i-;v) - 2 - ^ f 5 - f 7y-;v*;^vixf yvx 

J*7VW (59g) h7t FP77> (700ml) fcjgfl? U ?k^T, Tk^fc 5 ^ «? 

ATA' 5 = ** (13g) &*R;L 30#m#Ufc o RjS8Efc7fc (13ml). 15%*fiMfc*7- 
MJ<?A (13ml), 7k (39ml) £lfifc&P;t, tffffi LfcWWMS'J L-fe. 
ff*»U 3ESfc£-«i (37g, Jfc*7l%) £#fc 0 

l H-NMR (300MHz, CDCl 3 ) :7. 60 (2H, dd, J=8. 7, 6. 6Hz), 7. 11 (2H, t, J=8. 7Hz), 4. 80(2 
H, s),2.70(3H, s) 

S&Xa-e#btbfc4 - (4-7^tB7*=/l') -5-kKn^^-2 
-**$-As*f-TV— /K37g)Sr^ P a7jN/VA(500ml)^^b,^bf : -^-— M24ml) x 
t°n^v (2ml) SrflRx., gfiT?3«#Ufco Rrt?ttS:**^^s ^dp* 
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ffis.mmi>xmmfc<a-yd (29 g , nx^76%> 

'H-NMR (300MHz, CDC1 3 ) : 7. 67 (2H, dd, J=8. 8, 5. 4Hz) , 7. 16 (2H, t, J=8. 7Hz) , 4. 79 (2 
H, s),2. 73 (3H, s) 

X@3 : l-i/^P^^v'/l'-2- {4 - [{4- (4-7/l'tc7x=;l') — 
4-^f^-5-f7yy/V} ^ 7^~M <<l/y*4 )V- 5- 

.ftiXm-e#bnfc5-^nci^^-/w-4- (4-7;^n7x^i/) -2-^ 
f^f7/-;V (28g) S.TJ«^WJ 3T*#b*l,fc 1 u^*r%/;V- 2 - (4- 

t Kb dp- v-^a^/W^^y-f 5: 5 -TJ/v^v^^^vi^^TVVOeg) 

SrJBv^ ^lfe^J 4 £ W«G>2rSfcl:: J: «3 =&mfc&m (6lg, Jfc^loo%) £r#fc„ 

APCI-Ms:570(MH+) 

l H-NMR (300MHz, DMS0-d 6 ) :8. 25(1H, d, J=l. 5Hz), 7. 97(1H, d, J=8. 7Hz), 7. 86(lH, d 
d, J=8. 6, 1. 6Hz) , 7. 74 (2H, dd, J=8. 8, 5. 5Hz) , 7. 62 (2H, d, J=8. 7Hz) , 7. 33 (2H, t, J=8. 
9Hz) , 7. 22 (2H, t, J=8. 9Hz) , 5. 41 (2H, s) , 4. 34 (2H, q, J=7. 1Hz) , 4. 31 (1H, ra) , 2. 71 (3H, 
s) , 2. 40-2. 15 (2H, m) , 2. 05-1. 75 (4H, m) , 1. 55-1. 15 (3H, m) , 1. 36 (3H, t, J=7. 1Hz) 

mmm 1 7 

1 n^df-VA— 2 — {4 — [{4 — (4 -y 3^c=.;V) — 2 — *T 

m. 

Utt^fi 6"C#6)ttfcl-'>'^o^'¥V/l'-2- {4 - [{4- (4-7/U^-Ci 
-4-^f/t/-5-f7/!J;l'} ^ b^r->] 7x^;H ^^^5/ 
/V- 5 -iJjV^y^k^JV^^'TJV (60g) &/Bv\ ^Ufe^J 2 t m^<Djj&;\z. 

xvmmfc&yo (39 g . nx^69%) £#fc 0 

196-198*0 
FAB-Ms:542 (MH+) 

'H-NMR (300MHz, DMSO-dg) : 13. 1 (1H, brs) , 8. 34 (1H, s) , 8. 29 (1H, d, J=8. 8Hz), 8. 06 
(1H, d, J=8. 7Hz) , 7. 80-7. 72 (4H, m) , 7. 36-7. 31 (4H, m) , 5. 46 (2H, s) , 4. 38 (1H, m) , 2. 7 
2(3H, s),2. 45-2. 15 (2H, m),2. 15-1. 95 (2H, m) , 1. 95-1. 75(2H,m), 1.75-1. 55(lH,m), 
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1.55-1.20 (3H, m) 

mmm 1 8 

4 5 & yf' — A — 5 -^/P^^^^/^^^/K^^it 

mnm 3 1 mm\z vxmmi^m (5o g ) sr#fc 0 

*HS^J 1 9 

2- {4- [br* (3-7;l/tB7s^) ^ -2-7;^o7x = 

Igl : 3, 3' Kn — /K^SSif 

•*W!>^ (35. 4g) OTHF (200ml) jl-B^fC 3 ^m)f^M^s UM% 
3 -7/^^-t3-^ct^^<^-^^ (250. Og) ©THF (1000ml) ^^^r2.5 

£:7K^U r^^/U (63. 2g) ©THF (200ml) ^t«r 1 W^KiT Uc, 
XfcRJS»iKfc 30 ISWfcfcT (700ml) &fo#tW:W 

T«TU tK (300ml) SriUx, lO^Jt^bfc. WttftB iTK® Sr#lltU fcM* 

WflS'&'ft (156. 2g, W99%) &#7t 0 

l H-NMR (300MHz, CDC1 3 ) : 7. 31 (2H, td, J=7. 9, 5. 8Hz) , 7. 15-7. 80 (4H, m) , 6. 97-6. 94 
(2H, m) , 5. 82 (1H, d, J=3. 3Hz) , 2. 30 (1H, d, J=3. 3Hz) 
1M2 : 3, 3' -^^p^XkKU^pf KOftlife 
HuX@t?#b^fc 3, 3' -^7/VtP^yXt Ko-;V (I50.0g) ©h/^ 
(400ml) fc % tfi-etfp^y (539mg) $r^P^fc 0 i ©J&iftfciftft;^*-— 
(89. lg) «:M-Cll*roj&»tt«TU 3Ete2l*ra!Jl«sbfco rtfisfts 40*Cfc* 
5i5MU 35 l.BiSIWfttfbfc. mt'J'X-fr (8. lg) ^ffttx., 30 

^ftifoK-cas^Ufco #*Jl&fc*tti^^*S'?A^ttjft % lit. ««r^H 
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®£U mMfc&Va (158. 2g, JR^97%) £#7c 0 

'H-NMR (300MHz, CDC1 3 ) :7. 32 (2H, td, J=8. 0, 5. 9Hz), 7. 18-7. 10 (4H, m), 7. 01 (2H, t 
dd, J=8. 2, 2. 5, 1. 2Hz) , 6. 05 (1H, s) 

: 2- {4- [tr* (3-7/VtP7i=/l') * b^rV] -2-7^^" 
n 7i^l — 1 n^dr-V/w^W 3: ^V—tV— 5 — ^7/V^>^^-^/^ 

^-y^ct^/u) ^i/yrj *yy~-;v- s-tJ/vtfi/m^J-'^^Tfc (50g) 
UtrXSfcJ: 3, 3' -v^/Wu^Xfc KU^bJJ K (34g) Srffi 

v\ 4 i: 11^(0^12: J; «3, mMih^ (76 g, 4X^99%) «r#fc. 

FAB-Ms:585(MH+) 

l H-NMR (300MHz, DMS0-d 8 ) :8. 24 (1H, d, J=l. 4Hz), 7. 98 (1H, d, J=8. 7Hz) , 7. 88 (1H, d, 
J=8. 7Hz) , 7. 56 (1H, t, J=8. 6Hz) , 7. 50-7. 40 (6H, ra) , 6. 82 (1H, s) , 4. 34 (2H, q, J=7. 1Hz 
) , 3. 95 (1H, m) , 2. 20-2. 10 (2H, m) , 1. 90-1. 80 (4H, m) , 1. 6 (1H, m) , 1. 35 (3H, t, J=7. 2Hz 
), 1.30-1. 20 (3H, mz) 

mmm 2 0 

2- {4- [tf* (3-7;^o7s^) * b^c^l ~ 2 -7^tn7x^ 

51*6^1 9-C#fc^fc2- {4- (3-7;i'tn7i=;i') 
_ 2 — 7x=;v} — 1 — %/9 p^df-v'/i'^<^> r -< 5: y y— /i/— 5 

tffWt^T-A'^* 1 ?*' (75g) SrfflV^ 2 t PMHO^Sfefc: £ «3 > StS^*! 

(48g, 4X^62%) 
242-243<C 
FAB-Ms:557 (MH+) 

l H-NMR (300MHz, DMS0-d 6 ) :8. 29 (1H, s), 8. 16 (1H, d, J=8. 8Hz), 7. 99 (1H, d, J=8. 7Hz 
) , 7. 66 (1H, t, J=8. 7Hz) , 7. 51-7. 40 (6H, m) , 7. 30 (1H, d, J=12. 1Hz) , 7. 20-7. 14 (3H, m) , 
6. 88 (1H, s) , 4. 07 (1H, m) , 2. 40-2. 10 (2H, m) , 2. 00-1. 75 (4H, m) , 1. 70-1. 55 (1H, m) , 1. 
50-1. 15(3H,m) 

mmm 2 1 
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1 - ^ ct^^^vv- 2 - (4-=fn7i=^) *<vS4 a*— 5 - 
mmmi tmmzvxmmit^ d2 B ) &#fc 0 

*ifc0»J 2 2 

2- (4-7 5 7 71^) - 1 - i/9 B^y^y/'f 5 A/— 5 — 

Hi&#ij2 1 "V&htllt 1 -v^ n^i/^/V- 2 - (4--hn7i^) 
y>f 5 5 - ^^r^ (I2 g ) ?rTf7tKo77V 

(200ml),^5 L /VT^='— /K50mlMC?&fi?U7. 5%/-? 7 17 A ^ (50% wet, lg) 

fh7tKn7 7ysri)Pifeiftu :n^iiit, mmit&yo dig, nx^ 

98%) &#fc 0 

^-NMR (300MHz, CDC1 3 ) : 8. 49 (1H, d, J=l. 3Hz) , 7. 95 (1H, dd, J=8. 5, 1. 3Hz) , 7. 50-7. 
40 (3H, m) , 6. 79 (2H, d, J=4. 6Hz) , 4. 97 (1H, quint, J=8. 9Hz) , 4. 40 (2H, q, J=7. 1Hz) , 3. 
74 (2H, brs),2.40-1.60(8H,m), 1.4l(3H, t, J=7. 1Hz) 

mmm 2 3 

MMM2 2T-#6>nfc l n^o^/u-z- (4-75/7i^v) 

% ¥V~lV- 5 /V^^m.^f-^^^'T^ (300mg) Srt'P (3ml) s 9 

pp^/l^A (3ml) ^fl¥U mt^^y^fr (127rag) SrflPx., Ml£"C 30 

Mit^% (403rag, I|K^100%) &#7Co 

'H-NMR (300MHz, CDCl 3 ) : 8. 58 (1H, s) , 8. 00 (1H, d, J=9. 0Hz) , 7. 84 (2H, d, J=7. 5Hz) , 
7. 60-7. 40 (6H, ra) , 7. 14 (2H, d, J=7. 5Hz) , 4. 84 (1H, quint, J=8. 7Hz) , 4. 41 (2H, q, J=7. 
5Hz) , 2. 20-1. 30 (8H, m) , 1. 41 (3H, t, J=7. 5Hz) 

2 4 

2 - (4-^y^^7 5/7x=;>) -l-v'^n^yf/^^ 
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MMM 2 3 "C# b fofz 2 — (4 — iy^;>7^/7s=;v) -l-v-^n^ 
^tV^yV^i 5 -^/VTj^V^^^/Vcn^^/W (200mg) ^| 

16«!l2i:P!«<O^^i0, ^IB-fb-a-* (131mg, W70%) 

iHj^:300 o Cm± 

FAB-Ms:426(MH+) 

l H-NMR (300MHz, DMSO-d 6 ) : 10. 75 (1H, s) , 8. 35 (1H, s) , 8. 15and7. 85 (4H, ABq, J=8. 9 
Hz) , 8. 10-7. 98 (4H, m) , 7. 70-7. 55 (3H, m) , 5. 02 (1H, quint, J=8. 7Hz) , 2. 36-2. 15 (4H, 
m) , 2. 14-1. 95 (2H, ra) , 1. 80-1. 62 (2H, m) 

mmm 2 5 

2- {4- [3- (3-^no7z^) y =c~; ^r-yl 7 ol=-)V\ - 

mi&Mix*nt>ntc2- [4- (3 -T/p^^y 7^^^ - 1 - ->- 

^ p^dr^/W^y^f $ 5 -tf/V'jtf I'S^t^/Wc*? 1 ^ (65g) RTf3 

n u-7 ^~,\s7$ni/m (23g) £fflv\ 3Mt«5i:IRH»©*ife»cJ:i3, 
(59g, HX^85%) £#fc„ 
l H-NMR (300MHz, CDC1 3 ) :8. 51 (1H, d, J=l. 8Hz) , 7. 99 (1H, dd, J=8. 7, 1. 8Hz) , 7. 71-7. 
55 (4H, m) , 7. 51-7. 43 (2H, ra) , 7. 43-7. 27 (4H, m) , 7. 19 (1H, d, J=8. 4Hz) , 7. 12 (1H, ra) , 4. 

41 (2H, q, J=7. 2Hz) , 4. 39 (1H, m) , 2. 42-2. 22 (2H, m) , 2. 03-1. 87 (4H, m) , 1. 79 (1H, m) , 1. 

42 (3H, t, J=7. 2Hz) , 1. 39-1. 29 (3H, m) 

mmm 2 6 

2- {4- [3- (3-^nn7i=;>) 7^;^;/] 7^~>V) 

mW\2 5X^htlt' 2 - {4- [3- (3-^ nu7z^^/U) 37^y3r^] 
7;c=/W - 1 U^2?%/A"!<V/<< % 5 -iJ 

*7VV (59g) £/BV\ »J2 fclBlfllO^ifefcJ: 9, ^M^'fe (43g, Jfc^ 76%) 
<£r#fc 0 

(16^:253-254^ 

FAB-Ms:523(MH+) 

'H-NMR (300MHz, DMS0-d 9 ) : 12. 82 (1H, brs) , 8. 24 (1H, d, J=l. 3Hz) , 7. 98 (1H, d, J=8. 
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7Hz) , 7. 89 (1H, dd, J=8. 7, 1. 3Hz) , 7. 78 (1H, s) , 7. 72 (2H, d, J=9. 7Hz) , 7. 70 (1H, m) , 7. 
64-7. 42 (5H, m) , 7. 25 (2H, d, J=8. 7Hz) , 7. 20 (1H, m) , 4. 33 (1H, m) , 2. 39-2. 17 (2H, m) , 2. 
00-1.76(4H,m), 1. 65(lH,m), 1. 50-1. 22 (3H, ra) 

mmm 2 7 

2- [4- ( 3 -Tir h^V^cn^/I^f-dr^) ^^-/l^] -l-v-^P^i^ 
HMJl il^«^UT^Mf^^ (87g) &nti 0 

mmm 2 8 

1 n^^rv'/U— 2 - [4 - (3 - t KD^r^^ai=/^^-^r^) r7;c=/Kl 

^^J2 7-C#btbfc2- [4- (3 -Tir b * * =/l^=^) = 
(87g) Sr^^/VT/U=»— /l^ (250ml), fb7kFo77^ (250ml) U 

^i£#y*A oig) *Mx., mm^x 30#m#Lfc o w^&atsiju 

^JE}gi^bfc 0 ^S^tK^U^, 2N^T*tffPL. ^fWU^l^^^ii^b-C^ffi 
(78g, 97%) £r#fc 0 

^-NMR (300MHz, DMS0-d 6 ) : 9. 71 (1H, s) , 7. 98 (1H, d, J=8. 7Hz) , 7. 87 (1H, d, J=8. 7Hz 
) , 7. 68 (2H, d, J=8. 6Hz) , 7. 24 ( 1H, t, J=8. 1Hz) , 7. 18 (2H, d, J=8. 6Hz) , 6. 63 (1H, d, J=8. 
1Hz) , 6. 57 (1H, d, J=8. 1Hz) , 6. 51 (1H, s) , 4. 38-4. 23 (1H, m) , 4. 35 (2H, q, J=6. 9Hz) , 2. 
36-2. 18 (2H, m) , 1. 99-1. 78 (4H, m) , 1. 71-1. 59 (1H, ra) , 1. 45-1. 20 (3H, m) , 1. 36 (3H, t, 
J=6. 9Hz) 

mmm 2 9 

1 - u^^-yjv- 2 - {4- [3- (4-fc°P h^vO "7 ^—J^Jr 

dip*/] ~7^-M s<yy*<< % /v- 5 -^;v^m^^=^^;v(omM 

^JSF!I2 8-^#btbfc 1 -i/^ P^^PV/V- 2 - [4- (3 - fc Kb 

(78g) §ri^ f;^;VA7 5; F (800ml) R:»»U tKJ^T> TKSHfc-?- b U £ A 
(60%»t£, I4g) ?rJ)Pt, ^i&KT m#nMH*bfc. KJtSttS:*?&U N 4-^n 

n^f/wb-y^yM (29 g ) &anjt30#«#L;fc&, ifitWWUfc. 
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itt, mmfc&m (ng, W82%) 

'H-NMR (300MHz, CDC1 3 ) : 8. 63 (2H, d, J=6. 0Hz) , 8. 51 (1H, s) , 7. 99 (1H, d, J=8. 7Hz) , 

7. 66 (2H, d, J=8. 7Hz) , 7. 62 (2H, d, J=8. 7Hz) , 7. 36 (2H, d, J=8. 7Hz) , 7. 31 (1H, t, J=8. 2 
Hz) , 7. 26 (1H, s) , 7. 16 (2H, d, J=8. 7Hz) , 6. 79-6. 70 (3H, m) , 5. 09 (2H, s) , 4. 47-4. 31(1 

H, m) , 4. 42 (2H, q, J=7. 0Hz) , 2. 42-2. 22 (2H, m) , 2. 04-1. 71 (5H, m) , 1. 45-1. 25 (3H, m) , 

I. 42(3H, t, J=7. 0Hz) 

mmm 3 0 

1 - iy? n^drvvl^- 2 - {4- [3- ( 4 - \? V h 7 x. — JV^r 
3llfc0i|2 9-C#k*Lfc 1 -i<^ P^^-vvV- 2- {4- [3- (4-tfJJv f /V 

^^.^/u (eog) srjsv^ mmw2 kmmn-jjmzkvmMik&m (54 g , nx 

^75%) £#fc 0 
235-237'C 
FAB-Ms:520(MH+) 

l H-NMR (300MHz, DMS0-d 6 ) : 8. 58 (2H, d, J=6. 0Hz) , 8. 23 (1H, s) , 7. 96and7. 86 (2H, AB 
q, J=8. 7Hz) , 7. 68and7. 17 (4H, A' B' q, J=8. 7Hz) , 7. 44 (2H, d, J=8. 7Hz) , 7. 39 (1H, t, J= 

8. 3Hz) , 6. 90 (1H, d, J=8. 1Hz) , 6. 84 (1H, s) , 6. 75 (1H, d, J=8. 1Hz) , 5. 22 (2H, s) , 4. 40- 
4. 22 (1H, m) , 2. 40-2. 19 (2H, m) , 2. 00-1. 80 (4H, m) 

2 4 1 

2 - {4— [2- (4-^nn7x^) -5-* h^^y^/l'tdf^] 7 
^^/u) - l - is? u^*ris;\"<y^/s( % 5 — j&A'tJ? =f-;V^* 

X@l : 2-yp*-5-^ bdr^yXT^ft Kfc>$43g 

^y^yXT^ft K (15g) (75ml) K:*«¥U (15ml) 

«fi?LfC:ft§5f (5.7ml) ?rITU Mt?J*ftJH^Ufc. ^f&^{-7K (150ml) 

^j»x.s tK^ ^JEffej&U mmik&W (21g, JR^88%) 
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l H-NMR (300MHz, CDC1 3 ) :10. 31 (1H, s), 7. 52 (1H, d, J=8. 8Hz), 7. 41 (1H, d, J=3. 3Hz), 
7. 03 (1H, dd, J=8. 8, 3. 3Hz) , 3. 48 (3H, s) 

Ig2 : 2- (4-^an7i^) - 5 - * h ^i/^yX7;Vf t K©ftH6 
HuX^x-^^nfc 5 bdf^<yX7^7t K (I0g) 

ii^i 5 1 mmvumz «t 9 , mm4k&%> dig, ^96%) £#fc 0 

x H-NMR(300MHz, CDC1 3 ) :9. 92 (1H, s) , 7. 50 (1H, d, J=2. 6Hz) , 7. 48-7. 14 (6H, m), 3. 9 
0 (3H, s) 

X@3 : 2- (4— ^nuy^rw) -5—^ b^^y^T/V=i-/l/©i 

it 

ftfX;g-e#£>*L7c 2- (4 - ^ cz n -5-^ h^i/^yXT/Vft 

K (10g) ^7h7k Kp77> (30ml) ^tb^Tk^tte* ?Sf-7- b U 

A. (620mg) y^"n fcVV-T/W^— (50ml) fcMM Lfc t © tlT U 1 B3fiU 

Ufeo r^, ^^/-/u^Tk^il^J; >9l?^^bT^M^-a-^ (9.2 g , 
91%) £#fc„ 

X H-NMR (300MHz, CDC1 3 ) :7. 37 (2H, d, J=8. 6Hz) , 7. 27 (2H, d, J=8. 6Hz) , 7. 17 (1H, d, J 
=8. 6Hz) , 7. 11 (1H, d, J=2. 6Hz) , 6. 89 (1H, dd, J=8. 6, 2. 6Hz) , 4. 57 (2H, s) , 3. 86 (3H, s) 

X5g4:2- (4 — ^Dd7x- /Is) — 5 - * h ^/<y^;V^ a y KO$^jt 

SSrX^-C#b^fc 2 - (4-^ ca7^=/l^) - 5 h^^^^r^n 
— (20g) Srg^^fvP (100ml). fc'Dv^ (0.5ml) K^fi? U MS^^/l- 

(11ml) 1 BtF^m^bVto S^ICtK^*PX.> ^^^l--ettttiUfc 0 

$<J£iiSJIU &mfc&® (I6g, JUi^ 74%) 

^-NMR (300MHz, CDC1 3 ) :7. 43-7. 29 (4H, m) , 7. 17 (1H, d, J=8. 6Hz) , 7. 05 (1H, d, J=2. 
6Hz) , 6. 96-6. 89 (1H, m) , 4. 46 (2H, s) , 3. 86 (3H, s) 

X@5 : 2- {4- [2- (4-^aB7x = ^) -5-/- h^ri/^y^t 
^v'] 7s-/P) - 1 - i/^ p^^^/^V^ ^^y-^" 5 
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K (4.0gK WI3 fcPlifc Lt#b^fc 1 -^^ n^V/v- 2 - (4-fc K 
-<^-/y( * 5-*^^^^^^^^^^^ (5.0g) 

fc^^m <bPJ$l©*)£K<}: mMfc&M (6.6g, JK^72%) &#fc 0 

l H-NMR (300MHz, CDC1 3 ) : 8. 48 (1H, s) , 8. 00-7. 93 (1H, m) , 7. 68-7. 62 (1H, m) , 7. 54 (2 
H, d, J=9. 0Hz) , 7. 41-7. 16 (6H, m) , 7. 04-6. 93 (3H, m) , 4. 97 (2H, s) , 4. 36 (1H, m) , 3. 94 ( 
3H, s) , 3. 87 (3H, s) , 2. 39-2. 21 (2H, m) , 2. 02-1. 88 (4H, m) , 1. 85-1. 45 (4H, m) 
2 4 2 

2- {4— [2- (4-^na7x^) -5-;* v'^Vv'/t'^^r v'] 7 

MMM 2 4 1 T?# tbtltz. 2- {4- [2- (4-^nP7x - 5-* b 

=3rv'-<>'v 5 y'^^-=3f-v'] 7x^/1^} - 1 — is? u^$rl//Vs<Z/y 4 % 5 
-^)vm^^^-jv^7s=T)V (5. Og) £18 2 ^IrI^O^&^J; 19 N ^ 

(5. lg, I(K^98%) £#fc«, 

APCI-Ms:568 (MH+) 

'H-NMR (300MHz, DMS0-d 6 ) : 8. 30 (1H, d, J=l. 4Hz) , 8. 24 (lHi d, J=8. 7Hz) , 8. 03 (1H, d, 
J=8. 7Hz) , 7. 72 (2H, d, J=8. 7Hz) , 7. 51-7. 39 (4H, m) , 7. 34-7. 18 (4H, m) , 7. 11-7. 03 (1H, 
m) , 5. 08 (2H, s) , 4. 35 (1H, m) , 3. 83 (3H, m) , 2. 40-2. 18 (2H, m) , 2. 10-1. 96 (2H, m) , 1. 93 
-1. 78 (2Hm) , 1. 72-1. 18 (4H, m) 

mmm 243 

2- {4- [3- (4-? tiu?*.—^) t°y i?^- 2 --iJV* b*ci/l 

3- tFn^^t'3'J ^m(1.0g)& * ? J —Jl'(lOml)KWimi,.MffiM(l. 0ml) 

S^-ATfMftLfc. «?jKSr»JE»*U, iSSflS-fr* (711mg, JR* 64%) &#fc„ 
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^-NMR (300MHz, CDC1 3 ) : 10. 63 (1H, s) , 8. 28 (1H, dd, J=3. 7, 1. 8Hz) , 7. 47-7. 35 (2H, 
m) , 4. 06 (3H, s) 

b tifc 3 - t F p ~> t° 3 y y^p! f r> (710mgK 

(0.77ml) ^oo^y (7ml) {C|g#g U 7k#T, M7;^a 
^^/I^V^StM^ (0. 86rol) *lMx.tz 0 fcfom&&M.\ZM U, 2 «FM!»# 

&*TO^^!7^f£ML7c: 0 »&*:WJES*U (l.2g, IR^ 

90%) &#fc„ 

^-NMR (300MHz, CDC1 3 ) :8. 80-8. 73 (1H, m) , 7. 75-7. 70 (1H, m), 7. 63 (1H, dd, J=8. 2, 
4. 5Hz) , 4. 05 (3H, s) 

X^3 : 3- (4-^nn7x-;u) fc° JJ v 5 ^— 2 — ^/vtf^gfc;* =f-j\y^.^y- 

-#/t^>^^A^:*7VV (1. 2 g ) SrJBv\ HWJ 5 k Wi^co^m^ «fc 13 n * 

«<fr£4&(728mg,JfcSp69X) £#fc 0 

'H-NMR (300MHz, CDC1 3 ) :8. 73-8. 66 (1H, m), 7. 77-7. 68 (1H, m), 7. 49 (1H, dd, J=7. 8, 

4. 5Hz) , 7. 46-7. 37 (2H, m) , 7. 32-7. 23 (2H, m) , 3. 80 (3H, s) 

X&4 : [3- (4-^pn^^ = /u) If V 2 --f /t'] * * J — /H0*tfi 

SfrxS-CWfetL/tS- (4-^nn7*=;v) fc° y 2 - # /i^^SM ^ 

,Wc*7VW (720mg) ^fh5t ^P77^ (10ml) fcjgff Lit. r.*U£* 

mit V 7- * AT/l" 5 ~ !7 A (I60mg) SrSUx., 1 fl$RIH*# Lfc. KJ&iKfc^ 7* (1. 6ml) N 
15%7kmfc1- h y !7 J* (1.6ml), tK (4.8ml) £|liMl;t N *»*&*0J LT«JE 
MUfCc ^^S^r^y *^7 7 yl/a-t n?l>^77^ (^1M1^$£ n-^^f- 
V:^^^=l : 1) T'tliLt, mmfc&M (208mg, J{X^ 32%) 

l H-NMR (300MHz, CDC1 3 ) :8. 60 (1H, dd, J=4. 8, 1. 5Hz), 7. 60-7. 55 (1H, m), 7. 40-7. 48 
(2H, m) , 7. 29-7. 36 (1H, m) , 7. 27-7. 20 (3H, m) , 4. 63 (2H, s) 

Ig5 : 2- {4- [3- (4-^PD7s^) fcf y 2 A** h*c 
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H&Xa-C#btLfc [3- (4-^oo7*=./l') t°y 2 --f/V] 

(200mg) un-fcjVK (3ml) U mk?-*—^ (0. 13mlh K° V 

^ ^rAPx.> iST- 1B3TOI#U ^JE^Lfc ^jS^v^^*^ 

i^r^ k (3mi) t^?t, 3 kmm\z.isxnt>thtz 1 -v* a^^^/u- 

2- (4-tFH^fV7x-;i') ^<yy^ 5 ^ywi/-5-*;^y^xf;i/x 
^TVt' (232mgh j^#!J«7i» (250mg) &flP?U 80*^1? 3 B#RM# bfc„ RJS»C 

n-r^77^ n-^W:»«^=l : 2) T'iljL, *M 

fl^t) (246mg, flX^ 68%) &#fc„ 

'H-NMR (300MHz, CDCl 3 ) :8. 71 (1H, dd, J=4. 7, 1. 4Hz) , 8. 49 (1H, d, J=2. 1Hz) , 7. 96 (1 
H, d, J=10. 2Hz) , 7. 71-7. 62 (2H, m) , 7. 53 (2H, d, J=8. 7Hz) , 7. 45-7. 34 (5H, m) , 7. 04 (2H, 
d, J=8. 7Hz) , 5. 14 (2H, s) , 4. 48-4. 29 (3H, m) , 2. 38-2. 19 (2H, m) , 2. 02-1. 22 (11H, m) 

mnm 2 4 4 

2 — [4 — ( 2 —-fx2^r— 5 — t e r t — zf h 3f jVl£~jVs<l/i? jVfr* vO 

Itl : 4-^o ; t-3-^f;^Iti-ter t -^^-/W^^^/KDSiig 
4-:/n J e- 3 - * 5vl^ (25 g ) £^ a p * * J" (200ml) fc»»U 
mt^-^V^ (12ml). ^^f;>*;vA7^ K (ftfej&&) SrJtl*., ^Mt? 2 l^ffi 
flt#Lfc„ jftjKSriftEES^UTatiSESrf 1 F5tKP7?y (200ml) 
bfc 0 r*U-, Tl>7t Kn77> (150ml) |C»#L/t*y !7 3>- t e r t -zf 

e*u mmik&m (27 g , hx^ssk) £#fc„ 

'H-NMR (300MHz, CDC1 3 ) : 7. 83 (1H, d, J=2. 2Hz) , 7. 67-7. 53 (2H, m) , 2. 43 (3H, s) , 1. 5 
8 (9H, s) 
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TM2 : 2 — [4— (2-yn*-5-ter t — ~? h 3f fjfrA'Jj5:s/W<l'S* 

SffXm*C#btLfc4-yn^- t e r t -^ff-)V^^ t r 

JV (7.0g) S.tJ«^WJ3 t|^^(^LT#5>tT,fcl --^^i3^^^^-2- (4- 

(6.3g) &/BV\ Hig^!l4 i[^^<5D^^(Cj; (8. 8g, IR^ 77%) 

•H-NMR (300MHz, CDC1 3 ) :8. 49 (1H, d, J=l. 5Hz) , 8. 21 (1H, d, J=2. 1Hz) , 7. 97 (1H, d, J 
=10. 2Hz) , 7. 82 (1H, d, J=10. 2Hz) , 7. 71-7. 58 (4H, ra) , 7. 16 (2H, d, J=8. 7Hz) , 5. 23 (2H, 
s) , 4. 38 (1H, m) , 3. 95 (3H, s) , 2. 40-2. 23 (2H, m) , 2. 04-1. 90 (4H, m) , 1. 84-1. 73 (1H, m) , 
1.59 (9H, s), 1.44-1. 27 (3H, m) 

mmm 245 

2-{4-[5-tert V ^-ytDVi^^-tV- 2 - (4 — 9 P P 

^■yJ/v^r^-W] 7x=/W — l — is 9 u^^r-y/u-o^y^f 5; ^V—jv— 5 — # 
mMM2 4 4-e#£>;Hfc2 - [4- (2 -^n* - 5- t e r t 

- 5 ^/v^^^/P (4. 5g) &>EV\ HJI50iJ5 <ir I^^IO^fe^ «t 19 N 
^cffite-a* (3.6g, iR*76%) &#fc„ 

^-NMR (300MHz, CDC1 3 ) :8. 48 (1H, s), 8. 27 (1H, d, J=l. 8Hz), 8. 04 (1H, dd, J=7. 9, 1. 
5Hz) , 7. 96 (1H, dd, J=7. 0, 1. 5Hz) , 7. 65 (1H, d, J=8. 6Hz) , 7. 55 (2H, d, J=8. 6Hz) , 7. 43- 
7. 32 (5H, m) , 7. 01 (2H, d, J=8. 6Hz) , 4. 99 (2H, s) , 4. 43-4. 29 (1H, m) , 3. 95 (3H, s) , 2. 41 
-2. 21 (2H, m) , 2. 02-1. 89 (4H, m) . 1. 82-1. 73 (1H, m) , 1. 62 (9H, s) , 1. 46-1. 28 (3H, m) 
HJ£#iJ 2 4 6 

2 _ {4_ [ 5 — #,V7}^-^_ 2 - (4-^0071=^) ^y^i^V] 

HJS^J2 4 5T'#bttfc2- {4- [5- t e r t Y^r^^ )Vi^^)V- 2. 
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— (4-^aa7i-;v) ^<^v J /V^-^v / ] 7x^} — 1 — n^.:3f-vvw< 
y/^ 5y^-5-*^y^f;v^f/v (3. 5g) 4r$^nn^*:^ 

(35ml) MJ7;VtnSH (35ml) 1 B#IH«# Ufc„ R 

*fwufc3iefliSr*iR> m&t&i&vxmmik'SrVti o.3g, nx^ 97%) &#fc„ 

>H-NMR (300MHz, DMS0-d 6 ) :8. 33 (1H, d, J=l. 5Hz), 8. 29 (1H, s), 8. 24 (1H, d, J=l. 8Hz 
) , 8. 09-8. 00 (2H, m) , 7. 74 (2H, d, J=8. 6Hz) , 7. 61-7. 44 (5H, m) , 7. 24 (2H, d, J=8. 6Hz) , 
5. 19 (2H, s) , 4. 36 (1H, m) , 3. 93 (3H, s) , 2. 37-1. 21 (10H, m) 

mmm 247 

2— {4— [2— (4-^nP7i=;v) — 5 — * =f-)VU jV^S^/V 
»J2 4 6T'#e>tl,fc2 - {4- [S-tf-fM^S'- 2- (4-^cra^^ 

c=./i^) 'O'it/u&^is] y^-^/u} — 1 ■ — t/# o^^^y^ 5: ^:/— /i"— 

5 -^/l^^^^/^^TVt" (400mg) ^^^PP^^y (5ml) hub 

»U ^jk^-^IMJ/^ (0.08ml). i?^f;v*^7 5 K (ftbSKft) £2Jll;t^i.-C 
2Npffl^bfe„ Rjfc#&8UE*ttU»a£*r^ (5ml) 
^frtSr, 40%^ TArT 5 >7K^^? (5ml), rfyt Kn77> (5ml) <D^1-^^^ 
fc, SIcJfrTWTLfc. RjfcJfcS: lBSMIttfU ^ffit^Ufc 0 ^*^7KS:SBxl^ 

cc^-^/U-e^^LfCo ^*t£lltl&> »ffi*£flkL*C*»b'fr» (335mg, flX^ 86%) 

^-NMR (300MHz, CDC1 3 ) :8. 47 (1H, s), 8. 06 (1H, d, J=l. 8Hz), 7. 96 (1H, dd, J=8. 6, 1. 
5Hz) , 7. 82 (1H, dd, J=8. 2, 2. 2Hz) , 7. 64 (1H, d, J=8. 6Hz) , 7. 54 (2H, d, J=9. 0Hz) , 7. 44- 
7. 31 (5H, m) , 6. 99 (2H, d, J=9. 0Hz) , 6. 35-6. 26 (1H, m) , 5. 00 (2H, s) , 4. 35 (1H, m) , 3. 95 
(3H, s), 3. 05 (3H, d, J=4. 8Hz), 2. 40-1. 24(10H,m) 
2 4 8 

2- {4- [2— (4 — n P7x=^) — 5 — * J-ArUA"*^ A^-l'&A' 
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H«!|2 4 7T?#feHfc2- {4- [2- (4-^aa7x^) -5-^ 
5 —^l/U^^Wt^^/^^-^^-^ (150mgk f h7t h*P77y (2ml) & 

ev\ »j2tpi©^iai9, mmfc&m (i4im g , 4x^9090 &#fc„ 

APCI-Ms:594(MH+) 

! H-NMR (300MHz, DMS0-d 6 ) : 8. 65-8. 58 (1H, m) , 8. 27 (1H, d, J=l. 5Hz) , 8. 21 (1H, d, J= 
8. 2Hz) , 8. 15 (1H, d, J=l. 5Hz) , 8. 05-7. 90 (2H, m) , 7. 70 (2H, d, J=8. 6Hz) , 7. 56-7. 43 (5 
H, m) , 7. 21 (2H, d, J=8. 6Hz) , 5. 14 (2H, s) , 4. 34 (1H, ra) , 2. 81 (3H, d, J=4. 5Hz) , 2. 39-1. 
19 (10H, m) 

mmw 3 3 6 

2 _ [4— ( 2 - 7*P* - 5 - = b P^V v'/^v') - 2 -Z7/U^-u "7^ = 

■ftM<D 2 -Zfu^r- 5 b a b/W^fcEifrfb^St (30ml) fc*WRb> N- 
7*p*n^^^ 5 K (2.9gK N, N' -ryifX-i y/fP^ h PA' (228mg) 

K (30ml) l£«rt»U H^J3 tmm^^Xm(bfhtL2- (2-y/U**-4- 
t Ka ^^^^—/v) - l —is? n^^ri/)V^<i/V^ 5 pyr—zv- 5 — Xs^is 
SM^Mf^V (3.8gh ^m^y *A (3.8g) ^^JBX-80'CT' H*|H«#bVt. 

D-v b^77^ (n-^^f-^ : B^Sl^^/^= 1 : 1) T?$tt£U MMit 
(3.7g, HX^ 61%) &#fc 0 
l H-NMR (300MHz, CDC1 3 ) : 8. 55-8. 45 (2H, m) , 8. 15-8. 05 (1H, m) , 7. 99 (1H, dd, J=8. 6H . 
z, 1. 5Hz) , 7. 70-7. 55 (2H, m) 7. 05-6. 85 (2H, m) , 5. 24 (2H, s) , 4. 06 (1H, m) , 3. 95 (3H, s) , 
2. 35-2. 15 (2H, m) , 2. 05-1. 85 (4H, m) , 1. 80-1. 70 (1H, m) , 1. 45-1. 20 (3H, m) 
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mmm 337 

2— [4— {2— (4-^0 71^) — 5 — s=. h U'O'it/V^-tr is) —2 
-7;vto7x-;v] — l — %/# p^dr^;w<^y>f ^ ^ :/•— /w— 5 — ^^^^ 

mmms 3 6-t?#bnfc2- [4- (2-^0^-5-= fp'<>^#v) 

- 2 — ^/i^n ^^^/v] — l u^Jrfsu^^-SsC 5; ?9—;v- 5 — 

^y^.^^-)V^.^=r)V (2.0gh 4 n n y x~jVt$u (590mgK *r V 5 
^M)7x=;l/*^7^y^7^7^ (396mg) (40ml) (Cffi 

»U IfrfRmWTfc (20ml) SrflP;!, lBtraWiS^bfCo SJM&ifcMfr LT , * 

mWLtCo aS*y!)*^77>r^^PvF^77^ (n-^=¥f-V : M 
3i^=2:l) T?«f«U mmik&M (1.9g> HX^90%) &#fc„ 

^-NMR (300MHz, CDC1 3 ) :8. 55 (1H, d, J=2. 3Hz),8. 49 (1H, d, J=l. 4Hz), 8. 29 (1H, dd, 
J=8. 4Hz, 2. 3Hz) , 7. 98 (1H, dd, J=8. 6Hz, 1. 5Hz) , 7. 60-7. 30 (6H, m) , 6. 85-6. 70 (2H, m) , 
5. 03 (2H, s) , 4. 02 (1H, m) , 3. 95 (3H, s) , 2. 35-2. 10 (2H, m) , 2. 05-1. 70 (5H, m) , 1. 40-1. 
20 (3H, m) 

mmm 3 3 8 

2_ [4— (5-7? ;-2- ( 4 — 9 n u y x. =-/U) ^^i^/U^-^f v"} —2 

»J3 3 7-eft6>nfc2- [4- {2- (4-^Pn^^-^) -5-=b 
n-^Vv'/U^-^rv'} -2-7/^C3 7*=;l'] - 1 - V^ B^V/^O'/'f 5 
^/-/l^- 5 - ^/V^yl^ f /l/s^f/l' (1. 9g) Sr^^y— (40ml) t£!$i^ 
U t&itm—XX ■ ZlTKfnfe (3. 5g) £*Rx., 30«llLfc o SJ«£^JE 
4N-7K^'fb-7- MJ !7ASr^PxL x ^BB*MT?tt(liU. W^JiSr 2N- 

(1. 5g, J|X^82%) *'&tc e 

'H-NMR (300MHz, CDC1 3 ) :8. 49(1H, d, J=l. 2Hz), 7. 98(1H, dd, J=9. 0, 1. 5Hz), 7. 66(1 
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H, d, J=8. 7Hz), 7. 49 (1H, t, J=8. 4Hz) , 7. 40-7. 20 (3H, m), 7. 13 (1H, d, J=8. 1Hz) , 6. 92 ( 
1H, d, J=2. 7Hz) , 6. 85-6. 65 (4H, ra) , 4. 92 (2H, s) , 4. 03 (1H, m) , 3. 95 (3H, s) , 3. 82 (2H, b 
rs) , 2. 30-2. 10 (2H, m) , 2. 05-1. 80 (4H, ra) , 1. 80-1. 70 (1H, m) , 1. 40-1. 10 (3H, m) 

nnm 339 

2- [4- {2- (4-^OP7i^) - 5 - (2-t^ryif0!)^y-l 
— { ;V) ^i/vvu-^df-v*'} - 2-7/l'i-P7i=;l'] -l—>^P^v'^y 

»j3 3 8T^#k*bfc2 - [4-{5-T^/-2 - (4-^na7i^l/) 
-0-v 5 /l^^-=3riX} - 2-7^071^] - 1 —is? v^*c %/A"0*S<< 5 # 
y— /V- 5 -j3)Vi$V&i**r)\'^7s s r)\' (500mgK h ]) ^^.)VT % V (0.14ml) 
n ntf/UA (5ml) U tK^T^ rtflE©^ n nRlft^ u ij K (0.1ml) 

mm&i?* ?->VibjVJ»T % K (6ml) fcl*#U y -7 A (244mg) SrflP*. 80^C 

(502mg, 11X^89%) £r#fc 0 
1 H-NMR(300MHz, CDC1 3 ) :4. 89 (1H, d, J=l. 5Hz), 7. 98 (1H, dd, J=8. 6Hz, 1. 6Hz), 7. 72 
(1H, d, J=2. 2Hz) 7. 75-7. 65 (2H, m) , 7. 49 1H, t, J=8. 3Hz) , 7. 45-7. 20 (5H, m) , 6. 85-7. 6 
5 (2H, m) , 4. 99 (2H, s) , 4. 10-3. 85 (6H, m) , 2. 66 (2H, t, J=7. 8Hz) , 2. 30-2. 15 (4H, m) , 2. 
00-1. 85 (4H, m) , 1. 80-1. 70 (1H, m) , 1. 45-1. 20 (3H, m) 
mMM 3 4 0 

2 - [4- {2- (4-^0071^) -5- (2-^y^nU^y-l 
^■^y-J'fVir^r^) -2-7^0 7*=^] - 1 - 9 s9 n^^vvw^ 

«#|3 3 9-?#bftfc2- [4- {2- ( 4 - ^ n P 7 ^ -5- (2 

-^-dr y fc°cz y 1 — -O^) ^V'v 5 /^^-^-^} -2-7/l'to7x=/l'] — 

(200mg) £/BV^HH£0!l2 i:ra*©^rtfeicj: & % ^Mfk^ (I82mg, I|JiS£87K) 
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Ms:638(M+l) 

^-NMR (300MHz, CDC1 3 ) : 8. 28 (1H, d, J=l. 3Hz) , 8. 10 (1H, d, J=8. 7Hz) , 8. 05-7. 90 (2 

H, m) , 7. 77 (1H, dd, J=8. 4Hz, 2. 2Hz) , 7. 61 (1H, t, J=8. 5Hz) , 7. 55-7. 35 (5H, m) , 7. 00-7. 

20 (2H, m) , 5. 09 (2H, s) , 4. 06 (1H, m) , 3. 90 (2H, t, J=6. 9Hz) , 2. 60-2. 45 (2H, m) , 2. 30-2. 

00 (4H, m) , 1. 95-1. 75 (4H, m) , 1. 70-1. 55 (1H, m) , 1. 45-1. 15 (3H, m) 

mMffl 3 4 0-£<£> 2 

X3S 1 : 4 ' — ^ P P - 4 — ~ h P — \Z~7zczz.)\,— 2-*;W^rt \*<DW& 
2- : ?np-5--hO'<yX7^7 i t F (100g) <D 1 , 2— v^b^v^^ 

> (1000ml) mmz-s 4-^PB7x^oyg! (93g), ¥ * h l) 7 

7,74 ^^vw u y k (380m g ), MWti&m-r v y $ a (68 g n * 

(500ml) fc^R*., 1 tifmmmVtc 0 BLfoWl* 50^£T*^U@m^^vKl000ml) 
»i»Lfc„ TK^^^gfb-C, WSJl^TK (500ral), 1 Nfrmfc-T b y P -A 
7»/& (500ml), 7k (500ml), 28%T^ = T7k (500ml), tK (500ml), 2N*t^ 
(500ml), ISfP^TK (500ml) Tift^U Mi^mk^ 7* > V AX'&m LT^JBE 
^Lf' D ^*£3riM ^P tVl^-TVU (500ml) K»LT3lSl&, $cJ£i£4&L 
X, i&SflS'&W (I20g, UX^85%) &#fc„ 

1 H-NMR(300MHz, DMS0-d 6 ) : 9. 92(1H, s), 8. 61 (1H, d, J=2. 5Hz), 8. 53(1H, dd, J=2. 6H 
z, 8. 5Hz) , 7. 82 (1H, d, J=8. 5Hz) , 7. 64 (2H, d, J=8. 7Hz) , 7. 59 (2H, d, J=8. 7Hz) 

X^ 2 : ( 4 ' -^PP-4-=hn-tf7i — /V- 2 - /^) — J ~)V<D 

Htxmr*#b^xfc4 ' p n-4 -= h^-\fy z^^;v- z-tuvs^/y^M 

K (I20g) O^h^t KP77V (900ml) 7K*^^ »7 *^ b y •> (47 

g) (600ml) HMtKlTk&T, 70^t?^TLfc o 

TK^T, 2Ni£$l (185ml) & 40 ^iST L/c e tMt' 30 
#SM$U ^JE^ijSLfc (300ral) ^§S$&U ^#TtK 

(1000ml) St^Px., 30 &mW&, MJE^bT, ^S^^ (U6g, 

96%) £r#fc„ 

l H-NMR (300MHz, DMSO-d,,) : 8. 43 (1H, d, J=2. 5Hz) , 8. 19 (1H, dd, J=2. 6Hz, 8. 4Hz) , 7. 
57 (2H, d, J=8. 5Hz) , 7. 52 (1H, d, J=8. 4Hz) , 7. 47 (2H, d, J=8. 6Hz) , 5. 59 (1H, brs) , 4. 48 
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(2H, s) 

Ig3 : (4-75/-4 1 an-lf7x=/U- 2--T/1') ^ * ^ — /KZ>$g 

«ffxm-e#bttfc (4' -^nn-4-=hn-^7s^-2-^f;i') 
/— U.Ogk MFnWr^f htby^A (2.0g) <o N, N— 

/UJ*7 5 K (4ml) N (lml) 100<C^T, 7k (0.3ml) £ 50 

U l<5o 6 HH^ttT, 20^r*tlC^PLfc o (5ml) SrSsflU Lfc ^ 

mcxm&m (2.5mi) £*u;tfc e ss^ct-r ^s^ms^Nk^ tk^tn *«fl^h 

JJ«7A (1. 2g) SrTk (3ml) |C»#Ufc»iftfttfellDUfc 0 7K (5ml) &8s*H U ^ 

at?H*Mtft#«s «fW«JSr*ii. tK (3ml) -t?^Lfc 0 roilSfiffftill 
T, aS&fb-a-W (700mg. 4X^79%) &#fc„ 

1 H-NMR(400MHz, DMSO-de) : 7. 39 (2H, d, J=8. 5Hz) , 7. 35 (2H, d, J=8. 5Hz) , 6. 90 (1H, d, 
J=8. 4Hz) , 6. 82 (1H, s) , 6. 56 (1H, d, J=8. 4Hz) , 5. 20 (2H, brs) , 5. 04 (1H, t, J=5. 4Hz) , 4. 
29 (2H, d, J=5. 4Hz) 

Ig4 : (4' -^nn-2-fc KP^f/l'-^x^ 

(l.Og) Of f7tKn77y (10ml) ^^.K. &M.\Z.X&&t'T h V V 
A (390mgK mm (0.27ml) Sr»JnLfco 

5K<$T> a P yf y jv# u y4 K (0.48ml) £r*$o< «9 £^TL7t 0 £SL 

T- 30 RJSWtfcTK (20ml), ftH^i^ (20ml) IriBX., *8SJg&#lt|i 

L7t 0 ^©Wm^Srt&^PSW* (20ml), g&fP^^k (20ml) -?ffiftl.± 0 W$&J1 

fcjSSrfcffiWiLMfc** U.44g, ifc* 

99%) 2r#fc 0 

!H-NMR (300MHz, CDCl 3 ) : 7. 68 (1H, s) , 7. 55 (1H, d, J=8. 4Hz) , 7. 39 (2H, d, J=8. 5Hz) , 
7. 28 (2H, d, J=8. 5Hz) , 7. 22 (1H, d, J=8. 3Hz) , 4. 58 (2H, s) , 3. 69 (2H, t, J=6. 1Hz) , 2. 60 
(2H, t, J=7. 0Hz) , 2. 22 (2H, m) 

XU5 : 1- (4' -^DO-2-t KB*'^ tT7ai =^—4 — f 7W) 
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MXSX*#bHfc4 o n-N- (4' -^an-2-k Ka#^f^- 
tf^^^y^-4-^/l^)y^7 5: K(l.44g)<^N,N-v ? ^^^/VAT5: K(15ml) 
IfcUKVC ^m^T^m* 1 ;^^ (710mg) &«*JJHbfc 0 100°C^X 90^m#^> ^ 
miCT. 1N&B& (5ml), 7k (20ml) SrSsflO U «ft±}bfc^Sr^^, tK (5ml) 
T*^Ufc 0 ^<7)^Sr^JBE^bT, mMfc&%) (970m g> i[X^76%) 

^-NMR (300MHz, CDC1 3 ) : 7. 76 (1H, d, J=2. 3Hz) , 7. 62 (1H, dd, J=2. 4Hz, 8. 3Hz) , 7. 38 
(2H, d, J=8. 5Hz) , 7. 29 (2H, d, J=8. 5Hz) , 7. 25 (1H, d, J=8. 3Hz) , 4. 61 (2H, s) , 3. 91 (2H, 
t, J=7. 0Hz) , 2. 62 (2H, t, J=7. 8Hz) , 2. 18 (2H, m) 

XifS6 : 1- (4' -^0 0-2-^0 0^^-^7x^-4-^^) - 

iifix^-e^fefrfc 1 - (4' -^oo-2-tKo^^^-nx^- 
4 _^ yl/ ,) -2-t p oUv f y> (900mg) <£> N, N-i^^M^A7? K (2ml), 
Yfrx-ls (7ml) H^iSiKfc, fcifrT, Hiik^st-A' (0.26ml) SriRTbfc, M. 
T* 3 B#RH*#& % SJS« «:ftBft^ < ^/K20ml) -VW ft , 7k (20ml) „ m PMWtK (20ml) N 

t&fp^&Tk (20ml) -eft^u*:. w»Ji«rw«^-by mm®, mm 

(954mg, 4X^99%) £r'#fc 0 

'H-NMR (300MHz, CDCl,) : 7. 77 (1H, d, J=2. 3Hz), 7. 69 (1H, dd, J=2. 4Hz, 8. 5Hz), 7. 42 
(2H, d, J=8. 6Hz) , 7. 34 (2H, d, J=8. 6Hz) , 7. 26 (1H, d, J=8. 4Hz) , 4. 50 (2H, s) , 3. 92 (2H, 
t, J=7. OHz) , 2. 65 (2H, t, J=7. 8Hz) , 2. 20 (2H, m) 

Ig7 : 2- [4- (2- (4-^07x=/H -5- (2-t^yt'o'J 

i?^-i — f/v) ^^v^^^v} -2-7;i/to7 3 :=;i'] — l-v^o-^^^ 

ili 18T*#£>*bfc 1— o^^/U-2- (2-7/V*o-4- t Fo^ 

^^cc^yv) ^^y-r 5; ^V— ;v— 5 — ^/MSi'iM ^vwn;*-7vu(9l5mg) <D N, 

H-^f^AT? K (6ml) e^^l-, ^«B.H:XWXS"e#feHfcl - (4' 
an-2-^oP^ ^"/U— tf7x=-/U- 4— -Y/W) - 2 — tfo D > 
(954mg) s &k&t*VV& (415mg) ^BXlfc 0 lOOT^X 1 SN&fcT* 1 

Nffi^ (3ml). Tfc (8ml) SrSft&H U Ifffltfc^W * (5ml) T*?fe$-Lfc 0 
£©]|£i&**EttjftLT\ (1.6g % ifc^lO0%) SrWfc. 
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X H-NMR (300MHz, CDC1 3 ) : 8. 49 (1H, d, J=L 5Hz) , 7. 98 (1H, dd, J=l. 6Hz, 8. 6Hz) , 7. 90 
(1H, d, J=2. 2Hz) , 7. 72-7. 65 (2H, m) , 7. 49 (1H, t, J=8. 3Hz) , 7. 40 (2H, d, J=8. 5Hz) , 7. 3 
4(1H, d, J=8. 7Hz) , 7. 31 (2H, d, J=8. 6Hz) , 6. 80 (1H, d, J=8. 6Hz) , 6. 71 (1H, d, J=ll. 6H 
z) , 4. 99 (2H, s) , 4. 04 (1H, m) , 3. 95 (3H, s) , 3. 93 (2H, t, J=7. 1Hz) , 2. 66 (2H, t, J=7. 8H 
z) , 2. 30-2. 15 (4H, m) , 2. 00-1. 85 (4H, m) , 1. 80-1. 70 (1H, m) , 1. 45-1. 20 (3H, in) 

XU8 : 2- [4- {2- ( 4 - y n 7 *.=.jV) -5- (2-t^ytfny 
zj^-l-J ,u) ^^^A^Hr^i/) - 2 -7^tt» 7x ^./W] - 1- Vy n 

/w<^y-r 5 -*^#^sio«3& 

SITXS^#fettfc2- C4- {2- (4-^on7x^) -5- (2-tf-* 
yfpy^y-l-f/v) ^^/M-^} -2-7;^p7j^;p] -l-S'y 
p/s^-^v^>'V'^5^y-;l — 5 7- Assi XT sv (2. Og) &yy 

y — (4.0ml), rf7tFo77y (8.0ml) 2N*BMb*^ hV $ 

J*7mWi (2.3ml) ^B^3NF^*P^Mbfc 0 fiOSJftfcifc?* U Tb7kKP7 
(l.Oral), 7K (5.0ml) Sr^JPUfCo tlfct, 2N±£^ (2.3ml) £*$>o< B 
fcipfcfc. IIt2«m WffiUfcil$ift*:*J&U y^y-zv-TK (i:i) 
(6.0ml), * (6.0ml). *9 J—fr—& (1:1) (6.0ml) t?)Hl 

&i»u «jEEt£jtiu, m.m\^m a.84 gN ^94%) «r»fc. 

l H-NMR (300MHz, DMSO-dg) : 12. 75 (1H, brs) , 8. 26 (1H, s) , 7. 99 (1H, s) , 7. 96 (1H, d, J 
=9. 0Hz), 7. 89 (1H, d, J=9. 0Hz), 7. 78 (1H, dd, J=2. 1Hz, 8. 4Hz), 7. 54 (1H, t, J=9. 0Hz) , 
7. 49 (2H, d, J=8. 7Hz) , 7. 45 (2H, d, J=8. 4Hz) , 7. 38 (1H, d, J=8. 4Hz) , 7. 08 (1H, dd, J=2. 
1Hz, 12. 0Hz) , 6. 96 (1H, dd, J=2. 1Hz, 8. 7Hz) , 5. 09 (2H, s) , 3. 99 (1H, m) , 3. 91 (2H, t, J= 
6. 6Hz) , 2. 54 (2H, t, J=7. 8Hz) , 2. 30-2. 00 (4H, m) , 1. 95-1. 50 (5H, m) , 1. 45-1. 20 (3H, 
m) 

Ig9 : 2- [4- {2- (4-^Pn7s^;V) -5- 

4NM (50ml) \Z.wiTMX-nhfhtc2- [4- {2 - (4-^nn^^^/U) 
- 5 — ( 2 -^-=3r y M°n ]} i^-y — l — ^;v) ^i/^^^r*^} — 2 -7/i'tn7i 
p^^v^/u^^y^r ^yy*— /ix- 5 -^7/1^^^^ (10. Og), T-fc 
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yv-ff-)v^>v>r by (3:2) (20ml) SrMR^Jnu. 60tT-3 mm, 

mm.-?iv%mmwi,tc* m«:*&u r±b^ domi) ^20^^^ m 

gfc;& : 243-246<C 
Ms : 638 (M+l) 

'H-NMR (300MHz, DMS0~d 6 ) : 8. 33 (1H, d, J=l. 1Hz), 8. 21 (1H, d, J=8. 8Hz), 8. 02 (1H, d, 
J=8. 8Hz) , 8. 00 (1H, d, J=2. 2Hz) , 7. 77 (1H, dd, J=2. 2Hz, 8. 4Hz) , 7. 68 (1H, t, J=8. 4Hz) , 
7. 50 (2H, d, J=8. 4Hz) , 7. 45 (2H, d, J=8. 4Hz) , 7. 39 (1H, d, J=8. 4Hz) , 7. 20 (1H, dd, J=2. 
2Hz, 12. 1Hz) , 7. 06 (1H, dd, J=2. 2Hz, 8. 8Hz) , 5. 11 (2H, s) , 4. 13 (1H, m) , 3. 91 (2H, t, J= 
7. OHz) , 2. 54 (2H, t, J=8. 1Hz) , 2. 40-2. 05 (4H, m) , 2. 00-1. 75 (4H, m) , 1. 70-1. 55 (1H, 
m), 1. 50-1. 20(3H,ra) 

i 3 o . mnm 241*^248 Rx^mmm 3 3 6i>b34oi:i3 

h 2 4 0, *fti2 49 75>e> 335 N 3 4 1 ^fe 4 7 1 s 701^b 703 N 1 

001*^1559 *ntz. 0 ik¥mm#;%.xf®)&te.&& i #s 177, 1 8 5 75 

12 1 2 N 219M22U 2 2 5M2 6 9(^t„ 

mt&M 501 

2 _ {4 - [2- (4-^an7i^) -5-* h^r^^^^/W^-^v^] 7 
- 1 — P^df^/V- 1 H — i > K— /W- S-^/^^i^f^ 1 ^ 

^ /WD 9436 

Xai : 3-7'n*-4-v'^o^^^r?/SSfi^^ I ^7 1 ^^ 

it 

3--?u*Z- 4-7A>*V&&&WL (2. Og) /I' (20ral) iC^flPU 

i«» (2ml) &Jn*, 3B#^3S^bfc 0 SJ4?«Sr**fc^r, mm*-**' (50ml) 
XUbttJUfCo (30ml) % ^^JfiTk (30ml) T'ifefrU fltSfc^MJ !>A 

-Cffe^ ttfttL «%^JBE@5feLfc 0 M*r^^^-^^*«ap.i/K (20ml) \Z. 
3M¥U 9 s9 u*>2f-*sA>T 5; is (10.3ml) SrJB*.. 120^Ce«^ Lfc KlSifc 
& lOK^^SMcSSiK (100ml) ^&#\ gfcgfe^fvl' (100ml) T'tttti bfc Q 
®^7K (50ml), tSiftlfcifcJc (50ml) TfifeiiK ^Ife^ h V V J*tW®k, ^ 
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^ : ft»3i^ = 10 : 1) «U *JSflS-fr*> (2.6g, flX* 92%) 

l H-NMR (300MHz, CDC1 3 ) :8. 10 (1H, d, J=l. 9Hz) , 7. 83 (1H, dd, J=l. 9Hz, 8. 6Hz) , 6. 59 

(1H, d, J=8. 7Hz) , 4. 73 (1H, brd, J=7. 3Hz) , 3. 85 (3H, s) , 3. 38 (1H, m) , 2. 10-2. 00 (2H, m 

), 1.90-1. 20 (8H,m) 

Ig 2 : 4' a P - 2 - (4-3— K7x/ ^S^^vlO — 4-* 

4-3 - K7^/-/K5.0g)SrT-fe M'(50>il)fc:»#UjRlft# V V ^ (4. 7gK 
4' -^pq-2-^DO^f^-4-^ h^Vlf^^^/W (6. Og) Sr*PX> 10 
BtWMLfCo KJfctf&ftfcU 4N7k^b^b y £^7MM (50ml) ^^JPXfc 0 

WWbfc^^^at^i, tKS^ ^ffi^U 3tM4k&m do. o gl «K^98%) &#fc 0 

'H-NMR (300MHz, CDC1 3 ) : 7. 52 (2H, d, J=8. 9Hz) , 7. 35 (2H, d, J=8. 5Hz) , 7. 27-7. 20 (3 
H, m), 7. 12 (1H, s), 6. 95 (1H, d, J=8. 5Hz) , 6. 62 (2H, d, J=8. 9Hz) , 4. 84 (2H, s) , 3. 85 (3H, 
s) 

Xg3 : [4— (4' — ^au — 4— ^ h 3f i/ If 7 ^ 2 — -f h^vO 

grxmx-#btLfc4' -*na-2- (4-9-K7*/*^f A') ~4- 
7« Y**/\Z7^~)V (7.0g) h-hV/ls (50ml) fcSM? U 

TJ/kT-fe^l^> (2.3g)> 9" h 7 ^ f P y zc=-/U^\^y -i Z/s*7 v 5 !7 -kfjafl^ 
(1.8g), 3 Vitm (I) (0.6gK HJ^/KT^V (50ml) ZMx., 
^#Lfc„ SJ&»C&*I6U 7K (30ml) Srfln^U f^a^/V- (50ml) tiWlfc. 
^r^Sr* (30ml), S&ft&fcTK (30ml) T'Sfc^K WEBfe"*- h !> * A"T?ft«k % 

V : gm^fvV=10 : 1) U ^Mfcl^ (5. lg, HX^ 79%) £#fc 0 

1 H-NMR(300MHz, CDC1 3 ) '7. 37 (2H, d, J=8. 9Hz) , 7. 34 (2H, d, J=8. 2Hz), 7. 28-7. 21 (3 
H, m) , 7. 13 (1H, s) , 6. 94 (1H, d, J=8. 2Hz) , 6. 75 (2H, d, J=8. 9Hz) , 4. 87 (2H, s) , 3. 85 (3H, 
s) , 0. 23 (9H, s) 

-pg 4 . 3 _ [ 4 _ ( 4 » -^nn-4-;* h^f*? 2—4/1'* h 
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SUXmT-#&Hfc [4- (4' -it nu-4-* Y4ri/\f7 2— < )V 
>t -y =r.=^j\,=c-^~;i>~\ MJ^^-^v'^V (5.1g) — >v (50ml), 

■7Wfc;VJ>> (50ml) ^i&fl?U (2. 5g) SrflP*:, M"? 3 B#M« 

#Ufc c £OSi££r}iii§U 7* (30ml) fcjRx, g^^^-zv (50ml) TrttlffiLfCo 
W#Jf (30ml), gSfiJ^Tk (30ml) fiftg^ h ^ ^T^I, 

L 6 £J§ifir (3.8g) £#fc 0 '©efe^ (2. 3g) £Ti? b- h 
U/V (10ml) fcjgjJfU 18 1 tUbUfc 3 - ^B t - 4 - vi' P^V^T 5 
/ fvwn^^/V (l.Og), T>7^^ h y 7 ^s=-A'fr*°7<4 ^'7^^ 

(0.4g), ^V\\M (I) (0. lg), h P if ;V7 5 y (10ml) fcJPx., lOOt 
Lfc. BCfom*®.i£Mm^, * (30ml) SriR*:, Rlft^/v (50ml) 
-CttttlLfCc «-ffiJ|&* (30ml), IS^P^tK (30ml) "C?5fe#, «E»^ b y 

0H$4K n-Aafty;||i^=8:l) T?*M»U 5fcfifl^4fe (0. 9g, HX^ 49%) 

^-NMR (300MHz, CDC1 3 ) :8. 03 (1H, s) , 7. 84 (1H, d, J=8. 7Hz) , 7. 42-7. 22 (7H, m) , 7. 1 
5 (1H, s) , 6. 95 (1H, d, J=8. 2Hz) , 6. 85 (2H, d, J=8. 8Hz) , 6. 59 (1H, d, J=8. 8Hz) , 5. 07 (1H, 
brs) , 4. 91 (2H, s) , 3. 86 (3H, s) , 3. 85 (3H, s) , 3. 42 (1H, m) , 2. 15-2. 00 (2H, m) , 1. 80-1. 
20 (8H, m) 

Xt5 : 2- {4- [2- uuy^^/v) -5-* b^V^^v 5 /^ 

df-^y] y^^/u} — 1 —Is? u^^cl/jV— 1 H — "{ is V—As— 5 — ^^jj^SM 

[4- (4' -^na-4-^^^i^-2- 
4>v* h*-» 7s^^xf=^] - 4 -wur 5; ;SIf^f 
.^XTA* (0.5g) £N, N- i> * =f->vfojv&T % K (5ml) UiflMFU 3 ^-fblH ( I ) 

(0. 17g) &2ra*L, l80rT?3B3Mffl*i«L;fc. RJS8c&«tfii" 5 ~ i: tc J: t> 
£R&V>fc&, Tjc (10ml) ^APX., gt^i^ (30ml) T'tttfJ Lfc 0 (10ml) , 

g&fn^Tk (10ml) *aSr*JEEe*, 
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8:D u mMfc&®> (o.27 g , &mit 0 

l H-NMR (300MHz, CDC1 3 ) :8. 34 (1H, s) , 7. 85 (1H, d, J=8. 8Hz), 7. 62 (1H, d, J=8. 8Hz), 
7. 40-7. 18 (8H, m) , 7. 00-6. 94 (3H, m) , 6. 48 (1H, s) , 4. 95 (2H, m) , 4. 18 (1H, m) , 3. 93 (3H, 
s) , 3. 88 (3H, s) , 2. 45-2. 25 (2H, m) , 1. 95-1. 20 (8H, m) 

mmm 502 

2- {4- [2- (4-^Pt3 7i^) - 5 Y^r^^l/it/VX-Sri/] 7 

H»J5 0 1 T*#e>*l/fc2- {4- [2- p - 5 ~^ h 

^S^^vVl^^ri/] 7x^/1/} — 1 — v^^is/V— 1 H — 4 is K— /I' — 5 — 
#/W}?;/^?VV^*7Vl' (0. 27g) «rJBV>. 5Ufe0!| 2 fc l^&^&K: <fc 9 > 
it&W (0. 19g, IK* 71%) &#fc„ 

APCI-Ms:566(MH+) 

'H-NMR (300MHz, DMS0-d 6 ) : 12. 43 (1H, brs) , 8. 20 (1H, s) , 7. 79 (1H, d, J=9. 3Hz) , 7. 7 
2 (1H, d, J=9. OHz) , 7. 50-7. 20 (8H, m) , 7. 07-7. 03 (3H, m) , 6. 53 (1H, s) , 5. 01 (2H, s) , 4. 
13 (1H, ra) , 3. 83 (3H, m) , 2. 35-2. 25 (2H, m) , 1. 85-1. 10 (8H, m) 

HK&#)5 0 1^5 0 2 t«»iV) > *fc&KfclJfcCT*©«l*Sk : & 
m^Z> - t <t D > 5 0 3 Sr^fc,, <b¥»it^5.^tt#CSr* 2 0 7 

-To 

6 0 1 

2— (4 — /<y??/l/t^V7a = /W) ~ 3 — O -^^f 5; ^ N / [1, 2 

-a] tfU V s ^— 7 — ^/H^^^ai^/Wat^y/KOjtjft 

Igl : 4 s^vW^v'-N-^ h^"N-^fM^7 5 K©K3ft 

4 O^/k^-drv-^S^m (5.0gK N, O-^^f^t Kn^r^^t 

(2-5g) fe^f/U*^A7 5 K (50ml) K:»$R U 1- (3 -S^^VKT 

%jzfn\f;v) -S-^;v*;vi$V4 % KIt$ (5.0g)> 

y MJ 7/^;v (3. 5gK h y xf/>7 3: > (3. 6ml) SriP^s lit'ttitfb 

*Bfl2^4fc (5.6g, 11X^94%) <Sr#7£ 0 
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>H-NMR (300MHz, CDC1 3 ) : 7. 22 (2H, d, J=8. 8Hz) , 7. 28-7. 46 (5H, m) , 6. 97 (2H, d, J=8. 
8Hz), 5. 10 (2H, s), 3. 56 (3H, s), 3. 35 (3H, s) 

T^v'tfA (470mg) ^fh7t (2ml) t£^Y§ U 5^n-^P-$/ 

^f^n^K o.4g) ^^M-e^TLfc 0 mr'&, &mm& box:-? 30 #m 

WVtc 0 r>7t FD77V (5ml) -e#f?Lfc 0 flfrlg-t?#fc 

*W£4 -^•yitfr&Zris-l* — * ^^-N-^f;V^xX7 5 F (3. 4g) SrT" 
^tKP7 7 y (10ml) fc«S*PU MT-£tJ&$t«TU 2B#^«^Ufc 0 

=?VV=9 : 1) Tit^U ^Jgftl^ (3.8g, «X^66%) £#fc 0 

^-NMR (300MHz, CDC1 3 ) : 7. 93 (2H, d, J=8. 8Hz) , 7. 28-7. 46 (5H, m) , 7. 00 (2H, d, J=8. 

8Hz) , 5. 13 (2H, s) , 2. 76 (2H, d, J=6. 8Hz) , 1. 95 (1H, m) , 0. 78-1. 82 (10H, m) 
1^3 : 1- (4-^<V^/V^-=¥^7 3i=/v) - 2 -^a^e - 

(l.Og) fcl, (10ml) l^fC, (0.17ml) £r 

n _^^f-^ . Wifeai^/U= 9 : 1) -CUtfilU m:mik&%> (696mg, 55%) & 

l H-NMR (300MHz, CDC1 3 ) : 7. 98 (2H, d, J=8. 9Hz) , 7. 28-7. 48 (5H, m) , 7. 02 (2H, d, J=8. 
9Hz) , 5. 14 (2H, s) , 4. 89 (1H, d, J=9. 3Hz) , 0. 86-3. 30 (11H, m) 
SMA : 2- (4 — *<lsi?A'1r2?i/'7 — 3 — n^drV/W ^ 
[1, 2- a] \?V 7 JVig^^^^JV^^^/VCDWik 

^(D^m i^mW- 08-048651 ■*§-) £ 9 Lfc 2 -7* 5 / t° JJ v^- 4 - 
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iJf^^m^J^^^'T)^ (214mg) % B&I^-e#btbfc 1 - (4— ^is^Asir* 
x/7 cc-^) - 2 -yo*- 2 — V* v^**SJV^9 J V (500mg) N V V 

M356mg)& 140°CT? 5t*NHJt#Ufr. B£)S1S*:1M&U ^ a o^vi,^^ 
»&*BUL»JE»l6L;fc„ ^SESr^y *^77yV a ^B-r (® 
M}« n — : g^^^Vl-=l : 1) U ^MikGW) (95mg, flX^ 

16%) £#fc 0 
APCI-MS:455(MH+) 

l H-NIIR (300MHz, CDC1 3 ) :8. 33 (1H, s) , 8. 21 (1H, d, J=7. 5Hz) , 7. 55 (2H, d, J=8. 7Hz) , 
7. 25-7. 50 (6H, m) , 5. 13 (2H, s) , 4. 41 (2H, q, J=7. 1Hz) , 3. 25 (1H, m) , 1. 41 (3H, t, J=7. 1 
Hz), 1. 15-2. 00(lOH,m) 
6 0 2 

2 _ (4 —*<isi?A'Hr*tiS'7x.~A') — 3 n — ^vVt^ 5 W [1, 2 

-a] b°2) 7 -tf/M^ift©®^ 

tWXg-C^bHfc 2- (4 — <^S?A'*^7*=A') - 3 P^V/V- 
^5^/ [i, 2- a] b°U — 7 ^A" (95mg) Srffl 

v\ £lifc#l2 2:|BMHfc#ifeteJ:lK *Jiftsa* (33mg, 37%) «r#fc. 

APCI-MS:427 (MH+) 

l H-NMR (300MHz, DMS0-d 6 ) : 8. 67 (1H, d, J=7. 3Hz) , 8. 08 (1H, s) , 7. 25-7. 58 (8H, m) , 7. 
13 (2H, d, J=8. 7Hz) , 5. 17 (2H, s) , 3. 23 (1H, m) , 1. 25-2. 10 (10H, m) 

S 0 Stt^y^9— HCVORNAlfif±©NS 5 B £ ft 5 #M$J§ 
^X^^flMK^a— F**L«»*-C*>* (EMB0 J., 15:12-22, 1996) „ 

mmw en 

i) mm (HcvxKy p< 9— to 

•5 c DNA^c-yMi: L"C X NS 5 B (591 T5/i; J Virol 1991 Mar, 
65(3), 1105-13) Sr=i-K-t-5««SrPCRftfc«t?)*«Ufc. i©5'*i»lc6 
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His^ (iSici-S 6oot (Hi s) Srn-Kt5M*f} &mu 

^9^^nvh^77^- {^y [u]-fc^7- ^ N 7 7- 9 y ^ s-2oo N 

ii) SgRNA©^ 

po 1 y Xia^J^^tfDNA^ (148bp) ^r^t, T/^* 5 K 

pBluescript SK II(+) (Stratagene *±$Q n—^y? L7t 0 buIS i ) -ei§S!i 

LfcNS 5 B^Sr=«- cDNA^rSiJ^^Kp n It«U «JPS®£ 

DNA^fK-^r PBluescript SK II (+) <D 3 ' ^fSSRlKi$D N A<D_h^^#As 
LfCo ^O^K UT4f A^nfcfcWr^l 450bp<7)DNAia?iJ&^f€RNAP§t 

^tiULfcDNASr^Mt IT, pBluescript SK II (+) ^e — ^ — SrfUffl 

UMEGAscript RNA^yKAmb i onttDSt/T? R 
NAxKy ^ v—H&m^X r u n - o f f 9 > RNA^Irlfofc (3 

7*Cn 3B#F^)o oV^-Cs D N a s e I ^*PX-X$ bfc 1 ^F^-f :/3ra^— h bfc 
#I^DNASr^?l^*-t-S-^^«k , 5 RNAi(fi^!^Sr#fCo 

g^^^«RNA=lr#fc: 0 

m> - 8 CCT^^bfc 

iii) mm (HCVjK^7-^) PJ.*?£t£tf>iB!l5£ 

(*&m<Dik&!%)) RXjrTt&Uf&VBil&Wi. (3 0^ 1) 2 

®.\,^x\ is6ii'4toi 0% h y 9 X2v&m%.x$i %fc y by* 
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J*&m (150 M 1) *M7LXZLfo*&±i$i£K-'&s 7K4>-ei 5«IfCR 

NA^^mt^^tzo fr^x*mRNA*m3mmz.&*)tfyx-7'(j\s?- (wh 

gfcgttJo. i%fp y vfc-j- h y *i^b&5f«T-2fei£U&^-c9 o%^y 

-/VT?gfe^, Wifcf^U—i/a (P a c k a r d|±) 

**w-fb^»oHcv*y tfia*»tt (ic B0 ) wmmn-&n*.iz 

^Jjtr&^l 7 8/5^*18 4, i2 2 2i^2 2 4 K^i",, 

i) -C#btLfcHC V^y ^ 7— if (5/ig/mlK ii) T*#b^^: 
SfRNA (10 m g/m 1), ATP (5 0 m MK GTP (50m M), CTP 
(50mM),UTP (2m M), [5, 6- 3 H]UTP(46Ci /mm o 1 (A 
m e r s h a m*±M) ,1.5^1)20 mM Tr i s - H C 1 ( p H 7 . 5 K 
E D T A (1 mM) s M g C 1 2 (5 mM) , NaCl (50 mM) „ D T T ( 1 m 
Mh B S A (0.01%) 

mm 

( a ) mmm 1 <o^* i o e 

( b ) fL*f 5 0 g 

(c) h ^^en ni/f^y I5g 

(d) f Mt/WB*-^t MI 9 A 44 g 

(e) ^^T y ^Bfc-r^^C A U 

(a), (b), (c) ^S&TJ* (d) <D 3 0 g U ®J 

ftLZftOo ~(DM$L^ 14gO (d) XtflgO (e) tift^U fT^"C«i 
^iJii-S- fcfc:«fc y>, l^fcD 1 Omg© (a) Sr$*-t-6«»l 0 0 OfiSr 
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2Ufce»j#-j§- 31 


1H NMR(5) ppm 




300MHz, CDC 13 

7.81(2H, d, J=6.6Hz),7.60( 
2H, d. J=8. 8Hz), 7.51-7. 21 ( 
8H, m) , 7. 11 (2H, d, J=8. 8Hz) 
,5. 15 (2H, s),4. 93(lH,quin 
t. J=8. 8Hz) , 2. 36-2. 32 (2H, 
m) , 2.. 09-2. 04 (3H, m) , 1. 75- 
1. 68 (3H, m) . 


>9 0% (NMR) 




MS 369 (M+l) 





32 



mm 



> 9 0% (NMR) 



MS 



441 (M+l) 



1H NMR(S) ppm 
300MHz, CDC13 

8. 51 (1H, d, J=l. 5Hz),7. 98 ( 
1H, d, J=8.4Hz),7.61(2H, d, 
J=8. 7Hz),7. 56-7. 10(6H,m) 
,7. 12 (2H, d, J=8. 7Hz),5. 15 
(2H, s) , 4. 94 CiH, quint, J~9 
.3Hz),4.41(2H,q.J=7. 5Hz) 
,2. 40-1.50(8H,m),l. 41 (3H 
, t, J=7. 5Hz) 



mmm^ 33 


1H NMR(S) ppm 






300MHz, CDC13 

7. 84(lH,s),7.61(2H,d. J=9 
.0Hz),7. 58-7. 30(7H,m),7. 
12 (2H, d,J=9.0Hz),5. 15 (2H 
,s),4. 94 (1H, quint, J=8. 7H 
z),3. 10(6H,brs),2. 40-1.5 
0(8H,m) 


> 9 0% (NMR) 




MS 


440 (M+l) 
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34 


1H NMR( 5 ) ppm 




b 


•o 


300MHz, CDC13 
8. 20 (1H, s),7. 50-7. 31 (9H, 
m) 7 12 (2H d T=8 7Hz) 5 
15 (2H, s),4. 94 (1H, quint, J 
=8 7Hz) 3 61 (3H s) 3 40( 
3H, s),2.41-1.42(8H,m) 


>9 0% (NMR) 




MS 


456 (M+l) 







^Jfe0»i#-^ 35 


1H NMR( 6 ) ppm 
300MHz, CDC13 

7. 91 (IE s),7. 59 (2H, d. J=8 
.7Hz),7. 49-7. 30(7H,m),7. 
11 (2H, d, J=8. 8Hz),5. 15 (2H 
, s) , 4. 19 (1H, quint. J=8. 8H 
z), 2. 41-2. 22(2H,m),2.13- 
1.49(14H,m) 




#6* > 9 0% (NMR) 


MS 427 (M+l) 




HJfe^J#^ 36 


1H NMR( 8 ) ppm 
300MHz, CDC13 

8.40(1H, d, J=l. 4Hz), 7.95 ( 
1H, dd, J=8.€, 1.4Hz),7. 61 ( 
2H, d. J=8.7Hz),7. 57-7. 30 ( 
6H, m),7. 13 (2H, d, J=8. 7Hz) 
, 5. 16 (2H, s) , 4. 95 (1H, quin 
t,J=8. 8Hz),2.64(3H, s),2. 
40-1. 54(8H,m) 


o 

q 


16* > 9 0% (NMR) 


MS 411 (M+l) 
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nwm*r 37 


1H NMR(6) ppm 

300MHz, DMS0-d6 
10. 47(lH,brs,),9. 15 (1H, b 
rs),8. 40 (1H, s),8. 07(lH,d 
, J=9. 0Hz),7. 93(lH,d, J=8. 
7Hz),7. 77 (2H, d. J=8. 7Hz), 
7. 55-7. 29(7H.m),5. 26 (2H, 
s) , 4. 93 (1H, quint. J=9. 0Hz 
),3. 77-3.63(2H,m),3.39-3 
.23(2H,m),2. 84(6H,d, J=4. 
8Hz),2. 32-1. 60(8H,m) 


1 o 

2HCI /} 


#6£t > 9 0% (NMR) 


MS 483 (M+l) 




wmsm% 38 


1H NMR(5) ppm 
300MHz, CDC 13 

8. 69 (1H, s),8. 19 (1H, d, J=9 
. 0Hz) , 7. 62 (2H, d, J=8. 7Hz) 
,7. 54 (1H, d. J=9. 0Hz),7. 48 
-7. 36 (5H, m) , 7. 15 (2H, d, J= 
8. 7Hz),5. 17(2H,s),4. 98(1 
H, quint, J=9. 0Hz), 2. 27-2. 
07(6H,m), 1. 82-1.78(2H,m) 

« 




> 9 0% (NMR) 


MS 414 (M+l) 




39 


1H NMR(S) ppm 

300MHz, DMS0-d6 

7. 84(lH,d, J=9. 0Hz),7.79( 

2H,d, J=8. 7Hz),7.52-7.33( 

8H,m),7.26(lH, d,J=9.0Hz) 

,5. 27 (2H, s),4. 92 (1H, quin 

t. J=9. 3Hz),2. 19-1. 70 (8H, 

m). 


b 


> 9 0% (NMR) 


MS 384 (M+l) 
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* 4 



mm&m-& 40 


1H NMR(6) ppm 

300MHz, CDC13 ' 
7. 72 (1H, s), 7. 60-7. 35(10H 
,m),7. 10 (2H, d,J=8. 7Hz),5 
. 14 (2H, s) , 4. 90 (1H, quint, 
J=8. 8Hz) , 2. 29-2. 19 (2H, m) 
,2. 19 (3H, s),2. 19-1. 74 (6H 
, m). 


H 


> 9 0% (NMR) 


MS 426 (M+l) 




mm&m* 41 


1H NMR ( 6 ) ppm 

300MHz, CDC13 ' 
7.66(lH,s),7.61(2H, d, J=8 
.8Hz), 7. 50-7. 28(7H,m),7. 
12(2H,d, J=8. 8Hz),6. 86 (1H 
,brs),5. 15(2H,s),4. 94 (1H 
, quint, J=8. 8Hz) , 2. 97 (3H, 
s),2. 29-1. 76(8H,m). 


O 


> 9 0% (NMR) 


MS 462 (M+l) 




lHi£#J#-*§- 42 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8.1K1H, s), 7.81(lH,d,J=8 
.4Hz),7. 72 (1H, d, J=8.4Hz) 
,7.65(2H, d, J=8. 4Hz) , 7. 51 
(2H,m),7. 43(2H,m),7. 37(1 
H, m), 7. 29 (2H, s),7. 23 (2H, 
d, J=8.4Hz),5. 22 (2H, s).4. 
89 (1H, quintet, J=9. 2Hz) , 2 
.2-2. 0(6H,m), 1. 7(2H,m). 


Qs ,NH 2 


>9 0% (NMR) 




MS 448 (M+) 
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43 


1H NMR( 6 ) ppm 


HoJL XX 




300MHz,DMS0-d6 

8. 33(lH,s),8. 08(lH,d, J=9 

0Hz) 7 99 (1H d, T=9. 0Hz) 
,7.47-7.41(4H.m),7. 33 (2H 

d T=8 4Hz) . 5. 22 (2H. s) , 4 
. 96 (1H, quint, J=9. 0Hz) , 2. 
25-1. 60 (8H, m) , 1. 30 (9H, s) 


HA > 9 0% (NMR) 




MS 


469 (M+l) 







44 


1H NMR( 6 ) ppm 


0 




300MHz, DMS0-d6 
12.9(2H,brs),8. 25 (1H, s), 
8. 00(2H,d, J=7. 8Hz),7. 90 ( 
1H, d,J=8. 4Hz), 7. 74 (1H, d, 
J=8. 7Hz),7. 67 (2H, d,J=9.0 
Hz),7.62(2H, d, J=8. lHz),7 
.24(2H, d, J=8.4Hz),5. 32(2 
H, s) , 4. 88 (1H, quint, J=9. 0 
Hz, 2. 25~1.60(8H,m). 


> 9 0% (NMR) 




MS 


457 (M+l) 







45 


1H NMR( 5 ) ppm 


o 




300MHz, DMS0-d6 
13.4(1H, brs),8.32(lH, s), 
8. 06 (1H, d,J=8. 7Hz), 7. 97 ( 
lH.d, J=8.7Hz),7.79(2H,d, 
J=8. 8Hz),7. 56-7. 48(4H,m) 
,7. 33 (2H, d, J=8. 8Hz),5. 27 
(2H, s),4.95(lH, quint, J=8 
.9Hz),2. 30-1. 60(8H,m). 


> 9 0% (NMR) 




MS 


447 (M+l) 
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* 46 


1H NMR( 5 ) ppm 


o 




300MHz, DMS0-d6 
8. 33(lH,s),8. 07(lH,d, J=8 
. 7Hz) ,7. 98 (1H, d, J=8. 7Hz) 
,7.80(2H, d, J=8.4Hz),7. 34 
(2H d 8. 4Hz) . 7. 19 (1H. d. J 
=3.6Hz),7. 09 (1H, d, J=3.6H 
z) 5 41 (2H s). 4. 95 (1H, aw 
int. J=8. 7Hz) , 2. 30-1. 60 (8 
H,m). 


MS >9 0% (NMR) 




MS 


453 (M+l) 





mmm^ 47 


1H NMR( 6 ) ppm 




300MHz, DMS0-d6 

8. 33(lH,s),8. 07 (1H, d, J=8 

.4Hz),7. 98 (1H, d, J=9. 0Hz) 

,7. 82-7. 72 (6H,m),7. 35 (2H 

,d, J=9.0Hz),5.40(2H, s),4 

. 95 (1H> quints J=8. 7Hz) , 2. 

35-1.60(8H,m). 


> 9 0% (NMR) 




MS '481 (M+l) 






mm®m%- 48 


1H NMR(6) ppm 




300MHz, DMS0-d6 
8. 23 (1H, s),7. 88 (1H, d,J=8 
.4Hz),7. 70 (1H, d, J=8. 4Hz) 
,7.64(2H, d, J=8.4Hz),7,43 
(2H, d, J=8.4Hz),7. 20(2H,d 
, J=8.4Hz),6. 98 (2H, d, J=8. 
4Hz),5. 13 (2H, s),4. 88 (1H, 
quint, J=8. 7Hz),3. 77(3H,s 
),2. 35-1. 60(8H,m). 


MS > 9 0% (NMR) 




MS 443 (M+l) 
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49 


1H NMR(5) ppm 


o 




300MHz, DMS0-d6 

8. 93(2H,d, J=6.6Hz),8. 35 ( 

in, S/ , o. uo o. \J*± \otl, mj , / . 

97 (1H, d, J=8.7Hz),7. 83 (2H 
, Q, J— o« * HZ/ , /. Jo \Zn, a, J— 
8. 7Hz),5. 61 (2H, s),4. 94(1 
n, cjuiut, j o. \\yl) , c». *±\j l- 
60(8H,m). 


*** >9 0% (NMR) 




MS 


414 (M+l) 







50 


1H NMR( 6 ) ppm 


HO 'i <sS ^il 




300MHz, DMS0-d6 
8. 33 (1H, s),8. 08 (1H, d, J=8 
. 7Hz) , 7. 99 (1H, d, J=9. 0Hz) 
,7. 78 (2H, d, J=8.4Hz),7. 39 
(2H, d, J=8. lHz),7.32(2H,d 
, J=8. 7Hz) , 7. 23 (2H, d, J=7. 
8Hz),5. 22 (2H, s),4.96(lH, 
quint, J=9. 0Hz) , 2. 32 (3H, s 
),2. 30-1.60(8H,m). 


aw 


> 9 0% (NMR) 




MS 


427 (M+l) 









51 


1H NMR(6) ppm 






"9 


300MHz, DMS0-d6 
8. 31 (1H, s),8. 03(lH,d, J=9 
.0Hz), 7. 93 (1H. d, J=9. 0Hz) 
,7.77 (2H,d, J=8. 4Hz),7.31 
(2H, d, J=8. 7Hz) , 5. 07 (2H, s 
),4. 94 (1H, quint, J=8. 7Hz) 
,2. 45(3H,s),2. 26(3H,s),2 
.26-1.60(8H,m). 


> 9 0% (NMR) 




MS 


432 (M+l) 







217 



WO 03/000254 



PCT/JP02/06405 



m 8 





52 


1H NMR(6) ppm 


\ 0 


O 


300MHz, DMS0-d6 
12.7(lH,brs), 10.0(1H, s), 
8. 22 (1H. s) , 7. 87 (1H. d. T=8 

\ Jill) / } ■ • • \ ^ A 4) J> *J 

. 6Hz),7. 69 (1H, d, J=8. 6Hz) 
7 53 (2H. d. J=8. 6Hz) 6 96 
(2H, d, J=8. 6Hz) , 4. 89 (1H, q 
uint T=9. 0Hz) . 2. 30-1. 60 ( 
8H, m) . 


ffiM >9 0% (NMR) 




MS 


323 (M+l) 





mmm^ 53 


1H NMR( B ) ppm 

300MHz, DMS0-d6 
9. 18 (1H, t, J=5. 6Hz),8. 34 ( 
1H, s),8. 04 (1H, d,J=9.6Hz) 
,7. 98 (1H, d, J=8. 7Hz),7. 80 
(2H, d, J=8.7Hz),7. 52-7.32 
(7H,m),5.27(2H, s) , 4. 95(1 
H, quint, J=9. 0Hz) , 3. 99 (2H 
,d, J=5. 7Hz),2. 40-1. 60 (8H 
, m). 




M/£ > 9 0% (NMR) 


MS 470 (M+l) 




•mti&m^ 54 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 32 (1H, s),8. 05 (1H, d, J=8 
.7Hz),7. 95 (1H, d, J=8. 7Hz) 
,7.80(2H, d, J=8.4Hz),7.67 
(1H, t, J=4. 5Hz),7. 56 (1H, t 
,J=4. 5Hz),7. 45-7. 42(2H,m 
),7. 35 (2H, d, J=8. 4Hz) , 5. 3 
1 (2H, s) , 4. 96 (1H, quint, J= 
9.0Hz), 2. 30-1.60(8H,m). 




fc&S >9 0% (NMR) 


MS 447 (M+l) 
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55 


IB NMR( 6 ) ppm 


HO "i^ii 


h ^ 


CI 


300MHz, DMS0-d6 
12. 78 (IH, br 

s) , 8. 24 UH, s) , 7. 88and7. 7 
2 (2H, ABq, J=8. 6Hz) , 7. 66an 
d7. 23 (4H, ABq, J=8. 6Hz) , 
7. 58 (IH, s),7. 48-7. 42 (3H, 
m) , 5. 24 ( IH, s) , 4. 88 ( IH, qu 
int. J=8. 8Hz), 2. 30-1. 91 (6 
H,m), 1.78-1. 60 (2H, m) 




>9 0% (NMR) 






MS 


447 (M+l) 









56 


IH NMR( 5 ) ppm 


o 




300MHz, DMS0-d6 
12. 89 (IH, broad), 8. 18 (IH, 
s),7. 87(lH,d, J=8. 4Hz),7. 
74<1H. d, J=9. 2Hz) , 7. 67 (2H 
, d, J=8. 8Hz) , 7. 52 (2H, m) , 7 
.45(2H,m),7.38(lH,m),7.2 
3(2H, d, J=8. 8Hz),5. 22 (2H, 
s) , 4. 94 (IH, quintet, J=8. 9 
Hz), 2. l6(4H,m), 1.98(2H,m 
), 1.73(2H,m). 


> 9 0% (NMR) 




MS 


413 (M+) 





mmm&* 57 


IH NMR( 6 ) ppm 






300MHz, DMS0-d6 

10. 99 (IH, s),8. 26 (IH, s),8 

. 01-7. 86 (4H, m) , 7. .69-7. 59 

(5H, m) , 7. 38 (2H, d, J=8. 7Hz 

),4. 86 (IH, quint. J=8. 7Hz) 

,2. 12-1. 90(6H,m), 1.72-1. 

59(2H,m) 


>9 0% (NMR) 




MS 


462 (M+l) 
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58 


1H NMR( 8 ) ppm 


o 




i 

CI 


300MHz, DMS0-d6 
12. 78 (1H. s), 10. 69(lH,s). 
8. 26-7. 72 (9H, m),4. 92 (1H, 
quint. J=9. 0Hz) , 2. 34-1. 70 
(6H, m), 1. 75-1. 6l(2H,m) 


>9 0% (NMR) 




MS 


494 (M+l) 









59 


1H NMR( 6) ppm 






300MHz, DMS0-d6 
10. 82(lH,s),8. 34 (1H, s),8 
. 14and7. 84 (4H, ABq, J=8. 4H 
z),8.06and7.66(4H,A' B' q, 
J=8. 6Hz) , 8. 06-7. 98 (4H, m) 
,5.01(1H, quint. J=9. 3Hz), 
2. 35-2. 15 (4H, m) , 2. 11-1. 9 
6(2H,m), 1.80-1. 62 (2H,m) 


>9 0% (NMR) 




MS 


460 (M+l) 







60 


1H NMR( 6 ) ppm 


Ho 'i^ > ir 


1 / == \ H 


300MHz, DMS0-d6 
10. 61 (1H, s),8. 32 (1H, s),8 
. 12and7. 81 (4H, ABq, J=8. 9H 
z),8. 03and7. 93 (2H,A'B' q, 
J=8. 7Hz) , 7. 95and7. 59 (4H, 
A*B"q, J=8. 4Hz) , 4. 99 (1H, q 
uint, J=9. 0Hz) , 2. 33-2. 12 ( 
4H,m),2. 10-1.93(2H,m), 1. 
80-1. 63(2H,m), 1.34(9H, m) 


fcfi^ > 9 0% (NMR) 




MS 


482 (M+l) 
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HJfe0>J#-J§- 61 


IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
10.6(1H, s),8. 34 (IH, s),8. 
13 (2H, d, J=8. 7Hz) , 8. 09-7. 
98 (4H, m) , 7. 82 (2H, d. J=8. 7 
Hz) , 7. 50-7. 35 (5H, m) , 7. 20 
-7. 17 (2H, d, J=9. OHz) , 5. 24 

/Oil ~\ C fit f lit — ..j_4. T—Q 

UH| , o. Ul ^ln, quint, J— 5» 
.3Hz),2. 40-1.60(8H,m). 


n 


> 9 0% (NMR) 


MS 532 (M+l) 




mmtom* 62 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 32 (IH, s),8. 26 (IH, d, J=8 
.7Hz), 8. 04 (IH, d,J=8.7Hz) 
,7. 77(2H,d, J=8. 4Hz),7. 52 
(2H, d. J=6. 9Hz) , 7. 46-7. 39 
(5H, m) , 5. 28 (2H, s) , 4. 38(1 

H, m),3. 7l(lH,m),2.60-2. 1 
5 (2H, m) , 2. 04-1. 96 (4H, m) , 

I. 30-1. 20(2H,m). 




ffiM >9 0% (NMR) 


MS 44301+1) 





63 


IH NMR( 8 ) ppm 


o 


b ^ 

K 


300MHz, DMS0-d6 
8. 27 (IH, s),8. 14 (IH, d,J=8 
.7Hz),7. 96 (IH, d, J=8.4Hz) 
,7.71(2H,<1, J=9.0Hz),7. 51 
(2H, d. J=6. 9Hz),7. 46-7. 37 
(3H,m),7. 30(2H,d, J=8.4Hz 
),5. 25 (3H. s),4. 39 (IH. m), 
3.44(1H, m),3. 27 (3H, s),2. 
60-1.95(6H,m), 1. 25-1. 05 ( 
2H, m) . 


^90% (NMR) 




MS 


457 (M+l) 




221 
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mmm^ 64 


1H NMR(S) ppm 

300MHz, DMS0-d6 
12. 25(lH,brs),7. 70-7. 30 ( 
9H, m) , 7. 20 (2H, d, J=8. 7Hz) 
,7. 14(lH,d, J=8.4Hz),5. 20 
(2H, s) , 4. 84 (1H, quint, J=6 
.0Hz),3. 66 (2H, s),2. 30-1. 
0 1 von, wj 




> 9 0% (NMR) 


MS 427 (M+l) 




nm®m& 65 


1H NMR( 5 ) ppm 

300MHz, DMS0-d6 
12.64(lH,brs),8. 13 (1H, s) 
,7.80(1H, d, J=7. 2Hz),7. 59 
(1H, d. J=8. 7Hz),7. 48-7. 30 
(5H,m},5. 11 (2H, s),5. 03(1 
H, quint, J=8. 7Hz) , 4. 20-4. 
05 (2H, m) , 3. 45-3. 90 (3H, m) 
,2. 15-L60(12H,m) 




#6^ >9 0% (NMR) 


MS 448 (M+l) 



mmm^ 66 


1H NMR(S) ppm 

300MHz, DMS0-d6 
10. 59 (1H, s),8.3l(lH, s),8 
. 10(2H,d, J=8. 6Hz),8. 03(1 
H, d, J=8. 7Hz) , 8. 00-7. 85 (3 
H,m),7. 80(2H,d,J=8.6Hz), 
7.4K2H, d,J=8.2Hz),4. 98 ( 
1H, quint, J=8. 8Hz) , 2. 71-1 
.10(19H,m) 


0 ° 


> 9 0% (NMR) 


MS 508 (M+l) 


222 
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^13 


ntt«#* 67 


IH NMR( 6 ) ppm 


o 


M >=v CI 

o . - 


300MHz, DMS0-d6 
12. 81 (IH, brs),8. 42 (IH, s) 
7 QflflH d T=8 5Hz) 7 80 
-7. 52 (6H, m) , 7. 44 (2H, d, J= 
8 RHr} 5 25 (2H O 4 88(1 
H, quimt, J=8. 8Hz) , 2. 30-1. 
OZ on, W 


> 9 0% (NMR) 




MS 


481 (M+1) 








68 


IH NMR( 5 ) ppm 


; ° 


CI 


300MHz, DMS0-d6 
8. 31 (IH, d, J=l. 4Hz),8. 05 ( 
IH, d, J=8. 6Hz),7. 96 (IH, d, 
J=8. 6Hz),8. 86-8. 61 (4H, m) 
,7.51(1H, d, J=6. 3Hz),7. 33 
(2H, d, J=8. 8Hz) , 5. 28 (2H, s 
),4. 94 (IH, quint, J=8. 8Hz) 
,2. 31-1.60(8H,m) 


> 9 0% (NMR) 




MS 


481 (M+1) 








69 


IH NMR( 8 ) ppm 


o 

Ho 'i^ir 




300MHz, DMS0-d6 
9. 88 (IH. s),9. 42 (IH, s),8. 
32 (IH, s) , 8. 09and8. 02 (2H, 
ABq, J=9. OHz) , 7. 81and7. 78 
(4H, A' B' q, J=9. 2Hz),7. 50 ( 
2H, d, J=7. 8Hz),7.3l(2H, t, 
J=7. 8Hz) , 7. 00 (IH, t, J=7. 8 
Hz) , 5. 03 (IH, quint, J=8. 7H 
z), 2. 34-2. 17(4H, m), 2. 13- 
1. 96(2H,m), 1. 83-1. 64 (2H, 
m) 


>9 0% (NMR) 


MS 


441 (M+1) 




223 
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70 


1H NMR( 6 ) ppm 


o 

II 

"°-\ 


« 


300MHz, DMS0-d6 
8. 27 (1H, d, J=l. 2Hz), 8.04 ( 
1H d T=8. 7Hz) . 7. 94 (1H. d. 
J=8. 7Hz),7. 72 (2H, d, J=8. 7 
Hz) 7 60-7 20(12H m)6 74 
(1H, s),4. 92 (1H, quint, J=8 
9Hz) 2 30-1. 58 (8H. m) 


MS >9 0% (NMR) 




MS 


489 (M+l) 





$mtm*k 71 


1H NMR(S) ppm 

300MHz, DMS0-d6 
8.3K1H, s),8.05(lH, d, J=8 
.7Hz),7. 97 (1H, d,J=8. 7Hz) 
,7. 76 (2H, d,J=8. 6Hz),7. 44 
-7. 19 (7H. m) , 4. 94 (1H, quin 
t, J=8. 8Hz) , 4. 35 (2H, t, J=6 
.7Hz),3. 10(2H,t,J=6. 7Hz) 
,2. 32-1.60(8H,m) 


0 0 


> 9 0% (NMR) 


MS 427 (M+l) 






1H NMR(6) ppm 

300MHz, DMS0-d6 
8. 30 (1H, s),8. 25 (1H, d, J=8 
,7Hz),8. 03 (1H, d, J=9. 0Hz) 
,7.75(211, d, J=8. 7Hz),7.51 
(2H,.d,J=7. 2Hz),7.46-7. 33 
(5H,m),5.27(2H, s),4. 36(1 
H,m),2. 50-2. 25(2H,m),2. 1 
5-2. 00(2H,m), 1. 95-1. 85(2 
H,m), 1.35(lH,m), 1. 20-1. 1 
0(2H, m),0. 87 (9H, s). 




MS > 9 0% (NMR) 


MS 483 (M+l) 



224 
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^ 15 


nm&m^- 73 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
7. 59 (2H, d, J=8.4Hz), 7. 52- 
7. 35(6H,m),7.20(2H, d, J=8 
.7Hz),7. 14 (1H, d,J=2.1Hz) 
, 6. 90 (1H, dd, J=9. 0, 2. 4Hz) 
,5.21(2H, s),4. 83 (1H, quin 
t T=8 7Hz) . 4 70 (2H, s) 2. 
30-1. 90 (6H, m) , 1. 75-1. 55 ( 
2H,m). 


0 
11 


MS > 9 0% (NMR) 


MS 443 (M+l) 





1H NMR(S) ppm 

300MHz, DMS0-d6 
8. 27 (1H, s) , 8. 06and7. 97(2 
H, ABq, J=8. 7Hz) , 7. 57and6. 
86 (4H, A' B' q. J=8.9Hz),7.4 
2-7. 26 (5H, m) , 5. 04 (1H, qui 
nt,J=9. 0Hz),4. 42 (2H, s).2 
. 32-1. 94 (6H, m), 1. 80-1. 62 
(2H, m) 




> 9 0% (NMR) 


MS 412 (M+l) 




5lt£#l#-*§- 75 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
12. 80 (1H, s),8. 26(1H, s),7 
.90(1H, d, J=9.2Hz),7. 76-7 
. 60 (8H, m) , 7. 35 (2H, d, J=8. 
4Hz), 4. 84 (1H, quint, J=8. 8 
Hz), 3. 23 (3H, s),2. 32-1. 90 
(6H,m),l. 78-1. 61 (2H, m) 




#&S >9 0% (NMR) 


MS 476 (M+l) 
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m 16 



mmm^ 76 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 29 (IH, s) , 8. 07and7. 49 (2 
H, ABq, J=8. 7Hz) , 7. 66and7. 
00(4H,A'B' q. J=7. 7Hz),7.3 
9-7. 24(5H,m),5. 05 (IH, qui 
nt, J=8. 8Hz),4. 76 (2H, s),3 
.2K3H, s),2. 35-l.92(6H,m 
), 1.81-1. 62 (2H, m) 


0 


> 9 0% (NMR) 


MS 426 (M+l) 



#Ufe0J#*§- 77 


IH NMR( 5 ) ppm 

300MHz, DMS0-d6 
8.2K1H, s),7. 87 (IH, s),7. 
56and7. 43 (4H, ABq, J=8. 1Hz 
),7. 34-7. 16(5H,m),4. 25(1 
h, brt, J=12. 5Hz) , 3. 06-2. 9 
2(4H,m),2.41-2. 17(2H,m), 
1. 96-1. 77(4H,m), 1,72-1. 5 
8(lH,m), 1.48-1. 15(3H,m) 


O 

; HO^^Y V-/ == V-v /=\ 


> 9 0% (NMR) 


MS 425 (M+l) 




nm&m^ 78 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 i 
8. 14 (IH, s),7. 79 (IH, d, J=? 
.0Hz),7. 57 (IH, d. J=8. 7Hz) 
, 7. 40-7. 20 (5H, m) , 4. 89 (IH 
, quint, J=8. 7Hz),3. 54 (2H, 
s),3. 19-2. 90(3H,m),2. 23- k 
1.69(14H,m) 




fc&g >9 0% (NMR) 


MS 404 (M+l) 
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m 17 



zmmm^ 79 


IH NMR( 6 ) ppm 

300MHz, DMSO-d6 
8. 15 (IH, s),7.8KlH, d, J=8 
.4Hz),7. 59 (IH, d, J=9. 0Hz) 
,7. 50-7. 38(5H,m),5. 05 (IH 
, quint, J=9. 0Hz) , 3. 85-2. 9 
5(3H, m),2. 20-1.65(14H,m) 


o 


#>fi££ > 9 0% (NMR) 


MS 418 (M+l) 




IOk««*« 80 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 17(lH,m),7. 84 (IH, d, J=8 
.4Hz),7. 78-7. 62(3H,m),7. 
49 (2H, d, J=8. lHz),5. 05-4. 
91(lH,m),3. 80-3. 70(2H,m) 
, 3. 30-3. 12 (IH, m) , 2. 48-2. 
31 (5H, m) , 2. 15-1. 60 (12H, m 
) 




> 9 0% (NMR) 


MS 468 (M+l) 




HJfeM## 81 


IH NMR(S) ppm 

300MHz, DMS0-d6 
12. 75 (IH, brs),8. 21 (IH, d, 
J=1.4Hz),7. 49(lH,d, J=8.6 
Hz),7.85(lH,dd, J=8. 6,1.4 
Hz), 7. 70-7. 55(5H,m),7. 23 
(2H,d,J=8. 7Hz),5. 25 (2H, s 
),4. 36-4. 15(lH,m),2.39-2 
. 18 (2H, nO , 2. 00-1. 78 (4H, m 
), 1.70-1. 57 (lH,m), 1.48-1 
. 15(3H,m) 




US. >9 0% (NMR) 




MS 495 (M+l) 
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m is 




82 


IH NMR( 6 ) ppm 


'HO vT 




300MHz, DMS0-d6 
8. 27 (IH, s),8. 22 (IH, d, J=8 
. 7Hz) , 8. 02 (IH, d, J=8. 7Hz) 
,7. 69(2H,d. J=8. 7Hz),7.60 
-7. 50 (4H, m) , 7. 45-7. 25 (8H 
,m),6. 75 (IH, s), 4. 21-4. 23 
(IH, m) , 2. 39-2. 18 (2H, m) , 2 
. 10-1. 78 (4H,m), 1.70-1. 15 
(4H, m) 


> 9 0% (NMR) 




MS 


503 (M+l) 





HJ60»J#-J§- 83 


IH NMR(6) ppm 

300MHz, DMS0-d6 
13.2(1H, brs),8. 30 (IH, s), 
8. 23 (IH, d, J=8. 8Hz) , 8. 02 ( 
IH, d, J=8. 7Hz),7. 74 (2H, d. 
J=8. 6Hz) , 7. 40-7. 33 (5H, m) 
, 5. 22 (2tt, s) , 4. 36(1H, m> , 2 
.50-1.40(10H,m),1.31(18H 
, s). 




fcfi£ > 9 0% (NMR) 


MS 539 (M+l) 1 




mmm^ 84 


IH NMR(5) ppm 
mixture of 

isomers (cis : trans=3: l) 
300MHz, DMS0-d6 
8. 30 (IH, s) , 8. 20-7. 95 (2H, 
m),7.72(2H, d, J=8. 4Hz) , 7. 
52-7. 29 (7H, m) , 5. 25 (2H, s) 
,4. 34, 3.40(lH,m),2. 50-2. 
20 (2H, m) , 2. 05-1. 50 (6H, m) 
,1. 14, 0. 90 (3H, d, J=6. 9, 6. 
3Hz),1.09(lH,m). 




> 9 0% (NMR) 


MS 441 (M+l) 
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m 19 



rnmrn^- 85 


1H NMR(6) ppm 

300MHz,DMSO-d6 
8. 25(lH,s),8. 14-7. 83 (6H, 
m),7. 77-7.44(5H,m),7. 21 ( 
2H, d, J=7.8Hz),4.44(2H,br 
t),4.3l(lH,brt),3. 56 (2H, 
brt),2. 20-2. 16 (2H, in) , 2. 0 
0-1. 74 (4n, m;, 1. /U~l. oou 
H,m), 1.45-1. l4(3H,m) 


O \ 

o 


*6£ > 9 0% (NMR) 


MS 49101+1) 




Hife0iJ#-!§- 86 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
12. 75 (1H, s),8. 23 (1H, s),8 
. 15 (1H, d,J=7.6Hz),8. 02-7 
.53(10H, m),7. 32 (2H, d, J=8 
.7Hz),5. 68 (2H, s),4. 32 (IH 
, brt, J=12. 2Hz) , 2. 41-2. 20 
(2H.m),2. 01-1. 78(4H,m),l 
.71-1. 56(lH,m),l. 50-1.16 
(3H, m) 

— 


b ^ 


fcfigt >9 0% (NMR) 


MS 477 (M+l) 




'mum** 87 


IH NMR( 5 ) ppm 

300MHz, DMS0-d6 
12. 75 (IH, brs) , 8. 16 (IH, s) 
,7. 91and7. 82 (2H, ABq, J=8. 
5Hz) . 7. 44and6. 86(4H, A' B 
q, J=8. 6Hz) , 7. 39-7. 26 (10H 
,m),4. 82(2H.s),4. 35(lH,b 
rt, J=12.2Hz),2. 35-2. 16(2 
H,m), 1.97-1. 75 (4H,m), 1.6 
9-1. 56(lH,m), 1.45-1. 16(3 
H,m) 




>9 0% (NMR) 




MS 51601+1) 
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20 



nM®m%> 88 


1H NMR(S) ppm 

300MHz, DMS0-d6 

8.3K1H. s),8. 26and8. 06(2 

H, ABq, J=8. 9Hz) , 7. 73and7. 

22 (4H, A' B' q. J=8. 7Hz),7.5 

0-7. 36 C8H, m; , o. 10 s/ , 

4. 37 (1H, brt, j=12. 2Hz) , 2. 
oo o oo/ou m\ o ia i on ( 

4H,m), 1.70-1. 56 (lH,m),l. 
50-1. 20 (3H, m) 


o 

o • 


fcfiS > 9 0% (NMR) 


MS 503 (M+l) 





nmwm* 89 


1H NMR( 6 ) ppm 




9 1% (H PLC) 


MS 427 (M+D 




90 


1H NMR(S) ppm 

300MHz, DMS0-d6 
8.40-8. 20(2H,m),8. 04 (1H, 
d, J=8.4Hz),7. 65(2H.d,J=8 
.4Hz),7.50-7.10(12H,m),5 
.08(lH,m),4. 33(lH,m),3.0 
0(4H, m),2. 50-1. 10(10H,m) 


b b 


> 9 0% (NMR) 


MS 531 (M+D 
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HJfc09## 91 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8.3K1H, s),8. 27 (1H, d, J=8 
. 7Hz) , 8. 08-8. 03 (3H, m) , 7. 
77-7. 58(5H,m),7.31(2H,d, 
J=8. 7Hz),5.81(2H,s),4.40 
(1H, m) , 2. 50-1. 20 (10H, m) . 


U 


fcfiS #)9 0% (NMR) 


MS 455 (M+l) 




mm&m-B- 92 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
11.8(lH,brs),8.07(lH, s), 
7. 89 (1H, d, J=8. 7Hz),7. 84 ( 
1H, d, J=8. 4Hz) , 7. 69(2H,m) 
,7. 48(3H.m),4. 42(2H.s),4 
. ll(lH,m),3. 73(4H,m),3.4 
0 (4H, m) , 2. 40-1. 40 (10H, m) 


O 2HCI 


#6£E > 9 0% (NMR) 


MS 419 (M+l) 




s&!fc0»J#-i§- 93 


1H NMR ( 6 ) ppm 

300MHz, DMS0-d6 
8. 32 (1H, s),8. 28 (1H, d, J=8 
' . 9Hz) , 8. 05 (1H, d, J=8. 7Hz) 
,7.72(2H,d, J=8. 7Hz),7.38 
(4H,d,J=7.2Hz),7.3l(4H, t 
. J=7. 3Hz),7.21-7. 17(4H,m 
),4.37(lH,m),4. 26 (1H, t, J 
=7. 9Hz),4. 01(2H,t, J=6. 2H 
z) , 2. 57 (2H, m) , 2. 50-2. 20 ( 
2H, m) , 2. 10-2. 00 (2H, m) , 2. 
00-1. 75 (2H, m) , 1. 75-1. 55 ( 
1H, m), 1.55-1. 20 (3H,m). 


0 


fcfcjg > 9 0% (NMR) 


MS 531 (M+l) 





231 
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m 22 


mmmm^ 94 


IH NMR( 6 ) ppm 


O c, 


300MHz, DMS0-d6 
8. 32 (IH, s),8. 27 (IH, d, J=9 
.0Hz),8. 05 (IH, d, J=8. 7Hz) 
,7. 75-7. 70 (3H, m),7. 56 (IH 
, d, J=8. 4Hz) , 7. 55-7. 35 (6H 
,m),7. 22 (2H, d, J=8. 7Hz),5 
. 11 (2H, s),4. 36(lH,m),2.4 
0-2. 15(2H,m),2. 15-1.95(2 
H, m), 1.95-1. 75 (2H,m), 1.7 
5-1. 55(lH,m), 1.55-1.20(3 
H.m). 


fcES > 9 0% (NMR) 


MS 537 (M+l) 





mmm^ 


95 


IH NMR ( 5 ) ppm 






300Hz, DMS0-d6 

12. 9 (IH, brs) , 8. 02 (IH, s), 

7. 82 (2H, m) , 7. 40-7. 25 (5H, 

m),4..58(2H, s)', 4. 09(lH,m) 

,3.7l(lH,m),3. 49(2H,m),3 

.2l(2H,m),2. 35-1. 30(14H, 

m). 


> 9 0% (NMR) 




MS 


434 (M+l) 








96 


IH NMR(6) ppm 


• 




300MHz, DMS0-d6 
8. 31 (IH, d, J=l. 3Hz),8. 27 ( 
IH, d, J=8.8Hz),8. 05 (IH, d, 
J=8. 8Hz) , 7. 76 (2H, d. J=8. 7 
Hz), 7. 40-7. 25 (4H, m),7.06 
-6. 90 (3H, m) , 4. 53-4. 26 (5H 
,m),2.40-2. 18(2H,m),2. 12 
-1. 56 (5H, in), 1. 50-1. 19 (3H 
,m) 


fc&g > 9 0% (NMR) 




MS 


457 (M+l) 
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97 


IH NMR( 5 ) ppm 

300MHz,DMSO-d6 
8. 32 (IH, d, J=l. 3Hz) , 8. 29 ( 
lH,d, J=8. 8Hz),8. 05 (IH, dd 
,J=8. 8, 1. 3Hz),8.42(2H, d. 
J=8. 8Hz) , 7. 37-7. 16 (7H, m) 
,4. 48-4. 30(lH,m),4. 12(2H 
t T=6 2Hz) . 2. 83-2. 70 (2H 
,m),2. 40-1.50(9H,m), 1.59 
-1. 19(3H,m) 


ho'\(^V^L_/ = \_^ 
11 JL / — \v //— O 

O 


> 9 0% (NMR) 


MS 455 (M+l) 




nmm&%- 98 


IH NMR(5) ppm 

300MHz, DMS0-d6 
8.28(1H, d, J=l. 3Hz),8. 21 ( 
lH,d,J=8. 8Hz),8.01(lH, d, 
J=10. lHz),7. 70 (2H, d.J=8. 
7Hz), 7. 33-7. 12 (7H, m),4.4 
4-4. 28(lH,m),4. 10 (2H, t, J 
=6. 3Hz),2. 62 (2H, t, J=7. 4H 
z),2. 39-2. 15 (2H, m),2. 10- 
1. 18(14H,m) 


. 0 


>9 0% (NMR) 


MS 483 (M+l) 



mmmm-w 99 


IH NMR( 5 ) ppm 


0 


300MHz, DMS0-d6 
12. 93(lH,brs),8.30(lH, d, 
J=1.4Hz),8. 04 (IH, d, J=8. 7 
Hz.),7.92<lH,dd,J=8.7,1.4 
Hz), 7. 59-7. 34(5H.m),7. 07 
(IH, s),5. 38 (2H, s),4. 78-4 
. 60 (IH, m) , 2. 32-2. 14 (2H, m 
),2. 03-1.28(8H,m) 


. >9 0% (NMR) 




MS 418 (M+l) 
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mm^m* 100 


IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
8. 46 (IH, d, J=2. lHz),8. 16 ( 
IH, s),8. 00 (IH, dd, J=8.5,2 
. lHz),7. 87 (IH, d,J=8.5Hz) 
,7. 68 (IH, d, J=8. 5Hz),7. 55 
-7. 30(5H,m),7. 08 (IH, d, J= 
8. 5Hz) , 5. 45 (2H, s) , 4. 25-4 
.08(lH,m),2. 39-2. 18(2H,m 
),2. 00-1. 75(4H,m), 1.70-1 
.55(lH.m), 1.45-1. 19(3H,m 
) 


0 

o 


> 9 0% (NMR) 


MS 427 (M+l) 




mmmm%- 101 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 33 (IH, s),8.31(lH, d, J=6 
.9Hz),8. 06(lH, d, J=8. 4Hz) 
, 7. 76and7. 29 (4H, ABq, J=8. 
9Hz),6. 68 (2H, s),4. 37 (IH, 
m),4. 35 (2H, t, J=7. 0Hz),3. 
79 (6H, s),3. 63(3H,s),3. 04 
(2H, t, J=6. 9Hz),2. 30(2H.m 
),2. 04 (2H. m), 1.86(2H,m), 
1. 65(lH,m), 1.50-1. 15 (3H, 
m) 


H3C-0 p 

H 3 C 


#G£ > 9 0% (NMR) 


MS 531 (M+l) 




mm&m^ 102 


IH NMR (6 ) ppm 

300MHz, DMSO-d6 
12. 88 (IH, s),8. 34 (IH, s),7 
.86(lH,d, J=8. 5Hz),7. 73(1 
H, d, J=8. 5Hz), 7. 63and7. 23 
(4H, ABq, J=8. 7Hz),7.52-7. 
35 (5H, m),5. 22 (2H. s),4.31 
(IH. m),2. 39(2H.m), 1.79(2 
H,m), 1.53(2H.m),1.3l(2H, 
m), 1. 11 (3H, s),0. 95(3H,s) 


H y cH3 


> 9 0% (NMR) 


MS 455 (M+l) 
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103 


1H NMR( 6 ) ppm 


o 


t> 


300MHz, DMS0-d6 

12. 79(lH,brs),8.22(2H, s) 

, 8. 02-7. 78 (4H, m) , 7. 63-7. 

,4. 43 (2H, s),4. 27(lH,brt, 
J=12. 2Hz; , 3. 59 Un, 
9-2. 15(2H.m), 1. 98-1.72(4 
n, my, 1. bo 1. OiKln, my, 1. 1 
3-1. 12(3H,m) 


> 9 0% (NMR) 




MS 


491 (M+l) 





mnw&& 104 


1H NMR( 6) ppm 

300MHz, DMS0-d6 
12. 75 (1H, s),8. 23 (IH, s),7 
. 94and7. 86 (2H, ABq, J=8. 6H 
z),7. 64and7. 05(4H,A'B'q, 
J=8. 7Hz) , 7. 32-7. 09 (9H, m) 
,5. 13 (2H. s),4. 28(lH,brt, 
J=12. 2Hz) , 2. 36-2. 19 (2H, m 
),1. 95-1. 77(4H,m), 1.66-1 
.56(lH,m),l. 46-1. 10(3H,m 
) 


o 

O ° 


JMSft > 9 0% (NMR) 


MS 519 (M+l) 




mmm^ 105 


IH NMR(fi) ppm 

300MHz, DMS0-d6 
8. 23 (IH, s),7.94and7. 87(2 
H, ABq, J=8. 6Hz) , 7. 68and7. 
17(4H,A' B' q. J=8.7Hz),7.4 
6-7. 33 (6H, m) , 6. 93and6. 75 
(2H, A"B"q,J=8.2Hz),6. 82 ( 
IH, s),5. 13(2H.s),4. 30 (IH 
, brt, J=12. 2Hz) , 2. 39-2. 18 
(2H, m), 1.98-1. 77 (4H,m),l 
.71-1. 59(lH,ra), 1.48-1.20 
(3H, m) 




#6^ > 9 0% (NMR) 


MS 519 (M+l) 
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mmm^ 106 


IH NMR(5) ppm 

300MHz, DMS0-d6 
12. 89(lH,brs),9. 73 (IH, s) 
,8. 24 (IH, s),8. 03and7.91( 
2H, ABq, J=8. 7Hz) , 7. 66and7 
.04(4H,A' B* q, J=8. 7Hz), 7. 
16-7. 03(3H,m),6. 89 (2H, t, 
T=9. 2Hz) , 4. 33 (IH. brt. T=l 
2. 2Hz),2.40-2. 18(2H,m),2 
. 00-1. 78 (4H, m) , 1. 70-1. 58 
(lH,m), 1.50-1. 20(3H,m) 


o 

o ° 


> 9 0% (NMR) 


MS 429 (M+l) 




m&m&Jlr 107 


IH NMR ( 5 ) ppm 

300MHz, DMS0-d6 
12. 98 (IH, brs),9. 82 (IH, br 
s) , 8. 27 (IH, s) , 8. 09and7. 9 
4(2H, ABq, J=8. 7Hz) , 7. 74an 
d7. 22(4H,A* B* q, J=8. 7Hz), 
7. 28-7. 22 (IH, m) , 6. 67-6. 5 
4(3H,m),4,35(lH,brt, J=12 
.2Hz),2. 40-2. 20(2H,m),2. 
05-1. 80 (4H, m), 1. 72-1. 59 ( 
lH,m), 1.50-1. 21 (3H,m) 




fcfiSE > 9 0% (NMR) 


MS 429 (M+l) 




108 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 24 (IH, s) , 8. 01and7. 90 (2 
H, ABq, J=8. 7Hz) , 7. 65and7. 
03(4H,A'B' q, J=8. 7Hz) , 7. 3 
2-7. 20 (3H, m),7. 08-7. 03(1 
H, m) , 4. 32 (IH, brt, J=12. 2H 
z),3. 77 (3H, s),2. 36-2. 20 ( 
2H,m),2. 00-1. 78(4H,m),l. 
71-1. 59(lH,m), 1.44-1. 11 ( 
3H, m) 




fcfigE > 9 0% (NMR) 


MS 443 (M+l) 
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mmm^ 109 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
12. 75 (IH, s),8.24(lH, s), 7 
. 96and7. 87 (2H, ABq, J=9. OH 
z),7.69and7. 19 (4H, A' B' q, 
J=8. 6Hz),7. 37 (IH, t. J=7. 1 
Hz), 6. 84-6. 70(3H.m),4.31 
(IH, brt, J=12. 2Hz),3. 78(3 
H, s) , 2. 39-2. 20(2H,m),1.9 
8-1.78(4H,m), 1.76-1.60(1 
H,m), 1. 48-1. 13 (3H, m) 


0 


>9 0% (NMR) 


MS 443 (M+l) 



mm®m^ no 


IH NMR( 6 ) ppm 


t> o 


300MHz, DMS0-d6 
8. 31 (IH, s) , 8. 26and8. 04(2 
H, ABq, J=8. 8Hz) , 7. 75and7. 
71 (4H, A' B' q, J=8. 8Hz),7.3 
2-7. 03 (4H, m),4. 34(lH,brt 
, J=12. 2Hz),3. 94 (2H, t, J=6 
.3Hz),2. 40-2. 19(2H,m),2. 
ll-1.8l(4H,m), 1.72-1. 16 ( 
6H,m),0.7l(3H, t, J=7. 3Hz) 


*BS > 9 0% (NMR) 




MS 471 (M+l) 





mmm&-%- 111 


IH NMR( 5 ) ppm 




300MHz, DMS0-d6 
8. 22 (IH, s),7. 91and7. 87(2 
H, ABq, J=8. 7Hz) , 7. 68and7. 
18(4H,A'B'q, J=*. 7Hz),7.3 
5(1H, t, J=8. 5Hz),6. 80 (IH, 
d, J=9. 0Hz) , 6. 72-6. 68 (2H, 
m) , 4. 30 (IH, brt, J=12. 2Hz) 
, 3. 94 (2H, t, J=6. 5Hz) , 2. 39 
-2. 18 (2H,m), 1.97-1. 58 (7H 
,m). 1. 45-1. 20(3H,m),0. 97 
(3H, t, J=7. 4Hz) 


> 9 0% (NMR) 


MS 471 (M+l) 
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mM®m-%- 112 


IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
12. 73 (IH, s),8. 22 (IH, s),7 
. 94and7. 85 (2H, ABq, J=9. 3H 
z),7. 61and7. 01 (4H, A' B' q, 
J=8. 6Hz) , 7. 25-7. 00 (4H, m) 
,5. 25 (2H,brs),4. 55 (2H, d, 
T=6 6Hz) . 4. 29 (IH. brt T=l 
2.2Hz),2. 38-2. 18(2H,m),l 
. 96-1. 78 (4H,m), 1.70-1. 56 
(lH,m), 1. 67 (3H, s), 1.60(3 
H, s) , 1. 48-1. 15 (3H, m) 


/ 


£6^ > 9 0% (NMR) 


MS 497 (M+l) 




smmm* 113 


IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
12. 75 (IH. s),8. 23(lH, s),7 
. 95and7. 86 (2H, ABq, J=8. 9H 
z),7. 69and7. 18(4H,A'B' q. 
J=8. 9Hz),7. 35(lH, t. J=8. 3 
Hz) , 6. 8 1-6. 69 (3H, m) , 5. 41 
(2H, brs) , 4. 54 (2H, d, J=6. 6 
Hz), 4. 31 (IH, brt, J=12. 2Hz 
),2. 41-2. 18(2H,m), 1.98-1 
.76(4H,m),l. 73 (3H, s),1.7 
0-1. 58(lH,in), 1.68(3H, s), 
1.45-1. 17(3H,m) 




#6^ > 9 0% (NMR) 


MS 497 (M+l) 





IH NMR( 6 ) ppm 




300MHz, DMS0-d6 
12. 73 (IH, s),8. 22(lH, s),7 
. 94and7. 85 (2H, ABq, J=8. 4H 
z) , 7. 60and6. 99 (4H, A' B' q, 
J=8. 6Hz) , 7. 29-7. 00 (4H. m) 
, 4. 29 (IH, brt, J=12. 2Hz) , 3 
. 99 (2H, t, J=6. 3Hz), 2. 41-2 
.20(2H,m), 1.95-1. 76 (4H,m 
), 1.70-1. 14(7H,m),X>. 76(3 
H, d, J=6. 6Hz) 


> 9 0% (NMR) 




MS 499 (M+l) 
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SBfiWS* 115 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 23 (IH, s),7. 93and7. 87(2 
H, ABq, J=8. 6Hz) , 7. 69and7. 
19(4H,A' B* q, J=8.6Hz),7.3 
5(1H, t, J=7. 8Hz) , 6. 82-6.6 
9(3H.m),4. 30(lH,brt,J=l2 
. cxvl) , *t. uvi \£.n, x, j o. »nz/ 
,2. 38-2. 20(2H,m), 1.97-1. 
54(8H,m), 1.47-1. 20 (3H,m) 
,0. 93(6H,d, J=6. 6Hz) 


9 

w w 


>9 0% (NMR) 


MS 499 (M+l) 






IH NMR( 5 ) ppm 

300MHz, DMS0-d6 
8. 30 (IH, s),8. 25 (IH, d, J=8 
.9Hz),8. 03 (IH, d, J=8.8Hz) 
,7. 68(2H,d, J=8.8Hz),7.24 
(2H,d.J*7. 2Hz),7. 19-7. 10 
(6H,m),6- 94(2H,t,J=7. 2Hz 
),4. 34(lH,m),4. 19(4H,brs 
),3. 10(4H,brs),2.40-2. 15 
(2H,m),2. 10-1.95(2H,m),l 
.95-1. 75(2H,m), 1.75-1.55 
(lH,m), 1. 55-1. 20 (3H, m). 


HO \x!K>S'ib 

o . 


#<6£ >9 0% (NMR) 


MS 557 (M+l) 




mmmm^ in 


IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
12.8(1H, brs),8. 22 (IH, s), 
7.98(1H, d, J=8. 7Hz),7. 87 ( 
IH, d, J=8. 6Hz) , 7. 80 (2H, d, 
J=8. 2Hz) , 7. 72-7. 67 (3H, m) 
,7,59(2H, d. J=8. 7Hz),7. 54 
-7.5K2H, m),7.42-7.41(lH 
,m),7. ll(2H,d, J=8. 8Hz),5 
.09(2H, s),4. 27(lH,m),2.4 
0-2. 15 (2H, m) , 2. 00-1. 75 (4 
H,m),l. 75-1. 55(lH,m), 1.5 
5-1.15(3H,m). 


CF3 


M£ > 9 0% (NMR) 


MS 571 (M+l) 
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118 


1H NMR( 6 ) ppm 


o 

II 


CI 


300MHz, DMS0-d6 
13.3(lH,brs),8. 30 (1H, s), 
8.25(1H, d, J=8. 9Hz),8. 04 ( 
1H, d, 5=8. 7Hz),7. 72 (2H, d, 
J=8. 8Hz) , 7. 57 (4H, d, J=8. 6 
Hz),7.47(4H, d, J=8.6Hz),7 
. 33 (2H, d, J=8. 9Hz) , 6. 84 (1 

H, s),4.33(lH,m),2. 45-2. 1 
0 (2H, m) , 2. 10-1 . 95 (2H, m) , 

I. 95-1. 70(2H.m), 1. 70-1.5 
5(lH,m), 1. 55-1. 15 (3H, in). 


Ug. > 9 0% (NMR) 


MS 


571 (M+l) 





mmm^ 119 


1H NMR(6) ppm 

300MHz, DMS0-d6 
8. 32-8. 30 (2H, m) , 8. 07-8. 0 
3 (1H, m) , 7. 74and6; 90 (4H, A 
Bq, J=8. 7Hz),4. 37 (1H, m),4 
.31(2H,t, J-6. 8Hz),3. 74(3 
H, s),3. 04 (2H, t, J=6. 7Hz), 
2. 30 (2H, m> , 2. 02 (2H, m) , 1. 
86(2H,m), 1. 63(lH,m), 1.55 
-1. 15(3H,m) 


b % 

H 3 C 


> 9 0% (NMR) 


MS 471 (M+l) 




mmm^ 120 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 23 (1H, s),7. 99 (1H, d, J=8 
.7Hz),7. 88 (1H, d,J=8. 4Hz) 
, 7. 61and7. 16 (4H, ABq. J=8. 
6Hz),7. 30-7. 22(2H,m),7.0 
1(2H, d, J=8. lHz),6. 92 (1H, 
t, J=7. 5Hz),4. 28(lH,m),4. 
25 (2H, t, J=7. 2Hz),3.83 (3H 
,s),3.07(2H, t, J=7. lHz),2 
.28(2H, m)2. 00-1. 75 (4H, m) 
, 1. 70-1.55(lH,m), 1.50-1. 
15(3H,m) 


0 0 


> 9 0% (NMR) 


MS 471 (M+l) 
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121 


1H NMR( 6 ) ppm 


HO*" Hi - 


W CH 3 


300MHz, DMS0-d6 
12. 85 (1H, brs),8.24(lH, s) 
,8.01(1H, d, J=8. 7Hz),7. 90 
(1H, d, J=8. 6Hz) , 7. 62and, 7 
. 17 (4H, ABq, J=8. 7Hz) , 7. 24 
(lH,m),6. 94(2H,m),6. 82(1 
H, m) , 4. 32 (2H, t, J=6. 7Hz) , 
3. 76(3H,s),3. 07 (2H, t, J=6 
.7Hz),2. 29(2H,m),2. 00-1. 
75(4H,m), 1.70-1. 55 (1H, in) 
, 1. 50-1. 15 (3H, m) 




> 9 0% (NMR) 


MS 


471 (M+l) 





hjsws* 122 


1H NMR(S) ppra 

300MHz, DMS0-d6 
12.8UH, brs),8. 22 (1H, s), 
7. 87 (2H, m),7. 62 (2H, d, J=8 
. lHz),7. 60-7.20(7H.m), 5. 
23 (2H, s),4. 46 (1H, m),2. 50 
-2. 30(2H,m). 1. 70-1.40(10 
H,m). 




> 9 0% (NMR) 


MS 441 (M+l) 




m-mmw-%- 123 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 24 (1H, s),7. 97 (1H, d, J=9 
. 0Hz) , 7. 87 (1H, d, J=8. 4Hz) 
,7. 65(2H,d. J=8. 7Hz),7.40 
-7. 05 (9H, m) , 7. 03 (2H, d, J= 
8. 4Hz),4.31(lH, m),4. 18(2 
H, t, J=6. 6Hz) , 2. 81 (2H, t, J 
=6.3Hz),2. 40-2.20(2H,m), 
2. 00-1. 70(4H,m),l. 70-1.5 
0(1H, m), 1.50-1. 05(3H,m). 




>9 0% (NMR) 


MS 533 (M+l) 
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124 


IH NMR( 6 ) ppm 






300MHz, DMS0-d6 
13. KlH,brs),8. 29(lH,s), 
8. 17(lH,d,J=8.7Hz),7. 99 ( 
IH. d,J=8. 7Hz),7. 77 (2H, d. 
J=8. 7Hz) , 7. 40-7. 20 (8H, m) 
, 6. 84 (IH, d. J=9. 3Hz) , 6. 75 
-6. 72 (2H, m) , 4. 36 (IH, m) , 4 
. 22 (2H, t, J=6. 8Hz) , 3. 04 (2 
H, t. J=6.7Hz),2.40-2. 15(2 
H, m),2. 15-1. 95 (2H, m),1.9 
5-1. 75(2H,m), 1.75-1.55(1 
H, m),l. 55-1. 15 (3H, m). 


fc£S >9 0% (NMR) 


MS 


533 (M+l) 






nm&m-% 125 


IH NMR( 5 ) ppm 


hoT^ 


0 ^ 


300MHz, DMS0-d6 
8. 32 (IH, s),8. 28 (IH, d, J=8 
.7Hz),8. 05 (IH, d, J=9. 0Hz) 
,7. 73(2H,d, J=9. 0Hz),7. 43 
(4H, d. J=7. 2Hz) , 7. 36-7. 20 
(8H,m),4. 74(2H,d, J=7. 5Hz 
),4. 57(lH,t,J=7.5Hz),4.3 
8(lH,m),2. 40-2. 15(2H,m), 
2. 15-1.95(2H,m), 1. 95-1.8 
5(2H,m), 1.85-1. 55 (lH,m), 
1. 55-1. 20(3H,m). 




>9 0% (NMR) 


MS 


517 (M+l) 








126 


IH NMR( 6 ) ppm 


HO 




300MHz, DMS0-d6 
8. 32 (IH, s),8. 14(lH,d, J=8 
.7Hz),8. 03 (IH, d, J=8. 7Hz) 
,7. 77 (2H, d. J=9. 0Hz) , 7. 52 
-7. 31(7H.m),5. 74(2H,m),5 
.26(2H, s),4.61(lH,m),2.9 
6(lH,m),2. 60-2. 10(5H,m). 


> 9 0% (NMR) 




MS 


425 (M+l) 
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127 


1H NMR( 6 ) ppm 


: H^X 


F 


300MHz, DMS0-d6 
13.2(lH,brs),8. 33 (1H, s), 
8. 12 (1H, d,J=8. 7Hz),7. 96 ( 
1H, d, J=8. 8Hz) , 7. 79 (2H, d, 
J=8. 7Hz) , 7. 52-7. 32 (7H, m) 
,5. 26(2H,s),4. 92 (1H, d, J= 
49. 4Hz),4. 57(lH,m),2. 65- 
2. 35(2H,m),2. 25-1. 50 (6H, 
m) . 


> 9 0% (NMR) 




MS 


445 (M+l) 





128 


1H NMR(6) ppm 

300MHz, DMS0-d6 

8.21(1H, s),7. 92and7. 85(2 

H, ABq, J=8. 6Hz) , 7. 61and7. 
06 (4H, A' B' q. J=8. 6Hz),7.3 
6-6.9l(9H,m),4.24(lH,br't 
, J=12.2Hz),2. 35-2. 15 (2H, 
m), 1.95-1. 75(4H,m),l. 70- 

I. 58 (lH,m), 1.48-1. 14 (3H, 
m) 




> 9 0% (NMR) 


MS 505 (M+l) 




129 


1H NMR( 8 ) ppm 

300MHz, DMS0-d6 
8.21(lH,s),7. 92and7. 86(2 
H, ABq, J=8. 6Hz) , 7. 69and7. 
22 (4H, A' B ? q, J=8. 6Hz) , 7. 5 
2-7. 39 (1H, m) , 7. 47and7. 41 
(2H, A'B'q, J=8. 1Hz) , 6. 91 ( 
lH,d, J=8.0Hz),6. 89 (1H, d, 
J=8. 2Hz),6. 75 (1H, s),4. 36 
-4. 18 (1H, m) , 2. 38-2. 17 (2H 
,m), 1. 95-1. 76(4H,m), 1. 70 
-1.59(lH,m), 1. 44-1. 19 (3H 
,m) 


HojL 0:;]>-0-°. O 


>9 0% (NMR) 


MS 505 (M+l) 
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mmmm^- 130 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 27 (IH, s),7. 69 (2H, d, J=8 
.6Hz),7.49-7.21(llH, m),5 
. 08and5. 03 (2H, ABq, J=12. 6 
Hz), 5. 07-4. 99(lH,m),4. 26 
(2H, d, J=6. 6Hz) , 2. 40-2. 18 
(2H,m),2.04-l. 77(4H,m), 1 
. 70-1. 58(lH,m), 1.48-1. 15 
(3H, m> 


w . o 


> 9 0% (NMR) 


MS 590 (M+l) 






IH NMR( 6 ) ppm 

300MHz, 0MSO-d6 
8. 29 (IH, s),8. 11 (IH, d,J=9 
.0Hz),7. 96 (IH, d, J=8. 4Hz) 
,7. 80 (2H, d. J=8. lHz),7. 72 
-7.41 (7H,m),7. 12 (IH, d,J= 
12. 6Hz) , 7. 01 (IH, d, J=8. 4H 
z),5. 12(2H,s),4. 06(lH,m) 
,2. 35-2. 10(2H,m),2. 00-1. 
75(4H,m),l. 75-1. 55(lH,m) 
, 1.60-1. 20 (3H,m). 


CF 3 

to 


iKft >9 0% (NMR) 


MS 589 (M+l) 




HJfeM#-5§- 132 


IH NMR( 5 ) ppm 

300MHz, DMS0-d6 
12.8(1H, brs),8. 23 (IH, s), 
7.97(1H, d,J=8. 7Hz),7. 87 ( 
lH,d,J=8. 6Hz) > 7.66(2H,d, 
J=8. 6Hz), 7. 49-7. 33 (5H, m) 
,7. 17-7. 05(6H.m),5. 12 (2H 
,s),4.31(lH,m),2. 40-2. 15 
(2H,m),2. 05-1.20(8H,m). 




#6^ > 9 0% (NMR) 


MS 519 (M+l) 
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m&m* 133 


IH NMR( 8 ) ppm 

300MHz, PMS0-d6 
8. 57 (IH, s),8.01(lH, d, J=8 
.7Hz),7. 66 (IH, d, J=8. 7Hz) 
,7.51(2H, d, J=8.7Hz),7. 31 
(4H,d,J=8. 0Hz),7. 16(4H.d 
, J=8.0Hz).7.09(2H, d, J=8. 

mm mm V ^ S~% / + V * \ 4 /"\ mm f m W « 

7Hz) , 6. 26 (IH, s) , 4. 37 (IH, 
m), 2. 41-2. 28(2H,m),2. 33 ( 
6H, s),2. 03-1. 84(4H,m), 1. 
77 (lH,m), 1.45-1. 20(3H,m) 


o 


>9 0% (NMR) 


MS 531 (M+l) 




134 


IH NMR( 8 ) ppm 

8. 59(lH,d, J=1.5Hz),8. 02( 
IH, dd, J=8. 7, 1.5Hz),7.68( 
IH, d, J=8. 7Hz),7. 54 (2H, d, 
J=8. 8Hz) , 7. 39 (4H, dd, J=8. 
7,5. 3Hz),7.08(4H, d,J=8.7 
Hz), 7. 05 (2H, d, J=8. 8Hz),6 
.29(lH,s),4. 36(lH,m),2.4 
3-2. 19(2H,m),2. 04-1. 85(4 
H,m),l. 78(lH,m),l. 45-1.2 
3 (3H, m) . 


0 

F 


> 9 0% (NMR) 


MS 539 (M+l) 



mmm^ 135 


IH NMR( 6 ) ppm 


1 




300MHz, DMS0-d6 
12. 34 (IH, brs),7. 93 (IH, s) 
,7. 55(lH,d. J=8. 6Hz),7. 33 
-7. 15(6H,m),7. 11 (2H, d. J= 
8. 6Hz) , 4. 30-4. 20 (IH, m) , 4 
. 07 (2H, t, J=6. 3Hz) , 3. 93 (3 

H, s),2. 78(2H,t, J=7.4Hz), 
2. 35-2. 19 (2H, m) , 2. 12-2. 0 
0(2H,m), 1. 91-1. 79(4H,m), 

I. 69-1. 60(lH,m), 1.47-1. 2 
0(3H, m) 


mm 


>9 0% (NMR) 


MS 


485 (M+l) 
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mmmm^ 136 


IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 13 (IH, s),7. 65(2H,d,J=8 
. 7Hz),7. 63 (IH, s),7. 35-7. 
12(7H,m),4. 35-4. 20(lH,m) 
,4. 10 (IH, t, J=6.3Hz),2. 78 
(2H, t, J=7. 5Hz),2. 33-1. 78 
(8H, m), 1. 70-1. 16 (4H, m) 


O ^ 


> 9 0% (NMR) 


MS 471 (M+l) 




mm** 137 


IH NMR ('6 ) ppm 

300MHz, DMS0-d6 
8. 24 (IH, s),8. 11(1H, s),7. 
76 (2H, d, J=9.0Hz),7. 37-7. 
16 (7H, m),4. 43-4.30(lH,m) 
,4. 13 (2H, t, J=6. 3Hz),2. 84 
-2. 68 (5H, m) , 2. 42-2. 22 (2H 
,m),2. l8-1.80(6H,m),l. 70 
-1.20 (4H,m) 




> 9 0% (NMR) 


MS 469 (M+l) 






IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
12. 73 (IH, brs),8. 22 (IH, s) 
,7. 76 (IH, d, J=8. 7Hz),7. 85 
(IH, d,J=8. 7Hz),7. 54-7. 49 
(4H,m>,7.42-7.21(5H ( m),7 
. 11-7. 09(3H.m),6. 93(lH,m 
),5. 17 (2H, s),4. 29(3H,m), 
3. ll(2H,m),2.40-2. 20 (2H, 
m), 1.99-1. 23 (8H,m) 


b >5 


>B* > 9 0% (NMR) 


MS 547 (M+l) 
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139 



HO 




o 



mm 



>9 0% (NMR) 



MS 



547 (M+l) 



1H NMR( 6 ) ppm 

300MHz, DMS0~d6 
12. 73(lH,brs), 8. 22(lH,s) 
,7. 93 (1H, d, J=8.7Hz),7. 73 
(1H,jb),7.60-7. 57(2H,m),7 
.47-6. 90 (1H, m),5. 11 (2H, s 
),4. 33-4. 28<3H,m),3. 09-3 
.04(2H, t,J=6. 7Hz),2. 35-2 
.20(2H,m), 1.95-1. 10(8H,m 



140 




> 9 0% (NMR) 



MS 



487 (M+l) 



1H NMR(d) ppm 

300MHz, DMSO-d6 
12. 83 (2H, brs) , 8. 22 (1H, s) 
,7. 94 (1H, d, J=8. 7Hz),7. 85 
(1H, d. J=8.4Hz), 7.63-7. 60 
(2H,m),7. 26-7. 03(6H,m),4 
.73 (2H, s),4. 30 (1H, m),2.4 
0-2. 15 (2H, m) , 2. 00-1. 20 (8 
H, m) 



141 




mm 
"ms" 



> 9 0% (NMR) 
487 (M+l) 



1H NMR( 5 ) ppm 

300MHz, DMS0-d6 
12. 87(lH,brs),8. 24 (1H, s) 
,7. 97 (1H, d, J=9.0Hz),7. 87 
(1H, d, J=8. 7Hz) , 7. 69and7. 
19 (4H, ABq, J=8. 7Hz) , 7. 36 ( 
1H, t, J=8.7Hz),6. 80-6. 72 ( 
3H,m),4.71(2H, s),4. 32 (1H 
,m) , 2. 29 (2H, m) , 1. 95-1. 25 
(8H, m) 
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142 


IH NMR( 6 ) ppm 


0 


O Cl 


300MHz, DMS0-d6 
8. 32 (IH, s),8. 27 (IH, d, J=8 
.7Hz),8. 05 (IH, d, J=9. 0Hz) 
,7. 76-7. 72(3H,m),7. 54 (IH 
, d, J=8. 4Hz) , 7. 39-7. 22 (7H 
.m),5. ll(lH.s),4. 36(lH,m 
),2. 35 (3H, s),2. 35-2. 15(2 
H,m),2. 15-1. 95(2H,m),1.9 
5-1. 75 (2H,m), 1.75-1. 55(1 
H,m), 1. 55-1. 15(3H,m). 


>9 0% (NMR) 




MS 


551 (M+l) 





mm* 14a 


IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
13. l(lH,brs),8. 30 (IH, s), 
8. 24 (IH, d, J=8. 8Hz), 8. 03 ( 
lH.d, J=8. 7Hz),7. 74-7. 71 ( 
3H,m),7. 52 (IH, d,J=8. 3Hz) 
,7.40-7. 36(3H,m),7. 23 (2H 
,d, J=8. 8Hz),7.0l(2H, d, J= 
8. 7Hz),5. 11 (2H. s),4. 35(1 

H, m),3. 79 (3H, s),2. 45-2. 1 
5(2H,m),2. 15-1.95(2H,m), 

I. 95-1. 75(2H,m), 1.75-1. 5 
5(lH,m), 1.55-1. 15(3H,m). | 


/ 
o 

O cr 


> 9 0% (NMR) 


MS 567 (M+l) 




mmm* 144 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
13.0(lH,brs),8. 31 (IH, s), 
8. 23 (IH, d,J=8. 7Hz),8. 04 ( 
lH,d,J=8. 7Hz),7.80(2H, d, 
J=8. 3Hz),7. 70-7. 66(3H,m) 
,7. 55-7. 40(4H,m),7. 03-6- 
95(2H,m),5. 08 (2H, s),4. 03 
(lH,m),2. 40-2. 15(2H,m),2 
.18(3H. s),2. 05-1. 70(4H,m 
),1. 70-1. 50(lH,m), 1.50-1 
. 10(3H,m). 


CF 3 


> 9 0% (NMR). 


MS 585 (M+l) 
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mmm&& 145 


IH NMR(S) ppm 

300MHz, DMS0-d6 
8. 31 (IH, s),8. 23 (IH, d, J=8 
.8Hz),8. 02 (IH, d. J=8. 7Hz) 
,7. 73-7.7l(3H, m),7. 54 (IH 
,d, J=8. 3Hz),7. 48 (2H, d, J= 
8.4Hz),7.41-7.37(3H, m),7 
22 (2H d T=8 7Hz) 5 13(2 

H, s),4. 34(lH,m),2. 40-2.2 
0 (2H, m) , 2. 15-1. 95 (2H, m) , 

I. 95-1. 75 (2H,m), 1.70-1.5 
5(lH,m), 1.50-1. 15 (3H, m), 
1. 31 (9H, s). 


0 

■ i^r^^^^^-M / — \ \ 

. 0 ci 


MS >9 0% (NMR) 


MS 593 (M+l) 






IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
8. 29 (IH, s),8. 13 (IH, d, J=8 
.7Hz),7. 97 (IH, d, J=8. 6Hz) 
,7. 76(lH,d, J=2. lHz),7. 63 
(IH, t, J=8. 5Hz),7. 57(lH,d 
d, J=8. 2, 2. 2Hz) , 7. 55-7. 35 
(6H,m),7. 15 (IH, d,J=12. IH 
z),7. 02 (IH, d, J=8. 6Hz),5. 
10(2H, s),4. 07(lH,m),2. 35 
-2. 10 (2H, m) , 2. 00-1. 70 (4H 
,m), 1. 70-1. 55 (lH,m), 1.50 
-1. 15 (3H, m). 




MS > 9 0% (NMR) 


MS 555 (M+l) 




mmm* 147 


IH NMR( 5 ) ppm 
300MHz, CDC13 

8.6K1H, s),8. 04 (IH, d, J=8 
.7Hz),7. 69 (IH, d,J=8. 7Hz) 
,7. 66(lH,d, J=2.4Hz),7. 59 
(2H, d, J=8.7Hz),7. 42(lH,d 
d, J=8. 0, 2. 4Hz),7. 38(lH,t 
, J=1.8Hz),7. 28 (2H, d, J=l. 
8Hz),7.26(lH, d, J=8. 0Hz), 
7.03(2H,d, J=8. 7Hz),4. 94 ( 
2H, s),4. 37(lH,m),2.43-2. 
21 (2H, m),2, 17-1.86(4H,m) 
,1.79(lH,m), 1.43-1. 26 (3H 
,m). 


CI 

i 0 ci— 


MS > 9 0% (NMR) 


MS 605 (M+l) 
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IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8.21(s, 1H),7. 89 (IH, d, J=8 
.7Hz),7. 87 (IH, d, J=8. 7Hz) 
,7. 63-7.46(5H,m),7. 30-7. 
12(5H,m),7. 08 (IH, d, J=ll. 
0Hz),6. 81 (IH, s),3. 92 (IH, 
m) , 2. 15-2. 06 (2H, m) , 1. 89- 
172(4H,m), 1.61(lH,m), 1.4 
2-1.09(3H,m). 


F 


> 9 0% (NMR) 


MS 557 (M+l) 




%im^ 149 


IH NMR(8) ppm 

300MHz, DMS0-d6 
8. 24 (IH, d, J=l. 5Hz) , 7. 96 ( 
IH, d, J=9.0Hz),7. 88 (IH, dd 
, J=9.0, 1. 5Hz),7. 58 (IH, d, 
J=8. 7Hz) , 7. 50-7. 30 (5H, m) 
,7. 22-7.00(6H,m),5. 13 (2H 
,s),3. 98-3. 80 (IH, s),2. 36 
-1. 10(lOH,m) 


0 ^\_ 

O 


ffiM > 9 0% (NMR) 


MS 553 (M+l) 




mmm^ 150 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 

8. 23(lH,s),8. 95 (IH, d, J=8 
.4Hz).7.88(lH, d,J=8. 7Hz) 
,7.66(1H, d. J=8. 4Hz) , 7. 52 
-7. 28 (7H, m),7. 23 (2H, d, J= 

9. 3Hz),7. 14 (2H, d, J=8. 7Hz 
),5. 14 (2H, s), 3. 90-3. 72(1 
H, m),2. 20-1. 10(10H,m) 


0 CI=3 >=\ 

b ~*b 


fcfcS > 9 0% (NMR) 




MS 587 (M+l) 
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m 4i 



SBMW* 151 


1H NMR( 6 ) ppm 




0~ CF s 

O H, 


300MHz, DMS0-d6 
8. 18 (1H, s),7. 92-7. 78 (3H, 
m) , 7. 78-7. 58 (3H, m) , 7. 58- 
7. 44(4H,m),7.29(lH, d, J=8 
2Hz) . 7. 01 (2H. d. J=8. 7Hz) 
,4. 88(lH,d, J=11.8Hz),4.8 
0 (1H, d, J=l 1. 8Hz) , 4. 22 (1H 
,m),2. 37-2. 16(2H,m), 1.95 
-1. 75(4H,m),1.64(lH,m),l 
.48-1. l4(3H,m). 


>9 0% (NMR) 




MS 


605 (M+l) 





152 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 

8. 21 (2H, m) , 7. 99-7. 80 (2H, 

m) , 7. 63-7. 08 (9H, m) , 4. 20- 

3. 98(4H,m),2. 20-2. 15 (2H, 

■0,1. 95-1. 74(4H,m),l. 70" 

1.54(lH,m),1.44-1.14(3H, 

m) 


f—y nh 2 


>9 0% (NMR) 


MS 456 (M+l) 




mmem* 153 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 

8. 20 (1H, s) , 8. 93and7. 83 (2 

H, ABq, J=8. 7Hz) , 7. 86-7. 21 
(llH,m),7. 03(2H, d, J=8. 7H 
z),4.20(lH,brt, J=12. 2Hz) 
,2. 32-2. 13(2H,m), 1. 92-1. 
74 (4H, m) , 1. 69-1. 58 (1H, m) 

I. 45-1. 15(3H,m) 




MS > 9 0% (NMR) 


MS 489 (M+l) 
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m&wm* 154 


IH NMR(5) ppm 

300MHz, DMS0-d6 
8. 23 (IH, s) , 7. 94and7. 86 (2 
H, ABq, J=8. 6Hz) , 7. 72-7. 16 
(13H, m) , 5. 25 (2H, brs) , 4. 5 
5(2H, d, J=6. 6Hz), 4.31 (IH, 
brt, J=12. 2Hz) , 2. 37-2. 18 ( 
2H m) 1 98-1 77 (4H m) 1 
70-1.58(lH,m), 1.48-1. 20 ( 
3H,m) 


0 

ji 

i O 


*6S >9 0% (NMR) 


MS 489 (M+l) 




»S«*» 155 


IH NMR ( 6 •) ppm 

300MHz, DMS0-d6 

8. 21 (IH, s) , 7. 85and7. 61 (2 

H, ABq, J=8. 7Hz) , 7. 61and6. 
99 (4H, A' B' q, J=8. 7Hz),7.2 
8-7. 18(lH,m),7.25(2H, d, J 
=7. 5Hz) , 7. 07-6. 99 (IHm) , 4 
.30(lH,brt, J=12. 2Hz),3.8 
3 (2H, d. J=6. OHz) , 3. 82-3. 7 
2(1H, m),2. 68-2.49(2H,m), 
2. 39-2. 21 (2H,m), 1.95-1.8 
0(4H, m),l. 79-1.60(2H,m), 

I. 46-1.22(5H,m),1.30(9H, 
s), 1.00-0. 82(2H,m) 




#6^ > 9 0% (NMR) 


MS 626 (M+l) 



rnmm&* 156 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 22 (IH, s) , 7. 92and7. 86 (2 
H, ABq, J=8. 7Hz) , 7. 68and7. 
18(4H,A'B'q, J=8. 7Hz),7.3 
5(lH,t, J=8. 5Hz),6. 80 (IH, 
d, J=8. 3Hz) , 6. 72-6. 70 (2H, 
m)4. 30 (IH, brt, J=12. 2Hz), 
3. 99(2H,brd, J=12.0Hz),3. 
85 (2H, d, J=6. 3Hz) , 2. 82-2. 
62 (2H, m) , 2. 38-2. 20 (2H, m) 
, 1.99-1. 59(8H,m), 1. 42-1. 
03(5H,m), 1.39(9H, s) 




> 9 0% (NMR) 


MS 626 (M+l) 
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mmmm% 157 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
12. 78 (1H, brs),8. 22 (IH, s) 
,7. 96 (IH, d, J=8. 6Hz), 7. 86 
(IH, d, J=8. 6Hz),7. 75(lH,d 
, J=2. 2Hz), 7. 60 (2H, d, J=8. 
4Hz),7.55(lH,dd, J=8. 3, 2. 
2Hz) , 7. 48 (IH, d, J=8. 3Hz) , 
7. 18 (2H, d, J=8. 4Hz),6. 73 ( 
2H, s),5.08(2H, s),4.23(lH 
,m),3. 68 (9H, s),2. 37-2. 17 
(2H,m), 1.99-1. 79 (4H,m), 1 
.65(1H, s), 1.49-1. 15(3H,m 

) ■ 


PH 3 

0 0-CH3 


MUS > 9 0% (NMR) 


MS 627 (M+l) 




HJ£0!l#-i§- 158 


IH NMR(S) ppm 

300MHz, DMSO-d6 
12. 75(lH,brs),8. 22 (IH, s) 
,7. 93 (2H, d, J=8. 7Hz),7. 85 
(2H, d, J=8. 5Hz) , 7. 53-7. 21 
(10H, m),6. 94 (2H, d. J=8. 7H 
z), 4. 30-4. 12(3H,m), 3. 05 ( 
2H, m),2. 35-2. 15(2H,m),l. 
95-1. 75 (4H,m), 1. 75-1. 55 ( 
lH,m),l. 50-1. 10(3H,m) 


O 

HO IT x > — <k/M\ \__/ 


#6^ > 9 0% (NMR) 


MS . 517 (M+l) 




mnm&^r 159 


IH NMR( 6 ) ppm 

300MHz, DMSO-d6 

12. 77(lH,brs),8. 22 (IH, s) 

,7. 95 (IH, d, 8.6Hz),7. 86(1 

H, d,8. 6Hz),7.80(lH,s),7. 
70-7. 35 (10H, m) , 7. 27 (2H, d 
, J=8. 7Hz),5. 30 (2H, s),4. 2 
8UH,m),2. 35-2. 15 (2H, m), 

I. 95-1. 75(4H,m),l. 70-1. 5 
5(1H, m), 1.50-1. 15(3H,m) 


O 

b ^ 


> 9 0% (NMR) 


MS 503 (M+l) 
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mmm* 160 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 90 (IH, brs) , 8. 59 (lh, brs 
),8.33(1H, s),8. 18and8. 00 
(2H, ABq, J=8. 5Hz), 7. 73and 
7. 10 (4H, A' B' q, J=8. 5Hz) , 7 
. 32-7. 05 (4H. m) , 4. 35 (IH, b 
rt T=l? 2Hz) "\ 8fi(?H H T 
=6. 3Hz) , 3. 25-3. 08 (2H, m) , 
2. 85-2. 66 (2H, m) , 2. 40-2. 2 
8(2H,m),2. 07-1. 14(l5H,m) 


0 

( > - w w 

X — ' HCI H 


MS >9 0% (NMR) 


MS 526 (M+l) 





161 


IH NMR( 6 ) ppm 




■O 

HCI 


300MHz, DMS0-d6 
9. 05 (IH, brs) , 8. 76 (lh, brs 
),8.31(1H, s),8. 19and8.00 
(2H, ABq, J=8. 3Hz) , 7. 79and 
7. 25 (4H, A' B' q,J=8. 3Hz),7 
. 39 (IH, brs) , 6. 86-6. 74 (4H 
. m) , 4. 37 (IH, brt, J=12. 2Hz 
),3.89(2H,d. J=5. OHz), 3. 3 

5- 3. 18 (2H, m) , 2. 98-2. 75 (2 
H,m),2. 38-2. 17 (2H, m),2. 1 

6- 1.15(15H,m) 


MS > 9 0% (NMR) 


MS 526 (84+1) 





mmmsr* 162 


IH NMR( 5 ) ppm 




300MHz, DMS0-d6 
12. 87 (IH, brs), 8. 58 (IH, d, 
J=6. OHz), 8. 23 (IH, s),7. 99 
and7. 80 (2H, ABq, J=8. 6Hz) , 
7.61and7. 18 (4H, A' B' q. J=8 
.0Hz), 7. 45-7. 30(5H,m),5. 
29 (IH, brs) , 4. 26 (IH, brt, J 
=12. 2Hz) , 2. 37-2. 11 (2H, m) 
,2. 00-1. 71(4H,m), 1. 92 (3H 
, s), 1.70-1. 52 (lH,m), 1.45 
-1. ll(3H,m) 


MS > 9 0% (NMR) 


MS 498 (M+l) 
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*Wm*r 163 


IH NMR(S) ppm 

300MHz, DMS0-d6 
8. 23 (IH, s),7. 95and7. 86(2 
H, ABq, J=8. 6Hz) , 7. 69and7. 
18 (4H, A' B' q, J=8. 6Hz),7.3 
5(1H, t, J=8. 6Hz),6. 80 (IH, 
d. J=7. 5Hz),6. 72-6. 69 (2H, 
m) , o. io v. in, t, J=o. 7Hz; , 4. 
31 (IH, brt, J=12. 2Hz), 3. 95 
(2H, t. J=6. 8Hz),2. 49-2. 19 
(4H,m), 1.97-1. 76(4H,m),l 
.68(3H, s), 1.67-1. 54(lH,m 
), 1.6K3H, s), 1.45^1.20(3 
H,m) 


o 

O 


#<fi£ >9 0% (NMR) 


MS 511 (M+l) 




mm&m^- 164 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 20 (IH, s),7. 87(2H,s),7. 
68and7. 18 (4H, ABq, J=8. 7Hz 
),7. 35(lH,t, J=7. 9Hz),6.8 
1(1H, d, J=9.4Hz),6. 72(lHs 
),6.71(1H, d, J=6.8Kz),4.8 
0(2H. s),4. 29(lH,brt, J=12 
.2Hz),4. 10 (IH, t,J=6. 7Hz) 
,2.43(1H, t, J=6. 7Hz),2. 39 
-2. 19(2H,m), 1.97-1. 78 (4H 
,m), 1. 76 (3H, s),l. 70-1.56 
(lH,m), 1.43-1. 19(3H,m) 




> 9 0% (NMR) 


MS 497 (M+l) 



mmmm^ 165 


IH NMR( 6 ) ppm 




300MHz, DMS0-d6 
11.2K1H, brs),8. 33 (IH, s) 
,8. 25 (IH, d, J=8.6Hz),8. 04 
(IH, d, J=8.6Hz),7.78(2H, d 
,J=8. 7Hz),7. 70-7. 67(2H,m 
),7. 55-7. 42(3H,m),7. 27(2 
H,d, J=8. 7Hz),4. 73-4. 30(5 
H, m),4. 20-3. 97(lH,m),3. 4 
2-3. 10(2H,m),2.45-l. 23(1 
4H,m) 


♦Bft >9 0% (NMR) 




MS 
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mm** 166 


IH NMR( 5 ) ppm 

300MHz, DMSO-d6 
8. 27 (IH, s),8. 13 (IH, d, J=8 
.4Hz),7. 97 (IH, d,J=9. OHz) 
,7. 73 (IH, d, J=1.8Hz),7.68 
(2H, d,J=8.4Hz), 7. 54(lH,d 
d, J=8. 4, 2. lHz),7. 41-7.31 
(5H, m) , 7. 19 (2H, d, J=8. 4Hz 
),5. 10 (2H. s),4. 32(lH,m), 
2. 50 (3H, s),2. 40-2. 15 (2H, 
m),2. 10-1. 75(4H,m), 1.75- 
1.55(lH,m), 1.55-1. 10 (3H, 
m) . 


HO YxvOcQ=\ 
O H, 


fcB^ > 9 0% (NMR) 


MS 583 (M+l) 




H«60i#-J§- 167 


IH NMR(S) ppm 

300MHz, DMS0-d6 
8. 25 (IH, s),8. 09 (IH, d, J=8 
. 4Hz) , 8. 00 (2H, d, J=8. 4Hz) 
,7. 94 (IH, d, J=8. 7Hz),7. 80 
(IH, d, J=2. lHz),7. 73(2H,d 
, J=8. 1Hz) , 7. 65. (2H, d, J=8. 
7Hz),7.60(lH,dd, J=8. 1,2. 
1Hz),7.44(1H, d, J=8. 1Hz), 
7. 16(2H,d, J=8. 7Hz),5. 13 ( 
2H, s),4. 30(lH,m),3. 26 (3H 
, s) , 2. 40-1. 15 (2H, m) , 2. 05 
-1. 75(4H,m), 1. 75-1.55(lH 
,m). 1.55-1. 15(3H,m). 


ho "^f > Y t %~r = \^)^ =K 

{3 H, 


> 9 0% (NMR) 


MS 615 (M+l) 




mm&m^- i68 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
13. 1(1H, brs),8. 32 (IH, s), 
8.28(lH,d, J=8. 8Hz),8. 05 ( 
lH,d. J=8. 7Hz),7.80-7.75( 
3H,m),7. 69(lH,d, J=4. 1Hz) 
,7. 57(2H,m),7. 34-7. 29 (3H 
,m),7. 20-7. 15(lH,m),5. 24 
(2H, s),4. 39(lH,m),2. 45-2 
.20(2H,m),2. 20-1.95(2H,m 
.), 1.95-1. 75 (2H,m), 1. 75-1 
.55(lH,ro), 1.55-1. 15(3H,m 


H ° Jl "THr r V-/ == y o s >==\ 


>9 0% (NMR) 


MS 543 (M+l) 
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169 




>9 0% (NMR) 



MS 



571 (M+l) 



IH NMR( 6 ) ppm 

300MHz, DMSO-d6 
8.3K1H, s),8.26(lH,d, J=8 
. 7Hz),8. 05 (IH, d. J=8. 7Hz) 
,7. 78-7. 71(3H,m),7. 59-7. 
41(6H,m),7. 23 (2H. d, J=9.0 
Hz), 5. 11 (2H, s),4. 35(lH,m 
),2. 40-2. 15(2H,m),2. 15-1 
.95(2H,m), 1.95-1. 75(2H,m 
), 1. 75-1. 55 (lH.m), 1.55-1 
. 15(3H,nt). 



mmmm^ no 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
12.7(1H, brs),8.66(lH, s), 
8. 61 (IH, m),8.21(lH, s), 7. 
92-7. 79 (4H, m) , 7. 61-7. 56 ( 
3H, ro) , 7. 50-7. 43 (2H, m) , 7. 
10 (2H, d, J=8. 7Hz) , 5. 09 (2H 
,s),4. 26 (IH, m),2. 40-2. 15 
(2H,m),2. 00-1. 75(4H,m),l 
.75-1. 55(lH,m), 1. 50-1. 15 
(3H,m). 




>9 0% (NMR) 


MS 53801+1) 






IH NMR ( 6 ) ppm 

300MHz, DMS0-d6 
8.3K1H, s),8. 25 (IH, d, J=8 
.7Hz),8. 04 (IH, d,J=8.7Hz) 
,7.74-7.71(3H,m),7.57-7. 
46(3H,m),7. 39 (IH, d, J=8. 1 
Hz),7.31-7.21(4H.m),5. 11 
(2H, s),4. 35(lH,m),2.40-2 
. 15(2H,m),2. 15-1. 95(2H,m 
),1. 95-1. 75 (2H,m), 1.75-1 
. 55 (IH, m) , 1. 55-1. 15 (3H, m 

) • 


O c « 


> 9 0% (NMR) 


MS 555 (M+l) 
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172 




> 9 0% (NMR) 



MS 



537 (M+l) 



IH NMR(S) ppm 

300MHz, DMS0-d6 
8. 24 (IH, s),7. 99 (IH, d, J=8 
.7Hz),7. 88(lH,d, J=10. 5Hz 
),7. 70(lH,dd, J=ll. 4, 1.8H 
z),7. 48-7. 32(6H,m),7. 17- 
7. 09(5H,m),5. 12 (2H, s),4. 
30 (IH, m) , 2. 40-2. 15 (2H, m) 
,2. 05-1. 75(4H,m),L 75-1. 
55(lH,m), 1.55-1. 20(3H,m) 





IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 33 (IH, s),8. 29 (IH, d, J=8 
.7Hz),8. 06(lH, d. J=8. 7Hz) 
,7. 82-7. 74(4H,m),7. 45 (IH 
, dd, J=8. 4, 3. OHz) , 7. 39 (2H 
,d, J=8. 7Hz),5.28(2H, s),4 
.40(lH,m),2.40-2. 15(2H,m 
),2. 15-L95(2H,m), 1.95-1 
.75 (2H, m), 1.75-1. 55 (lH.m 
), 1. 55-1. 15(3H,m). 


O 01 


> 9 0% (NMR) 


MS 540 (M+l) 




mmmmw 174 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
12.80(1H, brs),8. 26 (IH, s) 
,8.01(1H, d, J=8. 7Hz),7. 85 
(IH, d. J=8. 7Hz) , 7. 80-7. 70 
(IH, m), 7. 60-7. 36(7H,m),7 
. 18-6. 91 (2H, m) , 5. 09 (2H, s 
),4. 11-3. 90(lH,m),2. 32-1 
.18(14H,m) 


. CL 


> 9 0% (NMR) 


MS 590 (M+l) 
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mmm^ 175 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
12. 75 (IH, s),8.2l(lH, s),7 
. 94and7. 85 (2H, ABq, J=8. 7H 
z),7. 61and7. 00 (4H, A' B' q. 
J=8. 5Hz),7.31-6.91(2H,m) 
,7. 25 (2H, d, J=7. 7Hz),5.41 
(2H, brs) , 4. 54 (2H, d, J=6. 6 
Hz), 4. 35-4. 14(2H,m),2.49 
-2. 15 (3H, m) , 1. 95-1. 55 (5H 
,m), 1.50-1. 13(5H,m), 1. 10 
-0. 77 (2H, m) 


0 


♦Bft > 9 0% (NMR) 


MS 568 (M+l) 




mmm&& 176 


IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 24 (IH, s),7. 97and7. 87 (2 
H, ABq, J=8. 6Hz) , 7. 69and7. 
19 (4H, A' B' q, J=8.6Hz),7.3 
5(1H, t, J=8. 1Hz),6.81(1H, 
d, J=9. 2Hz) , 6. 72 (IH, s),6. 
71(lH,d, J=6. 5Hz),4.48-4. 
20 (2H, m),3. 95-3. 75(3H,m) 
,3. 03(lH,t, J=12. 3Hz),2.6 
0-2. 40 (IH, m) , 2. 39-2. 15 (2 
H,m),2.07-1.58(6H,m), 1.9 
9(3H, s), 1.50-1. 00 (5H,m) 




M££ > 9 0% (NMR) 


MS 568 (M+l) 





IH NMR( 8 ) ppm 


i 


300MHz, DMS0-d6 
12. 76 (IH, s),8. 23 (IH, s),7 
. 96and7. 86 (2H, ABq, J=8. 6H 
z),7.69and7.20(4H,A'B'q, 
J=8. 6Hz) , 7. 39 (IH, t, J=8. 2 
Hz), 6. 86 (IH, d, J=8. 3Hz),6 
.81(1H, s),6. 76 (lh, d, J=8. 
0Hz),4. 83(2H.s),4.31(lH, 
brt, J=12. 2Hz) , 2. 39-2. 19 ( 
2H, m) , 1. 99-1. 79 (4H, m) , 1. 
70-1. 58(lH,m), 1.48-1. 20 ( 
3H,m) 


> 9 0% (NMR) 


MS 467 (M+l) 
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178 


IH NMR( 8 ) ppm 


i 
i 




300MHz, DMS0-d6 
12. 85 (IH, s),8. 75 (IH, s),8 
.63(2H, d. J=3. 8Hz),8. 25(1 
H, s),8. 04-8. 01(2H,m), 8.0 
2and7. 90 (2H, ABq, J=8. 6Hz) 
,7. 72and7. 20 (4H, A' B' q, J= 
fi GUv) 7 ( 57f2H dd T=7 8 
5. 0Hz) , 7. 40 (IH, t, J=8. 2Hz 
),6. 93 (IH, d, J=8. 2Hz),6.8 
7(1H, s),6. 77(lH,d, J=8.2H 
z),5. 23 (2H, s),4. 33(lH,br 
t, J=12.2Hz),2.40-2. 18 (2H 
,m),2. 00-1.55(5H,m), 1. 50 

-1 MZ(W m\ 


> 9 0% (NMR) 


MS 


520 (M+l) 





179 


IH NMR( 6 ) ppm 


HO if 


/ 


300MHz, DMS0-d6 
8. 32 (IH, s),8. 29 (IH, d, J=9 
.0Hz),8. 06 (IH, d, J=8. 7Hz) 
,7.61(1H, d. J=8. 4Hz),7. 58 
-7. 32 (5H, m) , 6. 98 (IH, d, J= 
2. lHz),6. 93 (IH, dd, J=8. 7, 
2. lHz),5. 27 (2H, s),4. 16-4 
.00(lH,m),3. 87 (3H, s),2. 2 
0-2. 12 (2H, m) , 2. 02-1. 98 (4 
H,m), 1.70-1. 60(lH,m), 1.5 
2-1. 10(3H,m) 


mm 


> 9 0% (NMR) 


MS 


457(14+1) 








180 


IH NMR( 8 ) ppm 


HO"V> 




300MHz, DMS0-d6 
8. 21 (IH, s),7. 91 (IH, d, J=8 
.6Hz),7. 85 (IH, d,J=8.6Hz) 
,7. 63 (2H, d, J=8. 4Hz) , 7. 60 
(IH, d, J=9. 0Hz),7. 25(2H,d 
, J=8. 4Hz),7. 23 (IH, d, J=3. 
0Hz),6. 95(lH,dd, J=9. 0, 3. 
0Hz),5. 19 (2H. s),4.30(lH, ! 
m),3. 78 (3H, s), 2. 40-2. 19 ( 
2H, m) , 2. 00-1. 87 (4H, m) , 1. 
66(lH,m), 1.49-1. 18(3H,m) 


> 9 0% (NMR) 


MS 


536 (M+l) 
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mmmwr^r isi 


1H NMR( 6 ) ppm 


9 

HO 


\_J \Jho 


300MHz, DMS0-d6 
8. 19 (1H, s),7. 95(lH,d, J=8 
.7Hz), 7. 86 (1H, d, J=8.7Hz) 
, 7. 65 (4H, d, J=7. 4Hz) , 7. 47 
(2H, d,J=8. 7Hz), 7. 44-7. 27 
(6H, m) , 6. 99 (2H, d, J=8. 7Hz 
),4. 20(lH,m),2. 34-2. 12(2 
H,m), 1.98-1. 75(4H,m), 1.6 
4(lH,m),1.46-1.13(3H,m). 


mm 


> 9 0% (NMR) 




MS 


547 (M+l) 





mm* 


182 


1H NMR( 6 ) ppm 




Cl x __ 

o N °2 


300MHz, DMS0-d6 
8. 55 (1H, d, J=2. lHz),8. 32 ( 
lH,m),8. 21 (1H, s),7. 95 (1H 
, d, J=8. 4Hz) , 7. 86 (1H, d. J= 
7. 8Hz) , 7. 68-7. 56 (7H, m) , 7 
. 14 (2H, d,J=8. 7Hz),5.2l(l 

H, s),4. 26(lH,m),2. 35-2. 1 
5(2H,m),2. 00-1.75 (4H,m), 

I. 74-1. 55(lH,m),l. 50-1. 1 
5(3H, m) 


mm 


> 9 0% (NMR) 




MS 


582 (M+) 





mmmm^r i83 


1H NMR ( 6 ) ppm 


CI V=\ 


300MHz, DMS0-d6 
10. 16 (1H, s),8. 25 (1H, s),8 
.07(lH,d.J=8. 7Hz),7. 94-7 
. 87 (2H, m) , 7. 7 1-7. 62 (3H, m 
),7.50-7. 42(4H,m),7. 30(1 
H, d,J=8. 4Hz),7. 14 (2H, d, J 
=8. 4Hz),5. 06 (2H, s),4.31( 
lH,m),2. 35-2. 15 (2H, m),2. 
05-1.75 (4H, m),l. 75-1. 55 ( 
lH,m), 1.50-1. 15 (3H, m) 


> 9 0% (NMR) 




MS 594 (M+) 
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IH NMR( 6 ) ppm 


OH 

0 LU 


300MHz, DMS0-d6 
13.2(2H,brs),8. 30 (IH, s), 
8. 26 (IH, d,J=8. 8Hz),8. 04 ( 
lH,d, J=8.8Hz),8. 00 (2H, d, 
J=8.2Hz),7. 79 (IH, s),7.73 
(2H, d, J=8. 7Hz),7. 61-7. 56 
(3H,m),7.44(lH, d, J=8. 3Hz 
),7. 23(2H,d,J=8.8Hz),5. 1 
3(2H, s),4. 35(lH,m),2. 45- 
2. 15(2H.m),2. 15-1. 95 (2H, 
■0,1. 95-1. 75(lH,m),l. 75- 
1. 15(3H,m). 


>9 0% (NMR) 


MS 581 (M+l) 





nn&m* i85 


IH NMR(S) ppm 

300MHz, DMS0-d6 

8. 30(lH,m),8.24(lH, d, J=9 

.0Hz),8. 03 (IH, d,J=9.0Hz) 

,7. 79-7. 10 (9H, m), 5. 20-5. 

07 (2H, m) , 4. 43-4. 04 (4H, m) 

, 3. 50-3. 36 (2H, m) , 2. 40-1. 

19(14H,m) 


o ° °~o 


mm > 9 0% (NMR) 


MS 554 (M+l) 






IH NMR( 6 ) ppm 

(DMS0-d6) 6 :8. 29 (IH, brs) 
,8. 10 (IH, d,J=8.4Hz),7. 97 
(IH. d,J=8.4Hz),7. 79(2H,d 
. J=8.4Hz),7.74-7.67(lH,m 
),7. 68 (2H, d, J=8. 4Hz),7.6 
KlH,d, J=8.4Hz);7. 57-7.5 
0(2H,m),7. 46-7. 39(lH,m), 
7. 29 (IH, d,J=2. 4Hz),7. 11 ( 
IH, dd, 3=2. 4, 8. 4Hz),5. 12 ( 
2H, s) , 3. 99-3. 84 (IH, m) , 2. 
35-1. 72 (6H, m) , 1. 68-1. 55 ( 
lH,m), 1.42-1. 10(3H,m) 


o 


>9 0% (NMR) 


MS 605 (M+l) 
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187 


1H NMR(5) ppm 


1 0 

HoVV 




N— ^ 


300MHz, DMS0-d6 
12. 76 (1H, s),8. 57 (1H, d, J= 
4.4Hz),8. 23 (1H, s),7.96an 
d7. 86 (2H, ABq. J=8. 2Hz) , 7. 
87-7. 82 (1H, m) , 7. 68and7. 1 
2(4H, A' B' q, J=8.6Hz),7. 53 
(9H H T=7 8Hz) 7 37 (1H t 
, J=8. 3Hz) . 7. 36-7. 33 (1H, m 
),6. 90 (1H, d, J=8. 3Hz),6.8 
3(1H, s),6. 74 (1H, d, J=8. OH 
z),5. 20(2H.s),4.3l(lH,br 
t, J=12. 2Hz) , 2. 35-2. 19 (2H 
,m), 1.99-1. 57 (5H,m), 1. 45 


> 9 0% (NMR) 


MS 


520 (M+l) 







188 


1H NMR(S) ppm 




o 


300MHz, DMS0-d6 
12. 77(lH,brs),8.2l(lH, d, 
J=l,4Hz),7. 92(lH,d, J=8. 7 
Hz) , 7. 88 (1H, dd, J=8. 7, 1.4 
Hz), 7. 57 (2H, d, J=8.7Hz),7 
.57-7.27(7H,m),7.11(2H,d 
, J=8. 7Hz),5. 07 (2H, s),4.2 
6 (1H, m) , 2. 36-2. 16 (2H, m) , 
1.98-1. 75 (4H, m),1.64(lH, 
m), 1. 49-1. 17(3H,m). 


fcfcS > 9 0% (NMR) 




MS 


555 (M+l) 







189 


1H NMR( 5 ) ppm 






300MHz, DMS0-d6 
8. 32 (1H, s),8. 30-8. 20 (2H, 
m),8. 10-7. 98(2H,m),7. 74 ( 
2H, d. J=9. 0Hz) , 7. 60-7. 46 ( 
5H,m),7. 24 (2H, d, J=9. 0Hz) 
,5. 19 (2H, s),4. 44-4. 30 (1H 
,m),2. 40-2. 20(2H,m),2. 12 
-1. 78(4H,m), 1. 72-1. 58 (4H 
,m) 


>9 0% (NMR) 




MS 


581 (M+l) 
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•mmm^r 190 


1H NMR( 5 ) ppm 

300MHz, DMSO-d6 
8. 36-7. 90(5H,m),7. 74 (2H, 
d, J=8. 6Hz) , 7. 60-7. 40 (5H, 
m),7.25(2H, d, J=8. 7Hz), 5. 
14(2H f s),4. 45-4. 28(lH,m) 
,2.40-2. 15 (4H,m), 1.75-1. 
55 (1H, m) , 1. 55-1. 20 (3H, m) 


CL 

o >=\ 

\ ) /I NH2 
O 


> 9 0% (NMR) 


MS 580 (M+l) 



nm&m^ 191 


1H NMR(S) ppm 

300MHz, DMS0-d6 
8. 22 (1H, s),7. 94 (1H, d, J=8 
.4Hz), 7. 85 (1H, d, J=8. 7Hz) 
,7.61(2H, d. J-8. 7Hz),7. 25 
-7. 00(6H,m),4. 86 (2H. s),4 
.30(lH,m),2. 89 (3H, s),2.8 
0(3H, s),2. 29(2H,m),2. 00- 
1. 75 (4H, m),l. 70-1. 55 (1H, 
m), 1.50-1. 15(3H,m) 




> 9 0% (NMR) 


MS 514 (M+l) 




mmm^ 192 


1H NMR( 5 ) ppm 

300MHz, DMS0-d6 
8.220H, s),7. 94 (1H, d, J=8 
.4Hz),7. 85 (1H, d, J=8. 7Hz) 
,7. 61 (2H, d, J=8. 7Hz) , 7. 26 
-7. 01(6H.m),4. 84 (2H, s),4 
. 31 (1H, m), 3. 36(4H,m),2. 2 
9(2H,m),2. 00-1. 75 (4H,m), 
1. 75-1. 15(10H,m) 




£6^ > 9 0% (NMR) 


MS 554 (M+l) 
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193 


1H NMR( 6 ) ppm 


o 

Ho-^r 


t> 6° 


300MHz, DMS0-d6 
13. 00(lH,brs),8.29(lH, d, 
J=l. 4Hz) , 8. 15 (1H, d, J=8. 8 
Hz), 7. 97(lH,dd, J=1.4Hz,8 
. 8Hz) . 7. 89 (2H, d. J=8. 8Hz) 
,7. 80-7. 60(5H,m)7. 25 (2H, 
d, J=8. 8Hz),4. 47-3. 90 (4H, 
m) , 3. 20-3. 10 (2H, m) , 2. 41- 
1.22(14H,m) 


US. > 9 0% (NMR) 




MS 


560 (M+l) 





^60»J#-5§- 194 


1H NMR( 8 ) ppm 

300MHz, DMS0-d6 
12. 80 (1H, brs),8. 23 (1H, s) 
,7. 97(lH,d, J=8. 5Hz),7. 87 
(1H, d. J=8.5Hz),7. 70-7. 17 
(9H,m),4. 60-4. 13(4H,m),3 
. 72-3. 40 (2H, m) , 2. 40-1. 15 
(14H, m) 




#*S^ > 9 0% (NMR) 


MS 524 (M+l) 




mnwm^ 195 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 25 (1H, s), 8. 09-7. 92 (5H, 
m),7.77(lH,s),7. 65 (2H, d, 
J=8. 4Hz) , 7. 59-7. 51 (3H, m) 
,7. 43 (2H, d,J=8.4Hz),7. 17 
(2H, d, J=8.7Hz),5. 10(2H,s 
),4. 30(lH,m),2.40-2. 15(2 
H, m),2. 10-1.75(4H,m), 1.7 
5-1.55(lH,m), 1.55-1. 10(3 
H,m). 


NH 2 

b a 


W& > 9 0% (NMR) 


MS 580 (M+l) 
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mmm^ m 


IH NMR( 8 ) ppm 

300MHx, 0MS0-d6 
8. 22 (IH, s),7. 95 (IH, d, J=8 
.4Hz),7. 86 (IH, d, J=8. 4Hz) 
, 7. 69and7. 18 (4H, ABq, J=8. 
7Hz),7. 34 (IH, t, J=8. 0Hz), 
6. 80-6. 69 (3H, m) , 4. 83 (2H, 
s),4.3l(lH, m),2. 98 (3H, s) 
, 2. 84 (3H, s) , 2. 29 (2H, m) , 2 
. 00-1. 75(4H,ra), 1.70-1. 55 
(lH,m), 1. 50-1. 15(3H,m) 


o 

y-x fy-6 o 


> 9 0% (NMR) 


MS 514(M+1) 



mm&m^ 197 


IH NMR( 5 ) ppm 

300MHz, DMS0-d6 
8. 23 (IH, s),7. 95 (IH, d, J=8 
.4Hz),7. 86 (IH, d, J=8. 7Hz) 
,7. 69and7. 18 (4H, ABq, J=8. 
7Hz),7. 35 (IH, t.J=8.4Hz), 
6. 80-6. 70 (3H, m) , 4. 82 (2H, 
s),4.3l(lH,m),3. 40(4H, m) 
,2. 29 (2H, m),2. 00-1. 75 (4H 
,m), 1. 70-1. 15 (10H,m) 




#6^ > 9 0% (NMR) 


MS 554 (M+l) 




mMfrm^ 198 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
12. 75 (IH, s),8. 23(lH,d,J= 
4. 4Hz) , 7. 95and7. 86 (2H, AB 
q, J=8. 6Hz) , 7. 69and7. 19 (4 
H, A' B* q, J=8. 6Hz),7. 36 (IH 
,t, J=7.8Hz),6. 82 (IH, d, J= 
9.3Hz),6. 73 (IH, s),6. 71(1 
H, d, J=7. 2Hz),4. 30(lH,brt 
, J=12. 2Hz), 3. 89 (2H, d, J=6 
.0Hz),3. 59 (2H, d,J=ll. 7Hz 
),2. 85 (3H, s),2. 73 (2H, t, J 
=10.5Hz),2. 41-2. 20(2H,m) 
, 1.98-1. 59 (8H,m), 1.46-1. 




> 9 0% (NMR) 


MS 604 (M+l) 
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m 57 



199 


IH NMR(S) ppm 

300MHz, DMS0-d6 
8. 33 (IH, s),8. 30 (IH, d,J=8 
.9Hz),8. 06(lH,d, J=8. 7Hz) 
,7. 79 (2H, d, J=8. 7Hz) , 7. 70 
(2H, d, J=8. 7Hz),7.61(2H,d 
, J=8. 7Hz), 7. 39 (2H, d, J=8. 
8Hz),5. 28 (2H, s),4. 39 (IH, 
m) , 2. 50-2. 15 (2H, m) , 2. 15- 
1.95(2H,m), 1.95-1. 75 (2H, 
m),l. 75-1. 55(lH,m), 1. 55- 
1. 15(3H,m). 


CI. 

b " 


*£S > 9 0% (NMR) 


MS 542 (M+l) 




mrnmm^ 200 


IH NMR( 8 ) ppm 

(DMS0-d6) 6 :8. 23 (IH, s), 7 
• 96(1H, d, J=8. 6Hz),7. 86(1 
H,d, J=8. 6Hz),7. 69 (2H, d, J 
=8.4Hz),7. 52 (IH, s),7. 50- 

7. 30(4H,m),7. 18 (2H, d, J=8 
.4Hz),6.90(lH, d, J=8.3Hz) 
,6.84(1H, s),6. 74 (IH, d,J= 

8. 3Hz),5. 15 (2H, s),4. 39-4 
.21(lH,m),2. 39-2. 18(2H,m 
), 1. 99-1. 80 (4H,m), 1.71-1 
.59(lH,m), 1.50-1. 20(3H,m 




> 9 0% (NMR) 


MS 553 (M+l) 



rnm&m* 201 


IH NMR( 8 ) ppm 




(DMS0-d6) 8 :8. 26 (IH, s),8 
• 06(1H, d,J=8. 7Hz),7. 92(1 
H,d, J=8. 7Hz), 7. 72 (2H, d, J 
=8.7Hz),7.47(4H, s),7.38( 
IH, t, J=8. 2Hz) , 7. 20 (2H, d, 
J=8. 7Hz),6. 90 (IH, d, J=8. 2 
Hz), 6. 83 (IH, s),6. 74(lH,d 
, J=8. 2Hz),5. 14 (2H, s),2.4 
0-2. 19(2H,m),2. 04-1. 78(4 
H,m), 1.71-1. 60 (lH,m), 1.5 
0-1.2K3H, m) 


n& >9 0% (NMR) 


MS 553 (M+l) 
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mm&m^ 202 


1H NMR( 5 ) ppm 

(DMS0-d6) 5 : 12. 81 (1H, brs 
),8. 24 (1H, s),7. 99 (1H, d, J 
=8. 7Hz),7. 87 (1H, d, J=8. 7H 
z),7.69(2H,d. J=8.6Hz),7. 
53-7. 47 (2H, m),7. 38 (1H, t. 
J=8. 2Hz) , 7. 26-7. 16 (4H, m) 
fi ftQflH d T=R 2H7^ fi 82 
(1H, s),6. 73(lH,d,J=8. 2Hz 
),5. 11 (2H, s), 4. 40-4. 21(1 
H,m),2.40-2. 17(2H,m),2.0 
l-1.77(4H,m), 1. 71-1.59(1 
H f m), 1.50-1. 20 (3H,m) 


0 

0 


>9 0% (NMR) 


MS 537 (M+l) 




iWJtf 203 


1H NMR( 8 ) ppm 

300MHz, DMS0-d6 
12. 74(lH,brs),8. 21 (1H, s) 
,8. 08 (2H, d, J=9. 0Hz),7. 93 
(1H, d, J=8. 7Hz),7. 85(2h,d 
, J=8. 7Hz),7. 58 (2H, d, J=8. 
7Hz),7. 13 (2H, d,J=8.7Hz) r 
6. 83 (2H, d, J=9. 0Hz) , 4. 50- 
4. 08(4H,m),3. 68-3. 30 (2H, 
m), 2. 40-1. 23(14H,m) 


b <> 1 

N0 2 


> 9 0% (NMR) 


MS 541 (M+l) 




204 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 39-8. 28 (2H, m) , 8. 08 (1H, 
d, J=8. 8Hz),7.76(2H, d, J=8 
.7Hz),7. 29 (2H, d.J=8.7Hz) 
, 7. 25-7. 13 (2H. m) , 6. 80~6. 
60 (3H, m) , 4. 46-3. 98 (4H, m) 
,3.51-3.42(lH,m),3. 20-3. 
04(lH,m),2. 39-1.20(l4H,m 
) 


b ho, 6 


> 9 0% (NMR) 


MS 
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m 59 



mmm^ 205 


IH NMR(5 ) ppm 


o 


b <> 

o 


300MHz, DMS0-d6 
9. 59 (IH. brs),8. 23 (IH, s), 
is. Vt: \la, u, j— o. tnzj , i . »u v, 
IH, d,J=8.4Hz),7. 62 (2H, d, 

8. 7Hz)7. 18 (2H, d, J=8. 7Hz) 
, 6. 63 (2H, d, J=8. 7Hz) , 3. 95 
-3. 37 (4H, m) , 3. 51-3. 40 (IH 
, m) , 3. 17-3. 02 (IH. m) , 2. 39 
-1. 18(17H, m) 




> 9 0% (NMR) 




MS 


553 (M+l) 








206 


IH NMR( 6 ) ppm 


o 

HO^ 


CI 

b 


300MHz, DMS0-d6 
13. KlH, brs),8. 33 (IH, s), 
8. 29 (IH, d, J=8. 8Hz),8. 06 ( 
lH. d, J=8. 7Hz),7. 77 (2H, d, 
J=8. 7Hz) , 7. 59-7. 52 (4H, m) 
, 7. 35 (2H, d, J=8. 8Hz) , 5. 19 
(2H. s),4. 39(lH,m),2. 71(3 
H,s),2. 45-2. 20(2H,m),2.2 
0-1. 95 (2H, m) , 1. 95-1. 75 (2 
H,m), 1. 75-1. 55 (IH. m), 1.5 
5-1. 15(3H,m). 


> 9 0% (NMR) 


MS 


558 (M+l) 








207 


IH NMR( 6 ) ppm 




b<r 


300MHz, DMS0-d6 
8. 29 (IH, s),8. 26(lH,d, J=8 
.8Hz),8.04(lH, d, J=8. 7Hz) 
,7.73(2H, d, J=8.8Hz),7.50 
-7.4K6H, m),7. 36 (2H, d, J= 
8.8Hz),7. 18-7. 13(2H,m),6 
.84(1H, s),4. 33(lH,m),2.4 
0-2. 15(2H,m),2. 15-1.95(2 
H,m),l. 95-1. 75(2H,m), 1.7 
5-1. 55(lH,m), 1.55-1. 15(3 
H,m). 


t&g. >9 0% (NMR) 


MS 


539 (M+l) 





269 



WO 03/000254 



m 60 



PCT/JP02/06405 



mmm^ 208 


IH NMR( 5 ) ppm 

300MHz, DMS0-d6 
8. 32 (IH, s),8. 27 (IH, d, J=9 
.OHz), 8. 07-8. 00(3H,m),7. 
79-7. 70(3H,m),7.51(2H,d, 
J=8. lHz),7. 40(2H,d,J=8.4 
Hz), 7. 18 (2H, d,J=8.7Hz),4 
.99(2H, s),4. 34(lH,m),2.4 
0-2. 15 (2H, m) , 2. 15-1. 95 (2 
H,m), 1.95-1. 75 (2H,m), 1.7 
5-1. 55(lH,m), 1. 55-1. 15(3 
H.m). 


Ck 

HtfS^vwv H7 402 

b 


fcfc$£ > 9 0% (NMR) 


MS 582 (M+l) 




S*B»«## 209 


IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
8. 24 (IH, d, J=4. 4Hz) , 7. 98a 
nd7. 88 (2H, ABq, J=8. 6Hz) , 7 
.70and7. 19(4H,A' B' q, J=8. 
4Hz),7. 35 (IH, t,J=8. 4Hz), 
6. 86 (IH, d, J=8. 1Hz) , 6. 79 ( 
IH, s),6.71(lH, d, J=8. 1Hz) 
,4. 65-4. 53(lH.m),4.31(lH 
, brt, J=12. 2Hz) , 3. 88-3. 78 
(2H,m),3.48(2H,t,J=9. OHz 
),2. 39-2. 19(2H,m), 1. 02-1 
. 71 (6H,m), 1.70-1. 50 (3H,m 
), 1.46-1. 19(3H,m) 


0 " 


> 9 0% (NMR) 


MS 51304+1) 



mmm^ 


210 


IH NMR( 6 ) ppm 


i < 




300MHz, DMS0-d6 
12. 75 (IH, s),8. 23 (IH, s),7 
. 96and7. 87 (2H, ABq, J=8. 7H 
z),7.84-7.66(6H,m),7.38( 
IH, t, J=8.4Hz),7. 18 (2H, d, 
J=8.4Hz),6.91(lH, d, J=9.0 
Hz),6.84(lH, s),6.74(lH,d 
, J=8. lHz),5. 26 (2H. s),4.3 
KlH.brt, J=12.2Hz),2.40- 
2. 20 (2H, m) , 1. 99-1. 76 (4H, 
m), 1.69-1. 58(lH,m), 1. 45- 
1. 20(3H,m) 


>9 0% (NMR) 


MS 


587 (M+l) 
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mmm^ 211 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 29 (IH, s),8. 15and7. 47(2 
H, ABq, J=9. OHz) , 7. 77and7. 
24 (4H, ABq, J=8. 9Hz) , 7. 39 ( 
IH, t, J=7. 8Hz) , 6. 84 (IH, d, 
J=9. 3Hz) , 6. 76 (IH, s) , 6. 75 
(IH. d, J=9. 5Hz) , 4. 36 (IH. b 
rt, J=12. 2Hz),3.89(2H,d,J 
=6. OHz) , 3. 42 (2H, d, J=10. 8 
Hz), 3. 04-2. 88(2H,m),2. 78 
-2. 60(lH,m),2. 71 (2H, d, J= 
4.8Hz),2. 38-2.20(2H,m),2 
.07-1. 80(7H,m), 1.70-1. 20 


0 

\_) HCl 


> 9 0% (NMR) 


MS 540 (M+l) 




$mm&-& 212 


IH NMR(5) ppm 

300MHz, DMS0-d6 
8. 22 (IH, s) , 7. 93and7. 87 (2 
H, ABq, J=8. 6Hz) , 7. 68and7. 
17 (4H, A' B' q. J=8. 7Hz),7.4 
3-7. 33(5H,m),6.87(lH,d,J 
. =8. 1Hz) , 7. 18 (2H, d, J=8. 4H 
z) , 6. 91 (IH, d, J=9. OHz) , 6. 
81(lH,s),6. 72(lH,d, J=8. 0 
Hz),5.08(2H, s),4. 36(lH,b 
rt, J=12. 2Hz) , 2. 37-2. 20(2 
H,m), 1.98-1. 78(4H,m), 1.6 
9-1.60(lH,m), 1.41-1.21(3 
H,m), 1.28(9H, s) 




fc£S > 9 0% (NMR) 


MS 575 (M+l) 




mmm&* 213 


IH NMR ( 5 ) ppm 

300MHz, DMS0-d6 
8. 23 (IH, s) , 7. 95and7. 86 (2 
H, ABq, J=8. 4Hz) , 7. 69and7. 
19 (4H, A' B' q. J=8. 7Hz) , 7. 6 
2-7. 36(5H,m),6. 90 (IH, d, J 
=8. lHz),6.84(lH,s),6. 76 ( 
IH, d,J=8. lHz),5. 19 (2H, s) 
,4. 31 (IH, brt, J=12.2Hz),2 
. 40-2. 19 (2H, m) , 1. 99-1. 76 
(4H,m), 1.68-1. 55(lH,m),l 
.50-1. 18(3H,m) 




> 9 0% (NMR) 


MS 553 (M+l) 
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214 


IH NMR( 6 ) ppm 




*rN /=\ 


300MHz, DMS0-d6 
8.94(lH,d, J=2. lHz),8. 60 ( 
IH, dd, J=4. 8, 1. 5Hz) , 8. 23 ( 
IH, d, J=1.5Hz),8. 12(lH,dt 
, J=8. 1,2. lHz),7. 93(lH,d, 
J=8. 7Hz),7. 87(lH,dd. J=8. 
7, 1. 5Hz), 7. 70 (IH, d,J=8.7 
Hz), 7. 67-7. 54(3H,m),7. 50 
(lH,dd,J=8. l,4.8Hz),7. 25 
(2H, d, J=8. 7Hz) , 7. 21 (IH, m 
),4. 31(lH,m),2. 38-2. 19(2 
H,m),2. 00-1. 78(4H,m), 1.6 
5(1H, m), 1. 48-1.22(3H,m). 


> 9 0% (NMR) 


MS 


490 (M+l) 



Mte&mit 215 


IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
12. 75(lH,brs),8. 23 (IH, s) 
, 7. 95 (IH, d, J=8. 7Hz) , 7. 86 
(IH, d,J=8. 7Hz),7. 73(2H,d 
, J=8. 4Hz),7.7l(2H, d. J=8. 
4Hz),7. 63-7. 39(2H,m),7.5 
2(2H, d, J=8.4Hz),7.24(2H, 
d, J=8.4Hz),7. 18(lH,m),4. 
31 (IH, m) , 2. 39-2. 20 (2H, m) 
,2. 00-1. 76(4H,m),l. 65 (IH 
,n>), 1.49-1. 18(3H,m). 


O 

")j 00 C{ 


> 9 0% (NMR) 


MS 523 (M+l) 




mmm^ 216 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
12. 77 (IH, s),8. 23 (IH, d, J= 
1.4Hz),7. 95 (IH, d,J=8. 6Hz 
),7.86(lH,dd, J=8.6, 1.4Hz 
),7. 70 (2H, d, J=8. 7Hz) , 7. 6 
4(2H, d.J=8. 8Hz),7. 56-7.4 
8(2H, m),7.40(lH, s),7. 23 ( 
2H,d, J=8. 7Hz),7. 10(lH,m) 
,7. 03(2H,d, J=8.8Hz),4.31 
(lH,m),3. 80 (3H, s),2. 48-2 
.20(2H,m),2.00-1.88(4H,m 
), 1.66(lH,m), 1.50-1. 21(3 
H,m). 




> 9 0% (NMR) 


MS 519 (M+l) 
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217 


IH NMR( 6 ) ppm 


hq2 X) 


V° 

h " 


(DMS0-d6) 6 : 12. 80 (IH, brs 
),8. 23 (IH, s) , 8. 04 (IH, d, J 
=8 6Hz) 7 96 (3H d T=8 6H 
z),7. 86 (IH, d, J=8. 7Hz),7. 

,d,J=8.6Hz),5. 50(2H,s),4 
36-4 21 (IH m) 3 27 (3H s 
),2. 74 (3H, s), 2.40-2. 19(2 
H,m), 1.99-1. 79 (4H,m), 1.7 
1-1.60(1H, m), 1.49-1. 19(3 


> 9 0% (NMR) 


H,m) 


MS 


602 (M+l) 





mmm^ 218 


IH NMR( 5 ) ppm 

300MHz, DMS0-d6 
12. 9 (IH, brs), 8. 25 (IH, s), 
8. 04 (IH, d, J=8.7Hz),7.9l( 
lH,d,J=8.6Hz),7. 72 (2H, d, 
J=8. 5Hz) , 7. 67 (2H, d, J=8. 7 
Hz) , 7. 56 (2H, d, J=8. 5Hz) , 7 
.26(2H, d,J=8. 7Hz),5.45(2 

H. s),4.31(lH,m),2.71(3H, 
s), 2. 40-2. 15(2H,m),2.05- 

I. 80(4H,m), 1. 75-1. 55 (IH, 
m), 1.55-1. 15(3H,m). 


CI 

. 0 O 
b 


^ > 9 0% (NMR) 


MS 558 (M+l) 




219 


IH NMR(<5) ppm 

300MHz, DMS0-d6 
8.21(1H, d, J=l. 5Hz),7. 93 ( 
IH, d, J=9. OHz) . 7. 84 (IH, dd 
,J=9.0, 1.5Hz),7.56(2H,d. 
J=8. 7Hz) , 7. 42-7. 30 (4H, m) 
,7. 12 (2H, d, J=8. 7Hz),4. 53 
(lH,brs),4. 36-4. 20(lH,m) 
,3. 55 (2H, brs), 3. 00-2. 90 ( 
lH,m),2. 70-2. 58(lH,m),2. 
40-1. 10(18H,m) 


b c 


> 9 0% (NMR) 


MS 544 (M+l) 
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0i 64 





* 220 


1H NMR( 6 ) ppm 






300MHz, DMS0-d6 
12.76(lH,s),8. 23(lH,s),7 
. 96and7. 87 (2H, ABq, J=8. 9H 
z).7.69and7. 19(4H,A' B* q, 
J=8. 6Hz),7. 55(lH,s),7. 37 
(lH,t,J=8. lHz),6.91(lH,d 
T=7 RHy") 6 RS(1H s) 6 7 
4(1H, d, J=7. 5Hz),5. 13 (2H. 
s),4. 3l(lH,brt, J=12. 2Hz) 
,2. 65 (3H, s),2. 41-2. 20 (2H 
,m),2. 00-1. 74(4H,m),l. 70 
-1. 59(lH,m),l. 58-1. 20 (3H 
,m) 


#>ES >9 0% (NMR) 


MS 


540 (M+l) 



mmmm* 221 


1H NMR(S) ppm 

300MHz, DMS0-d6 
8. 23 (1H, s) , 7. 96and7. 86 (2 
H, ABq, J=8. 6Hz) , 7. 69and7. 
18<4H,A' B' q, J=8. 7Hz),7.3 
7(1H, t, J=8.2Hz),6. 87 (1H, 
d, J=8. 2Hz) , 6. 82(lH,s),6. 
75 (1H, d, J=8. 0Hz) , 5. 24 (2H 
. s),4. 32(lH,brt, J=12.2Hz 
),2. 58 (3H, s),2. 38-2. 20(2 

H, m),2. 30(3H, s),.2.00-l. 7 
9(4H,m),l. 70-1.59(lH,m), 

I. 44-1. 20(3H,m) 


b ^° 3 


fc&S > 9 0% (NMR) 


MS 554 (M+l) 




mrn&m* 222 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
12. 88 (1H, brs) , 8. 25 (s, 1H) 
,8. 07-7.57(llH,m),7. 26(2 
H, d, J=8. 7Hz) , 7. 24 (1H, m) , 
4. 34 (1H, m) , 2. 30-2. 20 (2H, 
m),2. 03-1. 78(4H,m), 1. 64 ( 
lH,m). 1.49-1. 19(3H,m). 


- s O.K>°„ » 


>9 0% (NMR) 


MS 557 (M+l) 
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1$L 65 



223 




MS 



>9 0% (NMR) 



544 (M+l) 



IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
10. 96(lH,brs),8. 21 (IH, d, 
J=1.4Hz),7. 93 (IH, d, J=8.7 
Hz), 7. 84 (IH, dd, J=8. 7, 1.4 
Hz), 7. 76-7. 40(7H,m),7. 18 
(2H, d. J=8. OHz) , 4. 24-4. 16 
(2H,m),2.40-l. 12(18H,m) 



MlfoMm-flr 224 


IH NMR( 6 ) ppm 

(DMS0-d6) 6 :8. 22 (IH, s) , 8 
.07(lH,d. J=8. 4Hz),7. 92(1 
H, d, J=8. 4Hz),7. 54 (2H, d, J 
=8. 7Hz) , 7. 40 (2H, d, J=8. 4H 
z),7. 30(2H,d, J=8. 4Hz),7. 
14 (2H, d, J=8. 7Hz) , 4. 61 (2H 
,s),4. 48-4. 32(lH,m),3. 82 
(IH, brd, J=12. 3Hz) , 3. 65-3 
. 47 (2H, m) , 3. 10 (brdd, J=8. 
4, 12. 3Hz) , 2. 40-2. 20 (2H, m 
),2.09-1.76(6H,m), 1.71-1 
. 16(6H,o) 


b ° 


> 9 0% (NMR) 


MS 544 (M+l) 




225 


IH NMR ( 5 ) ppm 

(DMS0-d6) 6 : 12. 83 (IH, brs 
),8. 21 (IH, s),8. 10(lH,brs 
),7.01-7. 91(2H,m),7. 89-7 
. 82 (2H, m) , 7. 75 (IH, d, J=8. 
OHz), 7. 59 (2H, d, J=8.7Hz), 
7. 53 (4H, s),7.46(lH, brs), 
7. 12 (2H, d,J=8. 7Hz),7. 23 ( 
2H, s),4. 35-4. 17(lH,m),2. 
38-2. 20 (2H, m) , 1. 99-1. 79 ( 
4H, m), 1.71-1. 59 (lH,m),l. 
48-1. 18(3H,m) 


CI. 


^ > 9 0% (NMR) 


MS 580 (M+l) 
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1H NMR( 5 ) ppm 

300MHz, DMSO-d6 
8. 33and8. 08 (2H, ABq, J=8. 7 
Hz),8.31(lH,m),7. 66and7. 
26 (4H, A'B'q, J=9.2Hz),7.4 
2and7. 39 (4H, A'B'q, J=8. 7H 
z),4. 57 (2H, s),4. 50 (lH.br 
t, J=12. 2Hz) , 3. 85-3. 62 (3H 
,m),3. 28-3. 16(2H,m),2. 42 
-2. 23 (2H, m) , 2. 14-1. 81 (6H 
,m), 1.72-1. 25 (6H, m) 


0 

\^^fvj ^ — V \ f V\ //^ 

O 


> 9 0% (NMR) 


MS 544 01+1) 
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1H NMR( 6 ) ppm 


o 




Cl 

o 


300MHz, DMS0-d6 
8. 43 (1H, d, J=5. 0Hz) , 8. 23 ( 
1H, s) , 7. 96and7. 86 (2H, ABq 
, J=8. 6Hz) , 7. 69and7. 18 (4H 
,A' B' q, J=8. 6Hz),7.57(lH, 
s),7. 47 (1H, d,J=5. 0Hz),7. 
40 (2H, t, J=8. 2Hz) , 6. 91 (1H 
,d, J=8. 3Hz),6. 85(lH,s),6 
.77(1H, d, J=7. 9Hz),5. 25(2 

H, s),4.31(lH, brt, J=12. 2H 
z), 2. 40-2. 19(2H,m), 1.99- 

I. 75(4H,m), 1.73-1. 57 (1H, 
m) , 1. 49-1. 19 (3H, m) 


$6^ > 9 0% (NMR) 


MS 


554 (M+l) 





Hife^## 228 1H NMR( 8 ) ppm 




300MHz, DMS0-d6 
12.80(lH,brs),8. 22(lH,s) 
,7.94(lH,d, J=8. 6Hz),7. 87 
(1H, d, J=8.6Hz),7.60(2H,d 
, J=8. 7Hz),7. 32(2H,d, J=8. 
7Hz)7. 17 (2H, d,J=8. 7Hz),6 
.70(2H,d, J=8. 7Hz),4. 35-3 
.97(4H,n>),3. 62-3. ll(2H,m 
),2. 96 (6H, s),2. 39-1. 12(1 
4H, m) 



> 9 0 % (NMR) 
MS 567 (M+l) 
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IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 25 (IH, s),8.20(lH, s),8. 
04 (IH, dd, J=8. 1, 1.8Hz),7. 
92(lH,d,J=8. 1Hz),7.84(1H 
, d, J=9. 9Hz) , 7. 62-7. 50 (7H 
,m),7. l2(2H,d, J=8. 7Hz),5 

t A /mi \ A o f~* /All t /"* 

. 14 (2H, s) , 4. 36 (2H, q. J=6. 
9Hz) , 4. 30-4. 20 (IH, m) , 2. 3 
8-2. 18(2H,m),l. 98-1. 18(8 
H.m), 1.35(3H, t, J=6. 9Hz) 


CI. 

o \} 



O 


MS >9 0% (NMR) 


MS 608 (M+l) 
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IH NMR( 5 ) ppm 

300MHz, DMS0-d6 
8. 35 (IH, s),8. 27 (IH, d, J=8 
.7Hz),8. 05(lH,d, J=9. 0Hz) 
,7.87(2H, d, J=8. 7Hz),7. 74 
(IH, t, J=8. lHz),7.64(lH,d 
, J=7.8Hz),7.59-7. 50(2H,m 
),7.36(2H, d, J=8. 7Hz),4.3 
9(lH,m),2. 40-2. 15(2H,m), 
2. 15-1. 95 (2H, m) , 1.95-1.7 
5(2H,m), 1. 75-1. 55(lH,m), 
1.55-1. 20(3H,m). 


HO Vrvo-o . 
b ^ CF3 


*6S 1590% (NMR) 


MS 481 (M+l) 




231 


IH NMR( 8 ) ppm 

300MHz DMS0-d6 
12. 78(lH,brs),8. 23 (IH, d, 
J=l. 5Hz),7. 96 (IH, d, J=8.7 
Hz),7.87(lH, dd,J=8. 7, 1.5 
Hz), 7. 75 (2H, d, J=8.4Hz),7 
.63(2H, d, J=8.4Hz),7. 52(2 
H, d, J=8. 4Hz),7. 24 (2H, d,J 
=8.4Hz),5. 47 (2H, s),4. 29 ( 
lH,m),2. 97(6H,brs),2. 72 ( 
3H,s),2. 39-2. 16(2H,m),2. 
00-1: 78(4H,m), 1.71-1. 59 ( 
lH,m), 1.49-1. 17 (3H,m). 


\ 

9 O 

6 8 


#fcS jj&9 0% (NMR) 


MS 595 (M+l) 
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232 




MS 



> 9 0 % (NM-R) 



608 (M+l) 



IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
12.8(lH,brs),8. 22 (IH, s), 
7.96(1H, d,J=8. 7Hz),7. 86 ( 
IH, d, J=8.6Hz),7. 70(lH,s) 
,7. 59(2H,d. J=8.7Hz),7. 53 
-7. 50 (5H, m) , 7. 42 (IH, d, J= 
7. 9Hz),7. 12 (2H, d,J=8. 7Hz 
),5. 11 (2H, s),4. 27(lH,m), 
3. 01 (3H, brs) , 2. 97 (3H, brs 
),2. 40-2. 15(2H,m),2.00-l 
.75(4H, m), 1.76-1. 55(lH,m 
), 1. 50-1. 15(3H,m). 



!IJ£0»J#-§- 233 


IH NMR( 6 ) ppm 
DMS0-d6 

13. 20 (IH, brs) , 8. 99 (IH, s) 
,8. 32(lH,s),8. 25(lH,d, J= 
8. 8Hz) , 8. 04 (IH, d. J=8. 6Hz 
),7. 79-7.74(4H,m),7.60(2 
H, d, J=8. 5Hz) , 7. 30 (2H, d, J 
=8. 7Hz),5. 26(2H.s),4. 36 ( 
lH,m),2. 72 (3H, s),2. 50-2. 
15(2H,m),2. 15-1.95(2H,m) 
, 1.95-1. 75 (2H, m), 1.75-1. 
55(lH,m), 1. 55-1. 15(3H,m) 


CI. 

hci Id 


> 9 0% (NMR) 


MS 553(M+1-HC1) 




nifc&m-% . 234 


IH NMR( 8 ) ppm 
DMSO-d6 

8. 77 (IH, d. J=3. 6Hz) , 8. 36- 
8. 26 (3H, m) , 8. 08 (IH, d, J=8 
. 8Hz) , 7. 79 (2H, d, J=8. 7Hz) • 
,7. 72-7.64(3H,m),7. 58 (2H 
,d, J=8.4Hz),7. 30 (2H, d, J= 
8. 7Hz),5. 26 (2H, s),4. 38(1 
H,m),2. 50-2. 15(2H,m),2. 1 
5-1. 95 (2H,m), 1.95-1.75(2 
H,m),l. 75-1. 55 (IH, m),1.5 
5-1. 15(3H,m). 


CI. 

2HCI \ / 


>9 0% (NMR) 


MS 538(M+1-2HC1) 
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mmmm^ 235 


1H NMR(6) ppm 

300MHz, DMS0-d6 
12.74(1H, brs),8. 67(lH,dd 
, J=3. 1, 1. 6Hz) , 8. 21 (1H, d, 
J=l. 6Hz) , 7. 93 (1H, dj=8. 6H 
z),7. 90-7. 80(2H,m),7.60- 
7. 50 (7H, m) , 7. 09 (2H, d, J=8 
. 7Hz) , 5. 16 (2H, s) , 4. 26 (In 
, m) , 2. 40-2. 20 (2H, m) , 2. 00 
-l. 60(5H,m), l.50-l.20(3H 
, m) 


CI 

b ^ 


> 9 0% (NMR) 


MS APCI-Ms 538 (M+l) 





236 


1H NMR( 6 ) ppm 


H0 ^O 


b >^ 

H CF 3 C0 2 H 


300MHz, DMS0-d6 i 
8. 40-7.40(llH,m),2. 95,2. 
81 (3H, each 

d. J=4. 7Hz) , 2. 40-2. 20 (2H, 
m),2. 10-1.80(4H,m), 1. 70- 
1. 60 (1H, m) , 1. 50-1. 20 (3H, 
m) 






mm 


> 9 0% (NMR) 




MS 


APCI-Ms 555 (M+l) 
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>9 0% (NMR) 



MS 



FAB-Ms 605 (M+l) 



1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8.2K1H, s),8. 15 (1H, d,J=9 
.5Hz),8. 02 (1H, s),8. 00-7. 
80 (3H, m) , 7. 70-7. 50 (6H, m) 
,7. 12(2H,.d, J=8. 7Hz),5. 16 
(2H, s),4. 28(lH,m),2. 40-2 
. 20 (2H, m) , 2. 00-1. 80 (4H, m 
),1.65(lH,m),l. 50-1. 20(3 
H,m) 
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IH NMR( 8 ) ppm 


o 

HCI 




300MHz, DMS0-d6 
12. 80 (IH, brs),8. 54 (IH, s) 
, 8. 25 (IH, s) , 7. 98and7. 88 ( 
2H, Abq, J=8. 6Hz) , 7. 76 (2H, 
d, J=8. 6Hz) , 7. 53-7. 31 (3H, 
m),6. 6l(lH,s),5.46(2H, s) 
,4. 32 (IH, brt),2.40-2. 20 ( 
2H,m),2. 02-1. 79(4H,m), 1. 
69-1. 59 (lH,m), 1.48-1. 19 ( 
3H, m) 


MS > 9 0% (NMR) 




MS 


APCI-Ms 521 (M+l) 
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IH NMR ( 5 ) ppm 

300MHz, DMS0-d6 

12. 79(lH,brs),8.60(2H, d, 

J=1.5Hz),8. 53 (IH, s),8. 25 

(IH, s) , 7. 98and7. 85 (2H, AB 

q, J=9. 4Hz),7. 76 (2H, 

d, J=9. 0Hz) , 7. 44 (4H t d, J=6 

. 5Hz),6.69(lH, s),5. 53 (2H 

,s),4.32(lH,brt),2. 40-2. 

19 (2H, m) , 2. 03-1. 82 (4H, m) 

, 1.72-1. 61 (lH,m), 

1.42-1. 22 (3H,m) 


b & 


#&S >9 0% (NMR) 


MS APCI-Ms 522 (M+l) 
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IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 90 (IH, s),8. 32 (IH, s),8. 
28(lH,s),8. 25(lH,d, J=8. 3 
Hz), 8. 05 (IH, d, J=8.8Hz),7 
.96(1H, s),7. 93(lH,d, 
J=8. 8Hz),7. 83 (IH, d.J=8.4 
Hz), 7.68-7. 59(2H,m),7. 54 
(2H,d, J=8.8Hz),4.37(lH,b 
rt),2. 30(2H,m),2. 00(2H.m 
), 1.88(2H,m). 1. 67(lH,m), 
1.5-1. 2 (3H,m) 


™ ^030%, j 


MS > 9 0% (NMR) 


MS APCI-Ms 525 (M+i) 
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«\ 


b B ' 
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6 v 
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I ,CH3 

s 


533(M+H) 
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~\ 
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6 
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1399 


CI 
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V try/ 

a 
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8 CH, 

6 " 
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1404 
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356 



WO 03/000254 PCT/JP02/06405 
^147 





5E 


MS 


1415 


6 
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367 



WO 03/000254 PCT/JP02/06405 

S158 




MS 
522(M+H) 
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5C 


MS 


1495 




6 

CI 


580(M+H) 
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1497 




a 
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1498 




P-CH, 

0 


580(M+H) 
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^169 
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3C 


MS 
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>r CH 3 
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3£ 


MS 
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o 

;>-q 
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r \ f f 
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6 
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1549 




o 

V« rf 

C>-0 p- 
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3S 


MS 


1550 




o >=/ 

o 


627(M+H) 
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560(M+H) 


1552 






532(M+H) 


1553 
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HCVtKU £ 


mmm 


HCVtfV * 9~ if 


#^§- 


PI^^IC 50 [juM] 


#^ 




2 


0. 079 


67 


0. 26 


6 


0. 034 


68 


0. 28 


9 


0.019 


70 


0. 19 


11 


0. 53 


71 


0. 62 


12 


0.60 


77 


0.51 


17 


0. 047 


81 


0. 18 


20 


0. 042 


82 


0. 097 


26 


0. 033 


83 


0.52 


30 


0. 052 


85 


0. 17 


43 


0.58 


86 


0. 13 


44 


0.95 


87 


0. 80 


45 


0.40 


88 


0. 092 


46 


0. 47 


89 


0.34 


47 


0. 54 


90 


0.20 


48 


0. 44 


91 


0.53 


49 


0.94 


93 


0.16 


50 


0.54 


94 


0. 084 


51 


1.0 


96 


0. 25 


54 


0. 56 


97 


0. 16 


55 


0. 36 


98 


0.30 
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HCVjK!J^7-^ 

m.wm&i c 50 Lum] 


mmm 
#^ 


HCV/tfy **7— £ 
Pl^ttl C 60 C//M] 


99 


0. 53 


120 


0. 16 


100 


0. 78 


121 


0. 19 


101 


0. 14 


122 


0. 51 


103 


0. 17 


123 


0. 10 


104 


0. 073 


124 


0.091 


105 


0. 076 


125 


0. 12 


106 


0. 40 


128 


0. 14 


107 


0.11 


129 


0. 12 


108 


0.21 


130 


0. 16 


109 


0.11 


131 


0.046 


110 


0. 24 


132 


0. 055 


111 


0. 14 


133 


0. 12 


112 


0. 11 


134 


0. 071 


113 


0. 071 


139 


0. 26 


114 


0. 56 


140 


0. 11 


115 


0. 17 


141 


0.43 


116 


0. 37 


142 


0. 055 
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0. 075 


143 


0. 053 
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0. 14 


144 


0. 19 
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0.13 
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0.088 
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HCVjK^7-f 
C eo C/xM] 


#^§- 


mmfe&i c 50 [mm] 


146 


0.043 


i 167 


0. 033 


147 


0. 31 


168 


0. 078 


148 


0.038 


169 


0. 15 


149 


0. 15 


170 


0.048 


150 


0.24 


171 


0. 050 


151 


0.20 


172 


0. 10 


153 


0. 19 


i73 


0.14 


154 


0. 076 


174 


0.030 


155 


0.53 
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0. 29 


.156 


0. 23 
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0. 053 
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0. 16 
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0. 11 
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0. 055 


186 
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PlfSttIC 50 [mM] 


mmm 
#^ 


PlW^ttl C 50 [/iM] 
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0. 056 


207 


0. 081 


188 


0. 038 
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0. 039 
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0.017 
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0. 12 


190 


0.020 
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0.43 
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0. 13 
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249 


IH NMR( 6 ) ppm 


o 


CI 

b 


300MHz, DMS0-d6 
8. 02 (IH, d, J=1.5Hz),8. 11 ( 
IH, d, J=1.8Hz),7. 96-7. 81 ( 
3H,m),7. 67 (IH, s), 7. 61-7. 
49 (6H, m) , 7. 08 (2H, d, J=8. 6 
Hz), 5. 19 (2H, s),4. 25(lH,m 
),2. 38-2. 17(2H,m), 1.96-1 
. 78 (4H, m) , 1. 70-1. 56 (IH, m 
), 1.46-1. 16(3H,m), 1. 11(9 
H, s) 


> 9 0% (NMR) 




MS 


672 (M+l) 





mmwrn-fr 250 


IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
8. 25 (IH, d, J=l. 5Hz) , 8. 16- 
8. 08 (2H, m) , 7. 99-7. 88 (2H, 
m),7.66(2H, d, J=8. 6Hz) , 7. 
60-7. 48(5H,m),7. 19 (2H, d, 
J=8. 6Hz),5. 17 (2H, s),4.31 
(IH, m) , 2. 39-2. 20 (2H, m) , 2 
. 04-1. 79 (4H, m) , 1. 72-1. 60 
(lH.m), 1. 50-1. 18(3H,m) 


0 H f4 0 

0 


ffiM > 9 0% (NMR) 


MS 616 (M+l) 




rnmrnrn^- 251 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
cis and trans mixture 
8. 13and8. 11 (total 
IH, each 

s) , 7. 90-7. 74 (2H, m) , 7. 42- 
7. 22 (5H, m) , 4. 56and4. 52 (t 
otal 2H, each 
s),4. 42 (IH, brs),3. 78-3.0 
6(2H, m)2. 33-1. 33(18H,m) 


HCI 


> 9 0% (NMR) 


MS 433 (M+l) 
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IH NMR( 6 ) ppm 


o 

Si 




300MHz, DMS0-d6 
8. 20 (IH, d, J=l. 5Hz),7. 96 ( 
IH, d, J=8.6Hz),7. 84 (IH, dd 
, J=8. 6, 1.5Hz),7. 54 (2H, d, 
J=6. 9Hz) , 7. 48-7. 26 (8H, m) 
,7. 09(lH,t, J=7. 3Hz),5. 43 
(2H, s),4. 06 (IH, m), 2.40-2 
: 20 (2H, m) , 2. 01-1. 80 (4H, m 
), 1.75-1. 64 (IH, m), 1.51-1 
.28(3H,m) 


mm 


> 9 0% (NMR) 




MS 


509 (M+l) 





253 


IH NMR( 5 ) ppm 

300MHz, DMS0-d6 
8.2K1H, d, J=l. 5Hz),7.93( 
IH, d, J=8. 7Hz) , 7. 85 (IH, dd 
, J=8. 4, 1.5Hz),7. 54-7. 47 ( 
2H, m) , 7. 40-7. 24 (6H, m),7. 
15 (IH, d, J=3. 6Hz),7. 11-7. 
05 (IH, m) . 6. 81 (IH, d, J=3. 6 
Hz), 5. 26 (2H, s),4. 96(lH,m 
),2. 32-2. 13(2H,m), 1. 95-1 
.72(4H, m), 1.68-1. 55 (IH, m 
), 1.43-1. 18(3H,m) 


o u 


ffim > 9 0% (NMR) 


MS 493 (M+l) 
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IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
8. 25 (IH, s),8. 02 (IH, d, J=8 
.7Hz),7. 90 (IH, dd, J=8. 4, 1 
.4Hz),7. 80-7. 71 (2H, m),7. 
67 (2H, d, J=8. 7Hz),7. 33 (2H 
,t, J=8. 7Hz),7. 26 (2H, d, J= 
8. 7Hz),5. 46 (2H, s),4. 78(2 

H, s),4. 31(lH,m),2. 39-2. 1 
9(2H, m),2. 03-1. 79(4H,m), 

I. 71-1. 59(lH,m), 1. 50-1. 1 
7 (3H, m) 


i * 


#fiS > 9 0% (NMR) 


MS 558 (M+l) 
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255 


IH NMR( 6 ) ppm 


o 

II 


.OH 

HCI >W 


300MHz, DMS0-d6 

8. 34 (IH, s),8.32(lH, d, J=8 

8Hz) 8 09-8 OTfaH m} 7 
83 (2H, d, J=8. 3Hz),7. 79 (2H 

8. 8Hz),5. 54 (2H, s),4. 38(1 

H, m) , 2. 74 (3H, s) . 2. 40-2. 1 
8(2H,m),2. 13-1.96(2H,m), 

I. 93-1. 78 (2H, m), 1.73-1. 5 
7(lH,m), 1. 55-1. 15(3H,m) 


mm 


> 9 0% (NMR) 




MS 


568 (M+l) 





SHlf5W## 256 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
12.67(lH,brs),8. 23 (IH, s) 
, 7. 94and7. 87 (2H, ABq, J=8. 
6Hz),7. 79 (IH, dd, J=8. 7,5. 
4Hz),7.62-7.41(7H,m),6.8 
0(1H, dd, J=11.9. 2. 3Hz),6. 
69 (IH, dd, J=8. 1,2. lHz),5. 
20 (2H, s),3. 93(lH,brt, J=l 
5. 3Hz) , 2. 30-2. 11 (2H, brm) 
1. 88-1. 74 (4H, brm), 1. 64-1 
.58(lH,brm), 1.41-1. 14 (3H 
, brm) 


F 


#6^ > 9 0% (NMR) 


MS 585 (M+l) 




H»J#-i- 257 


IH NMR ( 6 ) ppm 

300MHz, DMS0-d6 
8. 19 (IH, d, J=8. 7Hz),7. 93 ( 
IH, s), 7. 83-7. 71(3H,m), 7. 
50-7. 39 (4H, m) , 7. 34-7. 10 ( 
4H, m),7.06(lH, dd, J=8. 4,2 
.9Hz),5.09(2H. s),4. 34 (IH 
,m),3. 82 (3H, s),2. 39-2. 19 
(2H,m),2. ll-1.98(2H,m), 1 
.94-1. 79(2H,m), 1. 74-1.58 
(lH,m), 1. 52-1.21 (3H. a) 


CI 

O >=\ 

¥ N M 


#6^ > 9 0% (NMR) 


MS 603 (M+l) 
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nmmm^r 258 


IH NMR( 8 ) ppm 


CI 

. HcAo p 


300MHz, DMS0-d6 
7. 79 (IH d T=6 7Hz) 7 56 ( 
lH,d,J=7.5Hz),7.49(2H,d, j 
T=8 6Hz) 7 42 (4H s) 7 32 
-7. 23 (3H, m) , 7. 09-7. 03 (3H 
, in/ , u. v^-n, Sy f *±. to v. in, m 
),3. 82 (3H, s), 1. 95-1.83(2 
H,m),l. 75-1.44(5H,m), 1.3 
0-1. 10(2H,m),0. 89-0.71(1 
H, m) 


> 9 0% (NMR) 




MS 567 (M+l) 






259 


IH NMR ( 6 ) ppm 


2HCI 

O 

N- 

/ 


300MHz, DMS0-d6 1 
8. 93 (2H, d, J=6. 6Hz),8. 36 ( 
IH, s),8. 28 (IH, d, J=8. 7Hz) 
,8. 10-8. 03(3H,m),7. 85 (2H 
,d, J=8. 7Hz),7. 33 (2H, d, J= 
8. 7Hz),7. 23 (IH, s),7. 23(1 
H. s) , 6. 81 (IH, s), 5. 56 (2H, 
s),4. 39(lH,m),2. 97, 2.92( 
6H, s),2. 40-2. 18(2H,m),2. 
16-1. 95(2H,m), 1.90-1. 75 ( 
2H, ra), 1. 70-1. 55(lH,m), 1. 
50-1. 15(3H,m) 


#6^ > 9 0% (NMR) 


MS ' 591 (M+l) 





260 



HO 



mm 



MS 



2HCI 




> 9 0% (NMR) 



564 (M+l) 



IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 93 (2H, d, J=6. 3Hz) , 8. 35 ( 
IH, s),8. 26 (IH, d, J=8. 7Hz) 
,8. 09-8. 02(3H,m),7. 86 (2H 
, d, J=8. 7Hz) , 7. 50 (IH, s) , 7 
. 35 (2H, d, J=8. 4Hz) , 7. 24 (2 

H, d, J=7. 8Hz),5. 60 (2H, s), 
4. 39 (IH, m),2. 50-2. 18 (2H, 
m),2. 15-1.95(2H,m), 1.90- 

I. 75(2H,m), 1. 70-1. 55 (IH, 
m) 1.50-1. 10(3H,m) 
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IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 22 (IH, d, J=7. 8Hz),7. 85 ( 
IH, d, J=6. 7Hz),7.63(2H, d, 
J=9. OH), 7. 51-7. 38(5H,m), 
7. 29(lH,d,J=8. 3Hz),7. 23 ( 
IH, d, J=3. OHz), 7.06 (2H, d, 
J=9. OHz) , 7. 06 (IH, dd, J=8. 
6, 3. OHz), 5. 05 (2H, s),4.41 
-4. 25(lH,m),3. 83 (3H, s),2 
. 40-2. 20 (2H, m) , 2. 03-1. 78 
(4H,m), 1.72-1. 57 (IH, m),l 
.50-1. 18(3H,m) 


CI 


$6^ > 9 0% (NMR) 


MS 567 (M+l) 



WMW&^r 262 


IH NMR ( 6 ) ppm 

300MHz, DMS0-d6 
8. 29 (IH, d, J=l. 5Hz),8. 26 ( 
IH, d, J=9. OHz), 8. 19 (IH, d, 
J=1.8Hz),8. 13(lH,brs),8. 
08-7. 96(2H,m),7. 73 (2H, d, 
J=9. OHz) , 7. 57-7. 43 (6H, m) 
,7. 24 (2H, d, J=9. OHz), 5. 14 
(2H, s),4. 36 (IH, m),2. 38-2 
. 18(2H,m),2. 12-1.97(2H,m 
), 1.93-1. 80 (2H, m), 1.73-1 
. 58 (lH.m), 1.52-1.20 (3H,m 


CI 

HCI ^>-NH 2 


ffi* > 9 0% (NMR) 


MS 580 (M+l) 




263 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
12. 85 (IH, brs) , 8. 72 (IH, d, 
J=4. 8Hz),8. 22 (IH, s),8. 14 
(IH, d, J=6. 3Hz) , 8. 03and7. 
76 (4H, ABq, J=8. 6Hz) , 7. 93a 
nd7. 85 (2H, A' B'q, J=8. 6Hz) 
,7. 60and7. 15 (4H, A"B*q, J= 
8. 7Hz),7. 55 (IH, dd, J=6. 3, 
4. 8Hz),5. 19 (2H, s),4. 26(1 
H, brt, J=12. 6Hz), 2. 35-2. 1 
8(2H,brm), 1.95-1. 77 (4H, b 
rm), 1. 70-1. 60(lH,brm), 1. 
45-1. 15(3H,brm) 


O 


> 9 0% (NMR) 


MS 548 (M+l) 



399 



WO 03/000254 
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mmm^ 264 


IH NMR( 5 ) ppm 

300MHz, DMS0-d6 
8. 23 (IH, d, J=1.0Hz),7. 92 ( 
IH, dd, J=8. 7, 1. 0Hz),7. 87 ( 
IH, d, J=8. 7Hz),7. 60 (2H, d, 
J=8.6Hz),7. 47 (2H, d, J=8. 7 
Hz),7.44(2H, d,J=8. 7Hz),7 

'inftU A T— Q QUo'S 7 91 

. ou vln, 0, J— o. ottZ) , /. Zo V.1 
H, d, J=2. 6Hz),7. 11 (2H, d, J 
=8. 7Hz) , 7. 06 (IH, dd, J=8. 7 
,2.6Hz),5. 04 (2H, s),4. 36 ( 
lH,ra),3. 83 (3H, s),2. 80-2. 
70(4H,m),2. 60-2. 40(2H,m) 
,2. 30-2. 20(2H,m) 


CI 

0 ? 


>9 0% (NMR) 


MS 586,588(M+1) 




%mm^ 265 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 30 (IH, d, J=l. 5Hz),8. 25 ( 
IH, d, J=9. lHz),8. 03 (IH, dd 
,J=8. 7, 1. 5Hz),7. 76-7. 96 ( 
3H, m),7. 55-7. 49(5H,m),7. 
42 (IH, d, J=7.6Hz),7. 23 (2H 
,d, J=8. 7Hz),5. 15 (2H. s),4 
. 35 (IH. m) , 3. 01 (3H, s),2. 9 
7(3H, s),2. 37-2. 20(2H,m), 
2. 09-1.97 (2H,m), 1.94-1. 8 
l(2H,m), 1. 72-1. 60 (IH, m), 
1.50-1. 21 (3H,m) 


CI 

o O 


> 9 0% (NMR) 


MS 608 (M+l) 



mmwrn^- 266 


IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 27 (IH, d, J=1.5Hz),8.20( 
IH, d, J=9. 0Hz),8. 00 (IH, dd 
, J=8. 6, 1.5Hz),7. 82 (2H, d. 
J=8. 2Hz) , 7. 76-7. 65 (5H, m) 
,7. 56 (IH, dd, J=7. 9, 1.8Hz) 
,7.47(lH,d, J=7.5Hz),7. 20 
(2H, d, J=8. 6Hz) , 5. 16 (2H, s 
),4. 32(lH,m),3. 02 (3H, s), 
2. 98 (3H, s) , 2. 38-2. 19 (2H, 
m) , 2. 07-1. 95 (2H, m), 1. 93- 
1. 80 (2H, m), 1.72-1. 58 (IH, 
m), 1.52-1. 18(3H,m) 


F 

O HCI 


> 9 0% (NMR) 


MS 642 (M+l) 


400 
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nmm&& 267 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 34(2H,m),8. 03 (IH, d. J=8 
.3Hz),7. 77-7. 68 (3H, m),7. 
54-7. 40 (4H, m) , 7. 33 (2H, d, 
J=8. 6Hz),7.24(2H, d, J=9. 0 
Hz), 5. 16 (2H. s),4. 36(lH,m 
),3.01(3H, s),2. 97 (3H, s), 
2.40-2. 20(2H,m),2. 11-1.9 
7(2H,m), 1.93-1. 81 (2H,m), 
1.71-1. 60 (lH,m),l. 50-1.2 
1 (3H, m) 


s 

5 <Q 


> 9 0% (NMR) 


MS 620 (M+l) 



268 




MS 



> 9 0% (NMR) 



612 (M+l) 



IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 67-8. 59(lH,m),8. 30 (IH, 
s),8. 13-8. 20(2H,m),8. 02- 
7. 92 (2H, m) , 7. 65 (IH, t, J=8 
.3Hz),7. 56-7. 45 (5H, m),7. 
18(lH,dd, J=12.0,2. 2Hz),7 
.05(lH,dd, J=8. 6, 2. 2Hz),5 
. 14 (2H, s),4. 09(lH,m),2.8 
2(3H, d, J=4. 5Hz),2. 34-2. 1 
2(2H, m), 1.99-1. 79 (4H,m), 
1.71-1. 59 (lH,m), 1.49-1.2 
l(3H,m) 



mmm&tk 269 


IH NMR( 6 ) ppm 


o 


CI. 


300MHz, DMS0-d6 
8. 29 (IH, s),8. 13 (IH, d, J=9 
.0Hz),7. 97 (IH, dd,J=8. 6,1 
.5Hz),7.71(lH, d, J=1.8Hz) 
, 7. 63 (IH, t. J=8. 2Hz) . 7. 56 
-7.41(6H,m),7. 17 (IH. dd, J 
=12. 0,2. 2Hz),7. 03 (IH, dd, 
J=8. 2, 1. 8Hz),5. 14 (2H, s), 
4. 15-4. 00 (IH, m), 3. 01 (3H, 
s),2. 98 (3H, s), 2.32-2. 13 ( 


> 9 0% (NMR) 


2H, m) 1.95-1. 79 (4H,m), 1.7 
2-1. 59 (IH, m), 1.45-1.21(3 


MS 


626 (M+l) 


H,m) 



401 
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nn&m%- 270 


IH NMR( 6 ) ppm 


i hc. c, w 


300MHz, DMS0-d6 
8. 24 (IH, d, J=l. 4Hz),8. 19 ( 
IH, d, J=1.8Hz),8. 11 (IH, br 
s),8. 02-7. 85(3H,m),7. 60- 
7 44C7H ml 7 lOClH rid T= 

12. 0, 2. lHz),6. 98 (IH, dd, J 
=8. 4, 2. 1Hz; , 5. 1H<sH, s; , o 
.98(lH,m),2. 30-2. 12(2H,m 
), 1.91-1. 73(4H,m), 1.71-1 
.58(lH,m), 1.45-1. 15(3H,m 


fcES > 9 0% (NMR) 


MS 598 (M+l) 






271 


IH NMR(S) ppm 


.O 

t> \K 


300MHz, DMS0-d6 
8. 29 (IH, d, J=l. 5Hz),8. 24 ( 
IH, d, J=8. 7Hz),8. 07-7. 98 ( 
3H,m),7. 80-7.68(5H,m),7. 
56 (IH, dd, J=8. 0, 1. 8Hz),7. 
47 (IH, d, J=8. OHz), 7. 21 (2H 
,d, J=8. 4Hz),5. 18(2H.s),4 
.34(1H, m),3. 27 (3H. s),3.0 
2(3H, s),2. 98 (3H, s),2. 38- 
2. 18(2H,m),2. 10-1. 95 (2H, 
m) , 1. 93-1. 79 (2H, m) , 1. 72- 
1. 59(lH,m), 1.50-1. 19 (3H, 
m) 


MS > 9 0% (NMR) 


MS 652 (M+l) 





272 


IH NMR( 5 ) ppm 


, — m HCI 

° C,H 0 


300MHz, DMS0-d6 
8. 97 (IH, d, J=l. 8Hz) , 8. 85 ( 
IH, d, J=4. 7Hz),8. 46 (IH, d, 
J=8. OHz) , 8. 39-8. 26 (2H, m) 
,8. 06 (IH, d. J=8. 7Hz) , 7. 99 
-7. 64(6H,m),7. 24(2H,d,J= 
8. 7Hz),5. 25 (2H, s), 4. 36(1 

H, m),3. 03 (3H, s),2. 97 (3H, 
s),2. 39-2. 19(2H,m),2. 14- 

I. 96 (2H, m) , 1. 94-1- 78 (2H, 
m), 1. 73-1. 60 (IH, m) , 1.21- 
1.55 (3H, m) 




> 9 0% (NMR) 


MS 


575 (M+l) 





402 
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mmmm^ 273 


IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 30(lH,s),8. 27 (IH, d, J=8 
.7Hz),8. 05 (IH, d. J=8. 7Hz) 
, 7. 77-7. 67(3H,m). 7. 58-7. 
48(6H,m),7. 22 (2H, d, J=8. 4 
Hz), 5. 18C2H, s),4. 35(lH,b 
rt, J=9. 8Hz) , 3. 06-2. 88(12 

H, brm) , 2. 38-2. 20 (2H, brm) 
, 2. 08-1. 96 (2H, brm) , 1. 90- 

I. 80(2H, brm), 1.70-1. 60(1 
H, brm) , 1. 49-1. 22 (3H, brm) 


N-i 

0 

11 ^ ft 

0 >< 


> 9 0% (NMR) 


MS 645 (M+l) 



mmmm^ 274 


IH NMR( 5 ) ppm 

300MHz, DMS0-d6 
mixture of cis and trans 
8. 35,8.34(1H, s),8. 15-8. 1 
0(2H,m), 7.79-7. 70 (3H, m), 
7. 49 (2H, d, J=8. 7Hz),7. 44 ( 
2H, d, J=8. 7Hz),7.31(lH, d, 
J=8. '4Hz),7. 25-7. 19 (2H, m) 
, 7. 07 (IH, d, J=8. 5Hz),5. 08 
(2H, s), 4. 75 (IH, m),3. 83(3 
H, s),3.70-1.90(8H,m) 


CI 


1*18 0% (NMR) 


MS 601 (M+l) 




mrnmm^ 275 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 33 (IH, s),8. 13(lH,d, J=7 
.5Hz),7. 93 (IH, d, J=8. 8Hz) 
,7. 74 (2H, d, J=8. 7Hz),7. 49 
(2H, d, J=8. 6Hz),7.44(2H,d 
, J=8. 6Hz), 7.31 (IH, d. J=8. 
5Hz),7. 25-7. 15(3H,m),7.0 
7(1H, d, J=8. 5Hz),5.08(2H, 
s),4. 98(lH,m),3.83 (3H, s) 
, 3. 65-3. 45 (2H, m) , 3. 30-3. 
10(2H,m),3. 00-2. 75(2H,m) 
, 2. 60-2. 30(2H,m) 


CI 


> 9 0% (NMR) 


MS 617 (M+l) 



403 
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IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 25 (IH, s),7.93and7.87(2 
H, ABq, J=9. lHz),7. 55 (IH, t 
, J=8. 6Hz) , 7. 48and7. 42 (4H 
, A' B' q, J=8. 6Hz) , 7. 31 (IH, 
d, J=8. 5Hz),7. 24 (IH, d, J=2 
. onz) , / . uy o. yo ion, nu , o. 
05 (2H, s),4. 11 (lH.br t, J=l 
4. 0Hz), 3.84(3H, s),2. 83-2 
.67(4H, brm),2. 50-2. 32 (2H 
,brm),2.21-2. 10 (2H, brm) 




CI 

Q > 


> 9 0% (NMR) 


MS 


603 (M+l) 






277 


IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
cis and trans mixture 
8. 28and8. 24 (total 
IH, each 

s),7. 94-7. 87(lH,m),7. 60- 
7.41(5H,m),7.31(lH, d, J=8 
.5Hz),7. 23-7.2l(lH,m),7. 
12-7. 05 (2H, ra) , 7. 00-6. 95 ( 
IH, m) , 5. 06and5. 05 (total 
2H, each 

s),4. 47and4. 34 (total 
IH, each 

brs),3. 83 (3H, s),3. 12-1.7 
6(8H.m) 




CI 


> 9 0% (NMR) 


MS 


619 (M+l) 





278 


IH NMR( 6 ) ppm 




CI 


300MHz, DMS0-d6 
12.9UH, brs),8. 27 (IH, s), 
7. 97and7. 74 (2H, ABq, J=8. 6 
Hz), 7. 58 (IH, t, J=8. 6Hz),7 
. 49and7. 43 (4H, A' B' q, J=8. 
5Hz),7.31(lH,d, J=8. 5Hz), 
7. 22 (IH, d, J=2. 6Hz),7. 13- 
6. 92(3H,m),5. 05 (2H, s),4. 
67(lH,brt, J=14. 2Hz),3. 57 
-3. 40 (2H. brm) . 3. 20-3. 05 ( 
2H, brm) , 2. 91-2. 70 (2H, brm 
) , 2. 28-2. 11 (2H, brm) 


*>fi^ > 9 0% (NMR) 


MS 


635 (M+l) 




404 
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mmm* 279 


IH NMR( 8 ) ppm 


CI. 

HCI >==\ 

0 


300MHz, DMS0-d6 
8. 30 (IH, s),8. 23 (IH, d, J=8 
. 7Hz),8. 06-8. 00(2H,m),7. 
83 (IH, dd, J=8. 0, 1.8Hz),7. 

,d, J=8. 0Hz),7. 59-7. 54 (4H 

mS 7 99f9H H T=R 4H-y^ 5 

.25(2H.s),4: 33 (IH. m) , 2. 6 
6(3H, s),2. 66 (3H, s),2. 37- 
2. 19(2H,m),l. 93-1. 80 (2H, 
m), 1.70-1. 59 (lH,m), 1.47- 
1. 21 (3H, m) 


> 9 0% (NMR) 


MS 644 (M+l) 





mmwtt 280 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 32-8. 23 (3H, m) , 8. 08-8. 0 
l(2H,m),7. 73 (2H, d, J=8.6H 
z),7. 65 (IH, d. J=8. 2Hz),7. 
59-7. 5l(4H,m),7. 25 (2H, d, 
J=8. 6Hz),5. 21 (2H, s),4. 34 
(lH,m),3. 32 (3H, s),2. 37-2 
. 19 (2H, m),2. 10-1. 98(2H,m 
), 1. 93-1. 80 (2H,m), 1.71-1 
.60(1H, m), 1.51-1. 21 (3H,m 
) 


CI 

HCI >=\ 
9 \J 

O of" 


#6^ > 9 0% (NMR) 


MS . 615 (M+l) 





281 


IH NMR( 6) ppm 


Cl v 

HCI >=\ 
N — f O 


300MHz, DMS0-d6 
8. 30 (IH, d,J=l. 5Hz),8. 24 ( 
IH, s),8. 14 (IH, d. J=8.6Hz) 
,8. 07-7. 95 (2H, m),7.63(lH 
,t,J=8. 6Hz),7. 57-7. 47 (5H 
,m),7. 16 (IH, dd, J=12. 0, 2. 
2Hz),7. 03 (IH, dd, J=8.6, 2. 
2Hz),5. 17 (2H. s),4. 06 (IH, 
m),3. 90 (3H, s), 2. 31-2. 11 ( 
2H,m), 1.97-1. 78 (4H,m), 1. 


> 9 0% (NMR) 


71-1. 59(lH,m), 1.43-1. 22 ( 
3H,m) 


MS 


315 




405 
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282 


IH NMR(S) ppm 


o 


CI 

\_J 

-N /=\ \. 

H)-oJ=\ 

V. V-f CIH 

O N - 


300MHz, DMS0-d6 
8. 36 (IH, s),8. 35 (IH, d,J=9 
. 3Hz) , 8. 09 (IH, d, J=9. 3Hz) 
,7. 78 (2H, d.J=8. 7Hz),7. 48 
-7. 25(9H.m),5. 09 (2H, s),4 
.39(lH,m),3. 04 (6H, s),2.4 
0-2. 15 (2H, m) , 2. 10-1. 95(2 
H,m), 1.90-1. 75 (2H,m), 1.7 
0-1.55(lH,m), 1.50-1.20(3 
H,m) 


>9 0% (NMR) 




MS 


580 (M+l) 








283 


IH NMR( 8 ) ppm 


o 


CI 

HCI >=\ 
N /=\ \__ 


300MHz, DMS0-d6 
10. 03 (IH, s),8. 33 (IH, s),8 
.29(1H, d,J=8. 7Hz),8. 06(1 
H, d, J=9.0Hz),7. 74 (2H, d.J 
=9. 0Hz),7. 51-7. 42 (5H, m), 
7. 37-7. 30(2H,m),7. 22 (2H, 
d, J=8. 7Hz),5. 10 (2H, s),4. 
37 (IH, m),3.06(3H, s),2.40 
-2. 18 (2H, m) , 2. 15-1. 95 (2H 
,■0.1. 90-1.80(2H,m), 1. 75 
-1.55(lH,m), 1. 50-1. 20 (3H 
,m) 


1** > 9 0% (NMR) 


MS 


630 (M+l) 





mmm^ 284 


IH NMR(5) ppm 

300MHz, DMS0-d6 
8. 30 (IH, s),8. 14 (IH, d, J=8 
.7Hz),7. 97 (IH, d, J=8. 7Hz) 
,7.96-7. 41(8H,m),7. 16 (IH 
,dd, J=12. 4, 2. 2Hz),7. 03(1 
H, dd, J=8. 4, 2. 2Hz),5. 15(2 

H, s) , 4. 15 (IH, m) , 3. 54-3. 1 
6(4H,m),2. 33-2. 13(2H,m), 

I. 97-1. 79 (4H,m), 1.70-1.0 
2(9H,m) ' 


CI 

i HCI >=\ 

' 2_ N F \ W 

• t> y<c 


> 9 0% (NMR) 


MS 654 (M+l) 


406 
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285 




> 9 0% (NMR) 



MS 



640 (M+l) 



1H NMR( 6 ) ppm 

300MHz, DMSO-d6 
8. 37(lH,d, J=7. 3Hz),8. 30 ( 
lH,s),8. 19-8. 12(2H,m),8. 
02-7.95(2H,m),7. 65 (1H, t, 
J=8. 4Hz),7. 56-7. 43(5H,m) 
,7. 18 (1H, dd, J=12. 0, 1. 8Hz 
),7.06(1H, dd, J=8. 4, 2. 1Hz 
),5. 13 (2H, s), 4. 22-4. 03(2 
H,m),2. 34-2. 13(2H,m), 1.9 
9-1. 78(4H,m), 1. 72-1.57(1 
H,m), 1.44-1. 14(3H,m), 1.2 
0, 1. 18 (6H, each s) 



mmm^ 286 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 29 (1H, s),8. 13 (1H, d, J=8 
.7Hz),7. 97(lH,dd, J=8. 7,1 
.4Hz), 7. 69-7. 40 (8H,m).7. 
16 (1H, dd, J=12. 0, 2.2Hz),7 
.02(1H, dd, J=8. 4, 2. 2Hz),5 
. 15 (2H, s),4.07(lH,m),3.7 
1-3. 23(2H,m), 1.98-1.71(4 
H,m), 1.71-1. 18(10H,m) 


CI 

HCI >=\ 

b >o 


> 9 0% (NMR) 


MS 666 (M+l) 



MS 



287 




> 9 0% (NMR) 



652 (M+l) 



1H NMR( 8 ) ppm 

300MHz, DMS0-d6 
8. 29 (1H, s),8. 13 (1H, d, J=8 
.0Hz),7. 97 (1H, d, J=8. 4Hz) 
,7. 83 (1H, s) , 7. 68-7. 41 (7H 
,m),7. 17(lH,d, J=12. OHz), 
7.03(1H, d, J=8. 4Hz),5. 15 ( 
2H, s),4. 07(lH,m),3. 58-3. 
41(4H,m),2.34-2. 13(2H,m) 
,1. 97-1. 77 (8H,m), 1.71-1. 
58 (1H, m) , 1. 49-1. 18 (3H, m) 



407 
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mmm&*k 288 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 62(lN,m),8. 31 (IH, s),8. 
22-8. 14(2H,m),8. 99 (2H, d, 
J=8. 7Hz),7. 66 (IH, t. J=7. 7 
Hz), 7. 58-7. 44(5H,m),7, 19 
(IH, dd,J=8. 7, 2. 2Hz),5. 14 

(OM A 1 Will ,rA Q C7_q 

. 49 (2H, m) , 3. 45-3. 30 (2H, m 
),2. 37-2. l2(2H,m),2.00-l 
.76(4H, m), 1.70-1. 58(lH,m 
), 1. 48-1. l7(3H,m) 


CI 

o HCI F \) 

W ° ^OH 


fcfiS > 9 0% (NMR) 


MS 642 (M+l) 




mmm* 289 


IH NMR( 6 ) ppm 

400MHz, DMS0-d6 
8. 28 (IH, s),8. 11 (IH, d, J=8 
.9Hz),7. 96 (IH, d,J=8. 9Hz) 
,7.68(1H, s),7.62(lH, t, J= 
8. 2Hz),7. 55-7. 41 (6H, m) , 7 
. 15 (IH, d.J=ll. 7Hz),7.02( 
IH, d, J=8. 4Hz),5. 14 (2H, s) 
,4. 12-3. 13(6H,m),2. 30-1. 
19(13H,m) 


HCI 7==\ 


*B& > 9 0% (NMR) 


MS 682 (M+l) 




mm** 290 


IH NMR(5) ppm 

400MHz, DMS0-d6 
8. 29 (IH, s),8. 15(lH,d, J=8 
.6Hz),7. 98 (IH, d,J=8. 8Hz). 
,7. 72 (IH, s),7. 64 (IH, t. J= 
8. 8Hz),7. 57-7. 43(6H,m),7 
. 18(lH,dd,J=12. 1,2. 1Hz), 
7. 03 (IH, d, J=10.7Hz),5. 12 
(2H, s),4. 15-4.01(lH,m),3 
. 75-3.33(8H,m),2,31-2. 14 
(2H, m), 1. 96-1. 78(4H,m), 1 


! CI 

i HCI /=\ 


> 9 0% (NMR) 


.70-1. 58 (IH, m), 1.47-1.21 
(3H, m) 


MS 668 (M+l) 


408 
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291 


IH NMR( 6 ) ppm 

400MHz, DMS0-d6 
8. 29 (IH, s),8. 14 (IH, d, J=8 
.9Hz),7.97(lH, d, J=8. 6Hz) 
,7.71(1H, s),7. 63 (IH, t, J= 
8. 2Hz),7. 56-7. 42(6H,m),7 
. 17 (IH, d, J=12. 3Hz),7. 03 ( 
IH, d, J=10. 7Hz),5. 14 (2H, s 
),4. 07 (IH, m), 3.96-3. 52(4 
H,m),2. 79-2. 56(4H,m),2.3 
2-2. 14(2H,m), 1. 97-1. 79(4 
H,m), 1.71-1. 58(lH,m),1.5 
1-1. 19 (3H, m) 


CI 

HCI >=\ 

o \K> 


> 9 0% (NMR) 


MS 684 (M+l) 



mm&m-& 292 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
9. 07-8. 99(lH,m),8. 30 (IH, 
s),8. 23-8. 12(2H,m),8.04- 
7.95(2H,m),7. 65 (IH, t, J=8 
.2Hz), 7. 60-7. 45(5H,m),7. 
19 (IH, dd, J=12. 0,2.6Hz),7 
.06(1H, dd, J=8. 6, 2.2Hz),5 
. 16 (2H, s),4. 18-4. 02(lH,m 
),3. 97 (2H, d. J=6. 0Hz),2.3 
3-2. 14 (2H,m), 1.99-1.79(4 
H, m), 1.72-1. 59(lH,m), 1.4 
5-1. 19(3H,m) 


CI 

HCI /=\ 


> 9 0% (NMR) 


MS 656 (M+l) 



fU60»J#-f- 293 


IH NMR(8) ppm 

300MHz, DMS0-d6:8. 21 (IH, s 
) , 7. 94and7. 86 (2H, ABq, J=8 
.6Hz),7. 72 (IH, d, J=2. 4Hz) 
,7. 59and7. 11 (4H, A' B' q, J= 
8.9Hz),7. 53 (IH, dd, J=8. 4, 
2.4Hz),7. 38 (IH, d, J=8. 4Hz 
) , 7. 36and7. 32 (4H, A'B'q, J 
=8. lHz),5.07(2H, s),4. 27 ( 
lH.brt, J=13.8Hz),2. 87 (2H 
,t, J=7.8Hz),2. 57 (2H, t, J= 
7. 8Hz) , 2. 35-2. 20 (2H, brm) 
, 1. 96-1. 79 (4H, brm) , 1. 68- 
1. 59 (IH, brm), 1.47-1. 18(3 
H, brm) 


O 

C-v OH 

O c ' 


> 9 0% (NMR) 


MS 637 (M+l) 


409 
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mmmm^ 294 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 

8. 30 (IH, s) , 8. 25and8. 03 (2 

H, ABq, J=8.9Hz),7. 73 (IH, s 
),7. 73 (2H, d, J=8. 6Hz), 7. 5 
5 (IH, dd, J=8. 0, 2. 3Hz) , 7. 4 
0(4H, s),7. 39(lH,d, J=8. OH 
z),7. 23 (2H, d, J=8. 6Hz), 5. 
11 (2H, s),4. 55 (2H. s),4. 36 
(lH.brt, J=14. 8Hz),2. 37-2 
. 19(2H, brm), 2. 09-1. 96 (2H 
, brm), 1.91-1. 79(2H,brm), 

I. 71-1. 59 (IH, brm), 1. 50-1 
.20(3H,brm) 


OH 

HCI )=\ 
O ^ / 

Ho-Vvv<^>o^V\ 
O ci 


> 9 0% (NMR) 


MS 567 (M+l) 



295 


IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 30 (IH, s),8. 25and8. 04(2 
H.ABq, J=8. 7Hz),7. 74(lH,s 
),7. 72 (2H, d, J=8. 7Hz),7. 5 
6(1H, d, J=8. 7Hz) , 7. 48-7. 3 
5(5H,m),7. 22(2H,d,J=8. 7H 
z),5. 11(2H, s),4.46(2H, s) 
,4. 35 (IH, brt, J=14. 8Hz),3 
.31(3H, s),2. 37-2. 17(2H,b 
rm),2. 07-1. 95 (2H, brm) , 1. 
92-1. 79 (2H, brm), 1.73-1.5 
6(1H, brm), 1. 52-1. 20 (3H, b 
rm) 


0- 

HCI >=\ 


ffiM > 9 0% (NMR) 


MS 581 (M+l) 




mmm&^ 296 


IH NMR( 6 ) ppm 

300MHz, DMSO-d6 
8.2K1H, d, J=1.5Hz),7.98( 
IH, d, J=1.2Hz),7. 97-7. 91 ( 
2H,m),7. 84 (IH, dd,J=8. 7,1 
.5Hz),7. 77 (IH, d, J=2. 1Hz) 
,7.70(1H, d, J=7. 5Hz),7. 60 
-7. 54(4H,m),7. 43 (IH, d, J= 
8.4Hz),7. 09(2H,d,J=8. 7Hz 
),5. 05(2H.s),4. 25(lH,brt 
, J=14. 8Hz) , 2. 36-2. 18 (2H, 
brm) , 1. 95-1. 79 (4H, brm) , 1 
. 71-1. 6(1H, brm), 1. 43-1. 1 
8 (3H, brm) 


_>-OH 


> 9 0% (NMR) 


MS 581 (M+l) 



410 
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297 


IH NMR(6) ppm 

300MHz, DMS0-d6 
12.7(lH,brs),8. 21 (IH, s), 
7. 94and7. 85 (2H, ABq, J=8. 6 
Hz), 7. 60-7. 55 (3H,m),7. 49 
and7. 45 (4H, A' B' q, J=8. 3Hz 
) , 7. 12 (2H, d, J=8. 7Hz) , 5. 0 
5(2H, s), 4. 26 (IH, brt, J=13 
.0Hz),2. 54 (3H, s),2. 38-2. 
20 (2H, brm), 1. 97-1. 80 (4H, 
brm), 1.71-1. 59 (IH, brm), 1 
.47-1. 20 (3H, brm) 


o 


CI 


> 9 0% (NMR) 


MS 


583 (M+l) 






298 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8.22(1H, s),8.01(lH, s),7. 
95and7. 86 (2H, ABq, J=8. 6Hz 
) , 7. 79 (IH, d, J=7. 8Hz) , 7. 5 
8(3H, t, J=7. 5Hz),7. 53 (4H, 
s),7. 13 (2H, d, 8. 7Hz),5. 15 
(2H. s),4. 26 (IH. brt, J=13. 
8Hz),2.83(3H, s),2. 37-2. 1 
8 (2H, brm) , 1. 95-1. 78 (4H, b 
rm), 1.70-1. 59 (IH, brm), 1. 
47-1. 17 (3H, brm) 


HoX 0 


CI 




> 9 0% (NMR) 


MS 


599 (M+l) 



mmm^ 299 


IH NMR ( 6 ) ppm 

300MHz, DMS0-d6 
8. 43-8. 16 (3H, m) , 8. 07-7. 9 
4(2H,m),7. 72 (2H, d. J=8. 6H 
z),7. 62-7. 49(5H,m),7. 23 ( 
2H, d, J=8.6Hz),5. 16 (2H, s) 
, 4. 34 (IH, m) , 2. 39-2. 20 (2H 
,m),2. lO-1.96(2H,m), 1. 93 
-1. 80(2H,m), 1.71-1. 58 (IH 
,m), 1.49-1. 19(3H,m) 


CI 

HCl >=\ 


#6££ > 9 0% (NMR) 


MS 562 (M+l) 


411 
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300 


IH NMR (8) ppm 


o 


R 


300MHz, DMS0-d6:2. 77 (IH, b 
rs),8. 83 (2H, d, J=1.9Hz),8 
.56(2H, dd, J=4. 9, 1.9Hz),8 
.22(1H, d, J=l. 5Hz),7. 97(2 
H,dt, J=7. 9, 1. 9Hz), 7. 95(1 
H, d, J=8.6Hz),7. 87 (IH, dd, 
J— o. O, 1. oaZ) ,(.01 vln, t, J 
=8. 7Hz),7. 46 (2H, dd, J=7. 9 
,4.9Hz),7.26(lH, dd, J=12. 
0, 4. 9Hz),7. 14(lH,dd, J=8. 
8, 2. 3Hz),6. 99 (2H, s),3. 94 
(lH,brt),2. 26-2. 09(2H,m) 
, 1.87-1. 73 (4H, m), 1.67-1. 

Z7{1U 1 /I9-1 lOCiU m^ 


> 9 0% (NMR) 


MS 


523 (M+l) 



301 


IH NMR ( 6 ) ppm 


1 


DO ' 

o=< 


300MHz, DMS0-d6 
8. 22 (IH. s),7. 95(lH,d,J=8 
.7Hz),7. 87 (IH, dd, J=1.5Hz 
,9.0Hz),7.62(4H, d, J=8.4H 
z),7. 55 (IH, t, J=9. 0Hz),7. 
44 (4H, d, J=8. 1Hz) , 7. 20 (IH 
,dd, J=2. 1Hz, 12.0Hz), 7. 11 
(IH, dd, J=2. 1Hz, 8. 7Hz),6. 
86 (IH, s),3. 94(lH,m),2.96 
,2. 88(12H, s),2. 35-2. 00 (2 
H,m), 1.95-1. 70 (4H, m), 1.6 
5-1. 50(lH,m), 1.45-1. 10(3 
H,m) 


#B£ > 9 0% (NMR) 


MS 


663 (M+l) 







302 


IH NMR( 6 ) ppm 


o 

Na + 0--^y 


Fv 

" 0 s ^ 


O 


300MHz, DMS0-d6 
8. 14 (IH, s),7. 88 (IH, d,J=8 
.4Hz),7.68(lH, d, J=8. 7Hz) 
,7. 64-7. 55 (3H, m),7. 50 (IH 
,t,J=8. 7Hz),7. 22-7. 17(3H 
,m),7. 11 (IH, s), 7. 08-7. 00 
(2H,m),3.90(lH,m),2. 15-2 
.00(2H,m), 1.95-1. 50(5H,m 
), 1. 45-1.00(3H.m) 


> 9 0% (NMR) 




MS 


532 (M+l) 







412 



WO 03/000254 



PCT/JP02/06405 



m 203 



nmm&& 303 


IH NMR( 5 ) ppm 


CI 


300MHz, CDC13 . 
8. 49 (IH, s),7. 98(lH,dd,J= 
8. 6, 1.5Hz),7.71(lH, d, J=l 
.8Hz),7. 66 (IH, d, J=8. 6Hz) 

, dd, J=8. 2,2.2Hz),6. 69 (IH 

T-1 1 O O OUr»S 4 QQ /O 

H, s),4. 10-3. 92(lH.m),3.9 
5(3H, s),3. 15 (3H, s),3. 06 ( 
3H, s), 2. 31-2. 14(2H,m),2. 
04-1.86(4H,m), 1. 81-1. 71 ( 
lH,m),l. 41-1. 21(3H,m) 


$63? > 9 0% (NMR) 


MS 640 (M+l) 





H«J## 304 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8.2K1H, s),7. 94 (IH, d, J=8 
.7Hz),7.84(lH, d,J=9.1Hz) 
, 7. 70(1H, s),7. 26-7. 39 (9H 
,m),7. 11 (2H, d, J=8.4Hz),5 
. 11 (2H, s),4. 26(lH,m),3.0 
l(3H,.s),2. 97 (3H, s),2. 38- 
2. 19(2H,m), 1.97-1. 78 (4H, 
m), 1. 72-1. 57(lH,m), 1. 48- 
1. 17(3H,m) 


CI 

ONa + O 


*W > 9 0% (NMR) 


MS 608 (M+l) 




£U£01J## 305 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 24 (2H. s),8. 03(lH,d, J=8 
.0Hz),7. 96 (IH, d, J=8. 8Hz) 
,7. 87 (IH, d. J=9. lHz),7. 60 
-7. 46 (6H, m) , 7. 09 (IH, dd, J 
=12. 0, 1. 8Hz),6. 97(lH,dd, 
J=8. 4, 1. 8Hz),5. 16 (2H, s), 
3. 97(lH,m),2.31-2. 11 (2H, 
m),l. 92-1.73(4H,m), 1. 70- 
1.57(lH,m), 1.46-1. 13 (3H, 
m) 


CI 


> 9 0% (NMR) 


MS 599 (M+l) 



413 
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mmm* 306 


1H NMR(S) ppm 

300MHz, DMS0-d6 
12. 84 (1H, brs), 8. 21 (1H, s) 
,7. 98-7.84(5H,m),7. 58 (2E 
,d, J=8. 7Hz),7. 54 (2H, d, J= 
7.8Hz),7. 34(lH,,d, J=8. 7H 
z),7. 26 (1H, d. J=2.4Hz),7. 
13-7 06 (3H. m) . 5. 06 (2H. s) 
,4. 26(lH.brt, J=12. 7Hz),3 
.84(3H, s),2. 36-2. 17(2H,b 
rm), 1.99-1. 80 (4H,brra), 1. 
73-1.. 59 (1H, brm), 1.47-1. 1 
7 (3H, brm) 


p 

? 0 

V ^ 5 ^N — \y // 

o > 


> 9 0% (NMR) 


MS 577 (M+l) 



mmmm^ 307 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 22(lH,s),8. 04 (1H, s),7. 
96 (2H, d, J=8. lHz),7.87(2H 
,s),7. 72 (1H, d. J=1.2Hz),7 
.59-7. 41(7H,m),5. 12 (2H, s 
),4. 25(lH.brt, J=11.8Hz), 
3. 02 (3H, brs), 2. 98 (3H, brs 
), 2. 38-2. 15(2H,brm), 1.93 
-1. 76 (4H, brm) , 1. 71-1. 59 ( 
1H, brm), 1. 46-1. 16(3H, brm 
) 


.0 


iCB* > 9 0% (NMR) 


MS 617 (M+l) 




nm&m-* 308 


1H NMR( 8 ) ppm 

300MHz, DMSO-d6 
8. 27 (1H, s),8. 08 (1H, d, J=9 
.0Hz),7.93(lH, d,J=8. 7Hz) 
,7. 65 (2H, d, J=8. 7Hz),7. 46 
(2H, d, J=8. lHz),7.42(2H,d 
. J=8. 4Hz),7. 30-7. 04(5H,ra 
)., 5. 03 (2H, s),4. 32(lH,m), 
2. 40-2. 10(2H,m),2. 05-1. 1 
0(8H,m) 


CI 


fcfcS > 9 0% (NMR) 


MS 552 (M+l) 



414 
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HifiB9#4§- 309 


1H NMR(6) ppm 


O Q 


300MHz, DMS0-d6 

8. 33 (1H, s),8. 15and7. 99(2 

H, ABq, J=8. 9Hz) , 7. 84and7. 
59 (4H, A' B' q, J=8. 3Hz),7.4 
6 (2H, d. J=8. 4Hz) , 7. 22-7. 1 
6(3H,m),7.01-6. 98 (2H, m), 
4. 27and4. 23 (2H, A"B"q, J=l 
2. 9Hz),3. 78(3H,s),2. 39-2 
.21(2H,brm),2. 07-1. 95 (2H 
,brm), 1. 91-1. 80 (2H, brm), 

I, 72-1. 59(lH,brm), 1.49-1 
.17(3H,brm) 


US. > 9 0% (NMR) 


MS 






mm&m* 310 


1H NMR( 6 ) ppm 


o HCI 

O 

CI 


300MHz, DMS0-d6 
8. 33 (1H, s),8. 09and7. 95 (2 
H, ABq, J=8. 7Hz) , 7. 87and7. 
71(4H, A' B' q, J=8. 0Hz),7.4 
3(2H,d, J=7. 8Hz),7. 15 (1H, 
d, J=8. 7Hz),7. 07-7. 02 (4H, 
m),4. 66 (2H, s),4. 23(lH,br 
t, J=11.8Hz),3. 76 (3H, s),2 
. 38-2. 20 (2H, brm) , 2. 04-1. 
93 (2H, brm), 1. 89-1. 79 (2H, 
brm),l. 70-1. 59 (1H, brm),l 
.49-1. 18(3H,brm) 


#6£ > 9 0% (NMR) 


MS 615 (M+l) 





mm&m^ 311 


1H NMR( 8 ) ppm 

300MHz, DMS0-d6 
8.30(1H, s),8. 21and8.01(2 
H,ABq,J=8. 7Hz),7.65(2H,d 
. J=8.4Hz),7. 52-7.41(6H,m 
),7. 20 (1H, d,J=8.4Hz),7. 1 
4(1H, d, J=2. 7Hz),6.97(lH, 
dd, J=8. 4, 2.4Hz),4.31(lH, 
brt,J=9. 8Hz),4. 28 (2H, s), 
3. 78 (3H, s),2. 37-2. 20 (2H, 
brm) , 2. 07-1. 95 (2H, brm) . 1 
. 92-1. 80 (2H, brm) , 1. 71-1. 
60 (1H, brm), 1.50-1. 19 (3H, 
brm) 


CI 

0 HCI Q 

D 0 


> 9 0% (NMR) 


MS 583 (M+l) 


415 
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312 


IH NMR( 5 ) ppm 


o 


Fv 

IVl V- --v 

N / — \ ^ 

o=< 

OH 


300MHz, DMS0-d6 
8. 22 (IH, s),8. 12 (IH, d, J=8 
. <t\\z) f o. uu /. o*t v>n, iny , # . 
70 (4H, d, J=8. 4Hz),7. 56 (IH 
, t, J-o. onz,; , /. ^in, a, j— 
12. 0Hz),7. 13 (IH, d, J=8. 6H 
z) , 6. 97 (IH, s) , 3. 92 (IH, m) 
,2. 35-2. 00(2H,m), 1.95-1. 
70 (4H, m), 1. 65-1. 55 (IH, m) 
, 1.50-1. 05 (3H,m) 


fcfi^ > 9 0% (NMR) 




MS 


609 (M+l) 








313 


IH NMR( 8 ) ppm 


»°\) 


t> o 


300MHz, DMS0-d6 
8. 89 (IH, brs), 8. 63(lH,brs 
),8. 24(1H, s),8. 11 (IH, d, J 
=7.8Hz),7.99(lH, d, J=8. 8H 
z) , 7. 89 (IH, d, J=9. 9Hz) , 7. 
61-7.55(4H,m),7.43(2H, t, 
J=7. 7Hz),7. 34 (IH, t, J=7. 2 
Hz), 7. 24 (IH, d, J=12. 0Hz), 
7. 14 (IH, d, J=8. 6Hz),6. 95 ( 
IH, s),3. 96 (IH, m),2. 35-2. 
05 (2H,m),2. 00-1. 50 (5H, m) 
, 1.45-1. 10 (3H, m) 


fcfi^ > 9 0% (NMR) 


MS 


522 (M+l) 








314 


IH NMR( 6 ) ppm 


o 


CI 


300MHz, CDC13 

8.48(lH,d, J=l. 4Hz),8. 05 ( 
IH, d, J=1.8Hz),8. 98(lH,d, 
J=8. 6Hz),7. 82 (IH, d, J=7. 9 
Hz) ,7. 66 (IH, d. J=8. 6Hz),7 
.55-7. 24(6H,m),6.78(lH,d 
d, J=8. 6, 2. 6Hz) , 6. 69 (IH, d 
d, J-ll. 6Hz) , 2. 2Hz) , 6. 40- 
6. 30(lH,m),4. 99 (2H, s),4. 
02 (IH, m) , 3. 95 (3H, s) , 3. 05 
(3H, d. J=4. 8Hz) , 2. 32-2. 13 
(2H,ra),2. 03-1.87(4H,m), 1 
.81-1.7l(lH,m), 1.46-1.23 
(3H, m) 


> 9 0% (NMR) 


MS 


626 (M+l) 



416 
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503 


1H NMR(5) ppm 


U 

HO'Y 


b 


300MHz, DMS0-d6 

8. 23 (1H, s),7. 76 (1H, d. J=8 

7Hz) 7 58 (1H d T=8 8Hz) 
,7. 51-7. 32 (7H, m) f 7. 17(2H 

H T=8 7H7) fi SSflH O 5 

. 18 (2H, s),4. 75(lH,m),2.3 
5-2 12 (2H m) 2 10-1 85(4 
H, id), 1.80-1. 50 (2H,m) 


mm 


>9 0% (NMR) 




MS 


412 (M+l) 





701 




o- 



MS 



> 9 0% (NMR) 
. 568 (M+l) 



1H NMR( 5 ) ppm 

300MHz, DMS0-d6 
8. 96 (1H, s),8. 50(lH,s),7. 
77 (2H, d, J=8. 7Hz) , 7. 50-7. 
40(4H,m),7. 30 (1H, d, J=8. 4 
Hz) , 7. 24 (1H, d, J=2. 4Hz) , 7 
. 16 (2H, d, J=8.4Hz),7.06(l 
H, dd, J=2. 4Hz, 8. 1Hz) , 5. 06 
(2H, s),4. 31 (1H, s),3..83 (3 
H, s),2. 80-2. 55 (2H, m),2.0 
0-1. 80 (4H, m) , 1. 70-1. 55 (l 
H,m), 1.40-1. 15(3H,m) 



417 
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H!60y## 315 


1H NMR( 6 ) ppm 


un N=\ 

O 01 


300MHz, DMS0-d6 

8. 84 (211, d, J=6. 3Hz) . 8. 28 (1H 

.7Hz),7. 87-7.85(3H.m),7. 70 
-7 50 (3H m) 7 52 (1H. d. J=8. 
3Hz) , 7. 18 (2H. d, J=8. 7Hz) , 5. 
22 (2H s)4 31 (1H br 
t, J=12. 5Hz) , 2. 36-2. 18 (2H. m 
),2. 03-1.78(4H,m), 1.70-1.5 
8(lH,m), 1.50-1.23 (3H, m) 


>9 0% (NMR) 




MS 538 (M+l) 






HJKW-^ 316 


1H NMR( 8 ) ppm 


a 

O HCI >=v 


300MHz, DMS0-d6 

9. 23(lH,t,J=6. 3Hz),8. 29 (1H, 

s) , 8. 25-8. 22 (2H, m) . 8. 03 (2H, 

d, J=7. 9Hz) , 7. 55-7. 48 (5H, m) 7 

. 34 (4H, d, J=4. 4Hz) , 7. 28-7. 22 

(3H, m) , 5. 15 (2H, s) , 4. 52 (2H, d 

, J=5.9Hz),4. 35(lH,br 

t, J=12. 1Hz) , 2. 37-2. 18 (2H, m) 

,2.08-1.95(2H,m), 1.91-1. 79 ( 

2H,m),l. 

72-1. 59(lH,m). 1. 47-1. 19(3H, 
m) 


> 9 0% (NMR) 


MS 670 (M+l) 





%WSm^ 317 


1H NMR( 8 ) ppm 


O 


CI 

HCI >=\ 


300MHz, DMS0-d6 
8. 59 (1H, t, J=5. 5Hz) , 8. 28 (1H, 
s) , 8. 21and8. 01 (2H, ABq, J=8-. 8 
Hz) , 8. 16 (1H, s) , 7. 97and7. 46 ( 
2H, A' B' q, J=8. 0Hz) , 7. 71and7. 
23 (4H, A'B'q, J=8. 7Hz) , 7. 53an 
d7. 49 (4H. A"" B" q, J=9. 2Hz) , 5 
. 14(2H,s),4. 34(lH,br 
t, J=12. 8Hz) , 3. 14 (2H, t, J=6. 3 
Hz) , 2. 38-2. 18 (2H, m) , 2. 07-1. 
78 (4H. ra) , 1. 78-1. 47 (7H, m) . 1. 
47-1 . 07 (6H, m) , 1. 03-0. 83 (2H, 
m) 


> 9 0% (NMR) 


MS 


676 (M+l) 
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rnrnrnm^- 31s 


1H NMR(6) ppm 

300MHz, DMS0-d6 9.63 
(1H, t. J=4. 8Hz) . 8. 86and7. 97 ( 
4H, ABq, J=6. 6Hz) , 8. 30 (1H, s) , 
8. 27 (1H, s) , 8. 23and8. 03 (2H, A 
' B' q, J=8. 8Hz) , 8. 09and7. 54 (2 
H. A*B"q, J=8. 1Hz) , 7. 73and7. 2 
4 (4H, A" B" q, J=8. 8Hz) , 7. 54a 
nd7. 5Z (4H, ABq, J=8. 8Hz) , 
5. 16 (2H. s) 4. 78 (2H, d. J=5. 6Hz 
),4.35 (lH.br 

t, J=l 1. 0Hz) , 2. 39-2. 19 (2H, m) 
, 2. 07-1. 96 (2H. m) , 1. 91-1. 78 ( 
2H, m) , 1. 70-1. 57 (1H, m) 1. 50-1 
.19(3H,m) 


CI 

_ 2HCI /=\ 
HC)V' 5 V'H /=\ ( 

H0 ^a f K>oCK H 


fcfc^ > 9 0% (NMR) 


MS . 671 (M+l) 




mrnwm* 319 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 

8. 28 (1H, s) , 8. 24and8. 03 (2H, A 

Bq, J=9. 0Hz) , 7. 77 (1H, s) , 7. 70 

(2H. d, J=8. 4Hz) , 7. 64-7. 10 (13 
H, m) , 5. 16 (2H, s) , 4. 74and4. 57 

(total 2H, each br 
s),4. 34 (1H, br 

t, J=ll. 7Hz) , 2. 90 (3H, s) , 2. 35 
-2. 17 (2H, m) , 2. 07-1. 93 (2H, m) 
.1.93-1. 78 (2H, m), 1.71-1. 57 ( 
1H, m), 1.51-1. 19(3H,m) 


o >^ 


> 9 0% (NMR) 


MS 684 (M+l) 
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1H NMR( 6 ) ppm 


O 

H ° if 


2HCI ,N=\ 
_ \J 
^*r"H / == \ — \ 


) 


300MHz, DMS0-d6 
8. 94and8. 06 (4H, ABq, J=6. 8Hz) 
, 8. 33 (1H, s) , 8. 28and8. 05 (2H, 
A' B' q, J=8. 7Hz) , 7. 80 (1H, s) , 7 
. 73and7. 22 (4H, A"B*q. J=8. 7Hz 
) , 7. 63and7. 57 (2H, A" B" q, J= 
7. 9Hz) , 5. 30 (2H, s) , 4. 34 (1H, b 






o v 


t, J=12. 1Hz) , 3. 04 (3H, s) , 2. 97 
(3H, s) , 2. 38-2. 18 (2H, m) , 2. 10 
-1. 96 (2H, m) , 1. 93-1. 80 (2H, m) 
, 1.72-1. 58 (1H,h), 1.52-1.08( 
3H,m) 


mm. 


> 9 0% (NMR) 




MS 


575 (M+l) 
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IH NMR( 6 ) ppm 


O 2HCI >=\ 


300MHz, DMS0-d6 
11.19(lH,br 

s) , 8. 31 (IH, s) , 8. 23artd8. 02 (2 
H, ABq, J=9. OHz) , 7. 77 (IH, s) , 7 
. 72and7. 23 (4H, A' B' q, J=8. 7Hz 
) , 7. 59and7. 48 (2H, A B'q, J=7. 
9Hz) , 7. 53and7. 51 (4H, A* B" q 
T=Q OH^^ S 1fi(2H <:) 4 72-2 
.97(8H,br m) , 4. 34 (IH, br 
t, J=12. 1Hz) , 2. 79 (3H, s) , 2. 38 
-2.17 (2H, m) . 2. 07-1 . 93 (2H, m) 
f 1.93-1. 78 (2H,m), 1.69-1. 58 ( 
lH,m), 1.50-1. 10(3H,m) 


#6* >9 0% (NMR) 


MS 663 (M+1) 





nmm* 322 


IH NMR( 8 ) ppra 

300MHz, DMS0-d6 
9. 54 (IH, t, J=5. 7Hz) , 8. 91 (IH, 
s) , 8. 81 (IH, d, J=4. 9Hz) , 8. 48 ( 
IH, d,J=7.9Hz),8. 32 (IH, s),8. 
27 (IH. d, J=9, OHz) , 8. 25 (IH, s) 
, 8. 07-7. 97 (3H. m) . 7. 74and7. 2 
5 (4H, ABq, J=8. 9Hz) , 7. 56-7. 49 
(5H, m) , 5. 16 (2H, s) , 4. 69 (2H, d 
, J=5.6Hz),4. 36(lH,br 
t, J=12. 4Hz) , 2. 37-2. 20 (2H, m) 
,2. 09-1.97(2H,m), 1.91-1. 78 ( 
2H, m) , 1 . 70-1 . 57 (IH, m) , 1 . 50- 
1. 17(3H,m) 


CI 

. q 2HCI /=\ 


#6^ > 9 0% (NMR) 


MS 671 (M+1) 




323 


IH NMR( 8 ) ppra 

300MHz, DMS0-d6 
9. 52 (IH, t, J=6. OHz) , 8. 72 (IH, 
d, J=5. 3Hz) , 8. 30-8. 19 (4H, m) , 
8. 08 (IH, d, J=7. 9Hz) , 8. 02 (IH, 
d, J=7. 6HZ) . 7. 77-7. 64 (4H, m) , 
7. 57-7. 49 (5H, m) , 7. 24 (2H, d, J 
=8. 7Hz),5. 16(2H,s),4. 77 (2H, 
d, J=5. 6Hz) , 4. 34 (IH. t, J=12. 8 
Hz), 2. 36-2. 19(2H, m), 2. 07-1. 
95(2H,m),1.9l-1.78(2H,m),l. 
69-1.59(lH,m), 1.45-L. 20 (3H, 
m) ' 


O 2HCI >=\ 


I&g. > 9 0% (NMR) 


MS 671 (M+1) 
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IH NMR( 8 ) ppm j 




HCI 


CI 

o 


H 

b 


300MHz, DMS0-d6 
8. 36 (IH, d, 3=7. 9Hz) . 8. 30 (IH, 
s) , 8. 28and8. 05 <2H, ABq, J=8. 8 
Hz) , 8. 1 6 (IH, s) , 7. 79and7. 46 ( 
2H, A' B' q, J=8. 3Hz) , 7. 74and7. 
25 (4H, A'B'q, J=8. 9Hz) , 7. 52an 
d7. 50 (4H, A" B~* q, J=8. 7Hz) , 5 
. 14 (2H, s), 4. 36 (IH, br 
t, J=12. lHz),3. 80 (IH, br 
s) , 2. 39-2. 18 (2H, m) , 2. 10-1. 9 
8 (2H, m) . 1 . 93-1. 57 (8H, m) , 1. 4 
9-1. 04 (8H, ra) 


> 9 0% (NMR) 


MS 




662 (M+l) 
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IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
8. 86 (IH, t, J=6. 0Hz) , 8. 84and8 
. 00 (4H, ABq, J=6. 6Hz) , 8. 33 (IH 
, s) , 8. 27and8. 04 (2H, A' B' q, J= 
9. 0Hz) , 8. 12 (IH, s) , 7. 92and7. 
46 (2H, A"B*q, J=7. 9Hz) , 7. 74an 
d7. 23 (4H, A" B" q, J=9. 0Hz) , 7 
. 53and7. 49 (4H, A*"B*"q, J=9. 1 
Hz), 5. 13(2H,s),4. 36(lH,br 
t, J=12. 8Hz) , 3. 70 (2H, td, J=6. 
8, 6. 0Hz) , 3. 21 (211, t, J=6. 8Hz) 
. 2. 38-2. 20 (2H, m), 2. 09-1. 95 ( 
2H,m), 1.91-1. 77 (2H,m), 1.70- 
1. 59 (lH.m), 1.49-1. 20 (3H, m) 


CI 

0 2HC1 0 


>9 0% (NMR) 


MS 685 (M+l) 
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IH NMR ( 8 ) ppm 

300MHz, DMS0-d6 
12. 80(lH,brs),8.23(lH, s),7. 
90 (IH, d, J=8. 7Hz) . 7. 83 (IH, d, 
J=8. 7Hz) , 7. 60-7. 50 (5H, m) , 7. 
39 (2H, d, J=7. 8Hz) , 7. 23-7. 10( 
3H. m) , 7. 05 (IH, d, J=7. 8Hz) , 6. 
85 (IH, s) , 3. 94 (IH, s) , 2. 97, 2. 
88 (6H, s) , 2. 30-2. 10 (2H, m) , 1. 
90-1. 50(5H,m), 1.40-1. 00 (3H, 
m) 


F 


> 9 0% (NMR) 


MS 610 (M+l) 
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IH NMR( 6 ) ppm 


9 

iHO'Y 


F 


p 
OH 


300MHz, DMS0-d6 
13. 20-12. 60 (2H, brs) , 8. 23 (IH 
, s) , 7. 98 (2H, d, J=6. 6Hz) , 7. 95 
(IH, d, J=8. 7Hz) , 7. 87 (IH, d, J= 
8. 7Hz) , 7. 70-7. 50 (5H, m) , 7. 27 
-7. 20 (3H, m) , 7. 08 (IH, d, J=7. 8 
Hz), 6. 90(1H, s),3. 93 (IH, s),2 
. 51-2. 05 (2H, m), 1. 90-1. 70 (4H 
, m), 1.65-1. 55 (lH,m), 1.40-1. 
10(3H,m) 




> 9 0% (NMR) 






MS 


583 (M+l) 
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213 



R' | 
4 J3 

o » 




R 


R' 


2001 


H 


4-(-Me) 


2002 


-H 


3-(-CFa) 


2003 


5-(-F) 


-H 


2004 


3-(-F) 


2-(-F) 


2005 


3-(-F) 


3- OF) 


2006 


3-(-F) 


4-(-F) 


2007 


4-(-F) 


4-(-F) 


2008 


5-(-F) 


4-(-F) 


2009 


6-(-F) 


A / T7l\ 

4-(-F) 


2010 


4-(-F) 


4-(CD 


2011 


6-(-F; 




2012 


6-(-F) 


4-(CFa) 


2013 


5-(F) 


4-(-C0aH) 


2014 


6-(-F) 


4-(-C02Me) 


2015 


5-(-F) 


/ ft / — \ \ 

„ (-KD) 

4- 


2016 


6(F) 


4-(-CONH2> 


2017 


5-(-F) 


4-{-CON(Me)2} 


2018 


5-(-F) 


4-(-OMe) 


2019 


5-(-F) 


4(-SMe) 


2020 


5-(-F) 


V — S-Me ) 

4" 


2021 


5-(-F) 


4-0 7 


2022 


4-(-Cl) 


-H 


2023 


4-(-Cl) 


4-(-F) 
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2024 


4-(-Cl) 


4-(CD 


2025 


4-(-CD 


4-(-Me) 


2026 


5-(-Cl) 


4-(-CFa) 


2027 


4-(-CD 


4-(-C02H) 


2028 


5(CD 


4-(-C02Me; 


9H9Q 


6(-Cl) 


\ \ / / 

4- 


2030 


4(C1) 


4-(-C0NH2> 


2031 


6(-Cl) 


4-{CON(Me)2> 


2032 


5-0C1) 


3-(-0Me) 


2033 


4(-Cl) 


4-(SMe) 


2034 


5(C1) 


\ —S-Me ) 

4- 


6UOD 


4-(Cl) 


4- 0 


2036 


6-C-C1SD 


4-C-F) 


2037 


4-(-CN) 


4-(-Cl) 


2038 


5-ONO2) 


4-(-F) 


2039 


4(N02> 


4-(-CD 


2040 


5-(-Me) 


4-(-C02H) 


2041 


5-(-Me) 


4-(-C0 2 Me) 


2042 




V N v_/ / 
4- ! 


2043 


5-(-CF 3 ) 


4-(-COaH) 


2044 


6-(-CF 3 ) 


4-(-COaMe) 


2045 


6-(-CF3) 


A (Aj) 

4" 


2046 


6-<-CO*H) 


4-(-F) 


2047 


4-(-C02H) 


4-(-CD 


2048 


6-(-C02Me) 


4-(-F) 


2049 


5-(-C02Me) 


4-OCU 


2050 


5-(-Ac) 


4(-F) 


2051 


5-(-Ac) 


4-C-CD 


2052 


,(-k}) 

5* 


H 
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2053 


/ ft r~\ \ 

0" 


4(F) 


2054 




4-(CD 


2055 


/ ft 

(- jl O) 

0" 


4-(-CN) 


2056 


5- 


4(-N0a) 


2057 


/ ft / — \ \ 

_ (- jl O) 

5- 


4-(Me) 


2058 


5 . ( - jl O ) 


4-(-CFa) 








2060 




4-(-C02H) 


2061 


0" 


4-(-C02Me) 


| 2062 


/ fl / \ \ 

0" 


( A-*r\\ 

4- 


2063 


5" 


4-(-C0NHa) 


2064 


5* 


4-{-CON(Me)2> 


2065 


/ 9 / — v \ 

_ ( -hD) 

0" 


4-{-C(=NH)NH 2 } 


2066 


5- 


4-(-0Me) 


2067 


/ fl / — \ \ 

0" 


4 .(-°- ch ^-o ) 


2068 


R ( - jl O ) 


4-(-NHMe) 






4-(-NHAc) 


2070 


5 (-0) 

5- 


, (-HT" 9 ) 

4- w 
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2071 


K V N v_/ ) 

o- 


4*\oJVle; 




/ -JL/~\ ^ 

, \ N v_/ ) 

5- 


(-he) 

4- 


2073 


( ft f/ \ ^ 

o - 


/ » \ 

4- 0 


2074 


tr 


( — S-NH,^ 

V 8 ""2/ 

4-0 


2075 


5- 


/ — S-N (Me) . \ 
4- 0 


2076 


5-(-CONH2) 


H 


2077 


5-(-CONH2) 


4(F) 


2078 


5-(-C0NHa) 


2,3,4 > 5 > 6-peiita-(-F) 


2079 


5-(-C0NHa) 


2(C1) 


2080 


5-(-CONH2> 


3(-Cl) 


2081 


3-(-CONH2) 


2-(CD 


2082 


3(-CONH2) 


3-(-Cl) 


2083 


3-(-C0NHs> 


4-0C1) 


2084 


4-(-CONH2> 


2-(Cl) 


2085 


4-(-C0NHa) 


3(CD 


2086 


4-(-C0NHa) 


4-(Cl) 


2087 


6(C0NHa) 


2-(CD 


2088 


6-(C0NHa) 


3-(CD 


2089 


6-<-CONH4 


4-(-Cl) 


2090 


5(-C0NH:D 


3,5-di(Cl) 


2091 


6-(-C0NHj) 


4-(CN) 


2092 


5-(-CONH2) 


4-(-NOa) 


2093 


S-CCONHz) 


4-(Me) 


2094 


5(CONH2) 


2,6-di-(-Me) 


2095 


5(-C0NHi!) 


4-(-CF 3 ) 


2096 


5-C-CONH2) 


4-(-Ac) 


2097 


6-(-00NHa> 


4-(-C0sH) 


2098 


SCCONHa) 


4-(-C0aMe) 


2099 


5-(-C0NHa> 


4- 


2100 


5(-C0NHa) 


4-(-CONH2> 
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2101 


M-CONHs) 


3,5-di-(-CONH2) 


2102 


S-C-CONHa) 


4-{-CON(Me)2} 


2103 


S-C-CONHa) 


4-{-C(=NH)NH2} 


2104 


5-(-CONH2) 


4-(OMe) 


2105 


5-(-CONH2> 


3,4,5-tri-(-OMe) 


4 J.UD 


5-(-CONH2) 


( — 0-CHr^-l/ S ^ 

4 .\ 2 \ / / 


2107 


5-(-CONH2> 


4-(-NHMe) 


2108 


6-(-CONH2) 


4-(-NHAc) 


2109 


5-(-CONH2> 


/ 9 \ 
( — M-S-Me ) 

4 - V H 6 ' 


2110 


5-(-CONH2) 


4-(-SMe) 


2111 


5-(-CONH2> 


( 9, \ 


2112 


5-(-CONHa) 


(-H 

4 . 0 


2113 


B-C-CONHa) 


(-§-NH 2 ) 
4- 0 


2114 


5-OCONH2) 


{-§-N(Me) 2 ) 
4- 0 


2115 


5-{-CON(Me)2} 


-H 


2116 


5-{-CON(Me)2> 


4-<F) 


2117 


4-{-CON(Me)2) 


4-(-Cl) 


2118 


5-{-CON(Me)2} 


4-(-CN) 


2119 


5{-CON(Me)^ 


4-(-NOiD 


2120 


5-{-CON(Me)2} 


4-(-Me) 


2121 


4-{-CON(Me)2> 


4-(CF 3 ) 


2122 


5-{-CON<Me)z} 


4- (Ac) 


2123 


5{CON(Me)2> 


4-(C02H) 


2124 


5-{-CON(Me)2> 


4-(-C0 2 Me) 


2125 


5-{-CON(Me)2} 




2126 


5-{-CON0Me)2} 


3-(-CONHa) 


2127 


4-{-CON(Me)2} 


4-{-CON(Me)sJ 


2128 


5-{-CON(Me)2} 


4-{-C(=NH)NH 2 } 
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2129 


5-{-C0N(Me)^ 


4(-0Me) 




6-{-CON(Me)2} 


( — 0— CHir^-V ^ ^ 

4 A 2 W ) 


2131 


6-{-CON(Me)2} 


4-(-NHMe) 


2132 


5-{-C0NCMe)i!> 


4-(-NHAc) 


2133 


6-{-CONCMe)2> 


(-N-S-Ma) 
4 - H 0 ' 


2134 


4-{-CON(Me)2> 


4-(-SMe) 


2135 


tl \ wvyJLN ViVXe/Zf 


( « 

V —S-Me ) 

4- 


2136 


4-{-C0N(Me)iJ 


(-|-Me) 
4- 0 


2137 


5-{-CON0V[e)2} 


(-i-NH 2 ) 
4- 0 


2138 


5-{-CON(Me)2} 


r 0 

{ — S-M(Me), ^ 
4- 0 


2139 


5-(-0Me) 


•H 


2140 


5-(0Me) 


4-(-F) 


2141 


3(OMe) 


4-(-CD 


2142 


4(0Me) 


4-C-C1) 


2143 


5(0Me) 


2-C-C1) 


2144 


5(-0Me) 


3-(Cl) 


2145 


6(0Me) 


4-(-CD 


2146 


5(0Me) 


4-(-CN) 


2147 


5(-OMe) 


4-(-NOi) 


2148 


5-(-OMe) 


4-(-Me) 


2149 


5-(-0Me) 


4-(-CFs) 


2150 


5(-0Me) 


4-(-Ac) 


2151 


4-(-0Me) 


4-(-COaH) 


2152 


4,5-di-(-OMe) 


4-(-COaH) 


2153 


5(-0Me) 


4-(-COaMe) 


2154 


o v uivie/ 


/ I J \ \ 

4- 


2155 


5(0Me) 


4-(-CONH2> 


2156 


5-(-OMe) 


4-{-CON(Me)2j 
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2157 


5(0Me) 


4-{-C(=NH)NH 2 } 


2158 


6-(-0Me) 


4-(-0Me) 


2159 


U \ W1V1C/ 


( — 0— CH-^— ti \ ^ 

4 A 2 "W / 


2160 


6-(-0Me) 


4-(NHMe) 


2161 


5-(-0Me) 


4-(-NHAc) 


2162 


5-(-0Me) 


(—H-'i-Ue) 
4 . V H 6 ' 


2163 


6-(-0Me) 


4-(-SMe) 


2164 




r ft ^ 

4- 


2165 


5-(-OMe) 


( — S-Me) 
4- 0 


c„ J. DO 


5-(-0Me) 


f — S-NH,) 

V n m, 27 

4-0 


2167 




r ft \ 

•j — S— N(Me; 2 r 
4- 0 


2168 


S-(-NHMe) 


4-(-F) 


2169 


5-(-NHMe) 


4-(-Cl) 
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5(-NHAc) 


4-(-F) 
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4-(-Cl) 


2172 


5-(-NHAc) 


4-(-Ac) 
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5(-NHAc) 


4-(-CONHa> 


2174 


5-(-NHAc) 


4-{-CON(Me)2} 


fit T ET 
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/ ft \ 
5 . \ H o 


4-rr ; 


2176 


/ ft \ 
i no wig i 

4 - V H 0 ' 


4-\.-OU 
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/ ft \ 
I —N-S-Me ) 


4- (-Me) 


2178 


( —N^-Me ) 


4(CF 3 ) 


2179 


/ 0 \ 
( —N-S-Me ) 


4-(-COaH) 
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91 RO 


/ ' « \ 

B v H § M V 




2181 


( — N-S-IKIe ) 
5. ^ 0 } 


a ^ V7 / 

4- 




/ A \ 

1 M— Q— Mo 1 

5 V H g V 
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( —N-S-Me ) 


I — q— m p J 

^ O MO / 

4* 


2184 


( 8 \ 


/ fi \ 
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4- 0 
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5-(-SMe) 


4-(-F) 
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4-<-Cl) 
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4-(-CFa) 
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4-(-Ac) 
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5(-SMe) 


4-(-CONH2) ' 
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V — S-Me J 

5- 


4(F) 
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V, —S-Me ^ 
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(, — SHUe ) 
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( — 0— P.H— Lig \ 1 
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( « \ 
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I — S— NH 1 
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Py: 


#^ 


Py 


R» 


2570 


3Py 


-H 


2571 


3-Py 


3-(-F) 


2572 


3Py 


3-(-Cl) 


2573 


3-Py 


3-(-Me) . 


2574 


3Py 


3-(-CFa) 


2575 


3-Py 


3- (-Ac) 


2576 


*~ 3-Py 


3-(-C02H) 


2577 


3Py 


3-(-C02Me) 


2578 


3Py 


( jl O) • 


2579 


3-Py 


3-(-CONH2> 


2580 
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3-{-CONCMe)2} 


2581 


3-Py 


4(F) 


2582 


3-Py 




2583 


3-Py 


4-(-Me) 


2584 


3Py 


4-(-CFa) 


2585 


3-Py 


4-(-Ac) 


2586 


2-Py 


4-(COaH) 


2587 


3-Py 


4-(-C02Me) 


2588 


3-Py 




2589 


4-Py 


4-(-C0NHa) 


2590 


3Py 


4-{-CON0V[e)2} 
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p 

Py: \tV&A>3i 




Py 


R' 


2591 


3Py 


-H 


2592 


3Py 


3-(-F) 


2593 


3Py 


3-(-Cl) 


2594 


3Py 


3-(Me) 


2595 


3-Py 


3-(CF 3 ) . 


2596 


3Py 


3-(-Ac) 


2597 


3-Py 


3-(C02H) 


2598 


3Py 


3-(-C02Me) 


2599 


3-Py 


( H j~\ \ 
\ \J) 

3- 


2600 


3Py 


3-(-C0NHa) 


2601 


3Py 


8-<-C0N<MeW 


2602 


3Py 


4-(-F) 


2603 
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4-(-Cl) 


2604 


3Py 


4-(-Me) 


2605 


3-Py 


4-(-CFa) 


2606 


3-Py 


4-(Ac) 


2607 


3-Py 


4-(COaH) 


2608 
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4-(-C02Me) 


2609 
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328 




ytf~\=o 

O v_V 



> 9 0% (NMR) 



MS 



662 (M+l) 



IH NMR ( 6 ) ppm 

300MHz, DMSO-d6 
8.29(1H, s),8. 23 (IH, d, J=9.0 
Hz) , 8. 02 (IH, d, J=8. 4Hz) , 7. 8 
0 (IH, s) , 7. 71 (2H, d, J=8. 4Hz) 
.7.6K1H. d, J=9. 3Hz),7. 55-7 
. 45 (3H, m) , 7. 46 (2H, d, J=8. IH 
z) , 7. 22 (2H, d, J=8. 7Hz) , 5. 16 
(2H, s,),4. 34(lH,m),4. 20-3. 
40 (4H, m) , 2. 60-2. 15 (6H, m) , 2 
. 10-1. 90 (2H, m) , 1. 85-1. 70 (2 

H, m), 1.65-1. 55 (lH,m), 1.50- 

I. 10(3H,m) 





329 


IH NMR (6 ) ppm 


o 


CI 

hci y=v 

VN /=\ ( 

O 0H 


400MHz, DMS0-d6 
9. 80 (IH, brs) , 8. 32 (IH, s) , 8. 3 
0(1H, d, J=8. 8Hz), 8. 06 (IH, d, J 
=8. 8Hz) , 7. 74 (2H, d, J=8. 6Hz) , 
7. 48-7. 37 (4H, m) , 7. 22 (IH, d, J 
=8. 6Hz) , 7. 17 (IH, d. J=8. 2Hz) , 
7. 05 (IH, d, J=2. 3Hz),6. 88 (IH, 
dd, J=8. 3, 2. 5Hz) , 5. 04 (2H, s) , 
4. 37 (IH, m) , 2. 37-2. 22 (2H, m) , 
2. 11-1. 98(2H,m), 1.93-1.81(2 
H, m) , 1. 70-1. 58 (IH, m) , 1. 56-1 
.22(3H,ra) 


mm 


> 9 0% (NMR) 


MS 


553 (M+l) 








330 


IH NMR ( 8 ) ppm 


HO *0 


HCI >=\ 

&\ 

v - y o ^ — 


300MHz, DMS0-d6 
8. 38 (IH, d, J=7. 5Hz) , 8. 32 (IH, 
s),8. 29 (IH, d,J=9.0Hz),8. 16 ( 
IH, s) , 8. 05 (IH, d. J=9. OHz) , 7. 
96 (IH, d, J=7. 5Hz) , 7. 75 (2H, d, 
J=8. 4Hz) , 7. 53-7. 43 (5H, m) , 7. 
25 (2H, d, J=8. 4Hz) , 5. 13 (2H, s) 
, 4. 36 (IH, m) , 4. 12 (IH, sept, J= 
6. 9Hz) , 2. 40-2. 15 (2H, m) , 2. 10 
-1. 95 (2H, m) , 1. 90-1 . 75 (2H, m) 
. 1. 70-1. 55 (lH,m), 1.50-1. 20 ( 
3H,ra). 1. 18(6H, d, J=6. 6Hz) 


> 9 0% (NMR) 


MS 


622 (M+l) 
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MS 



> 9 0% (NMR) 



636 (M+l) 



IH NMR(S) ppm 

300MHz, DMS0-d6 
8. 31 (IH, s) , 8. 27 (IH, d. J=8. 7H 
z) , 8. 05 (IH, d, J=8. 7Hz) , 7. 75- 
7. 41 (9H, m) , 7. 23 (2H, d, J=8. 7H 
z) , 4. 36 ( IH, m) , 4. 00-3. 90 ( IH, 
m) , 2. 84 (3H, brs) , 2. 40-2. 15 (2 
H, m) , 2. 10-2. 00 (2H, m) , 1. 95-1 
.75(2H,m), 1.70-1. 55 (IH, m), 1 
.50-1. 00 (7H, m) 



mm®m-%- 332 


IH NMR(6) ppm 

300MHz, DMS0-d6 
10. 42 (IH, s),8. 29(lH,s),8.27 
(IH, s), 8. 10 (IH, d, J=7. 9Hz), 8 
. 03 (IH, d, J=8. 6Hz) , 7. 82 (2H, d 
, J=7. 5Hz) , 7. 73 (2H, d, J=8. 7Hz 
) , 7. 56-7. 52 (5H, m) , 7. 38 (2H, t 
, J=7. 9Hz) , 7. 26 (2H, d. J=8. 7Hz 
), 7. 13 (IH, t, J=7. 5Hz), 5. 20(2 

H, s),4. 35 (IH, br 

t, J=l I. 7Hz) , 2. 37-2. 19 (2H, m) 
,2. 07-1. 96 (2H, m), 1.92-1. 79( 
2H,m), 1.69-1. 58 (lH.m), 1.50- 

I. 20(3H,ra) 


CI 


3« > 9 0% (NMR) 


MS 656 (M+l) 
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IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 30 (IH, s) . 8. 24and8. 03 (2H, A 
Bq, J=8. 8Hz) , 7. 71and7. 22 (4H, 
A' B' q, J=8. 8Hz) , 7. 69 (IH, s) , 7 
. 52 (4H, s) , 7. 50and7. 43 (2H, A" 
B*q,J=7. 7Hz),5. 15(2H, s)4. 35 
(IH, br 

t, J=12. 1Hz) , 4. 05-3. 15 (5H, br 
m) , 3. 27 (3H, s) , 2. 39-2. 20 (2H, 
m) , 2. 07-1. 75 (6H, m) , 1. 70-1. 5 
8(1H, m) 1.55-1. 20 (5H, m) 


CI 

O HCI >=\ 

0 . >ck 


fcfi^ > 9 0% (NMR) 


MS 678 (M+l) 
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IH NMR ( 6 ) ppm 

300MHz, DMS0-d6 
8.22(1H, d.J=1.5Hz),8.0l(lH, 
d, J=9.0Hz),7. 89 (IH, dd, J=8.6 
,1.5Hz),7. 61 (2H, d,J=8.6Hz), 
7.50-7.39(4H,m),7.27(lH,d.J 
=8. 6Hz),7. 22 (IH, d. J=2.6Hz), 
7. 13 (2H, d, J=8.6Hz),7.04(lH, 
dd,J=8. 2, 2.6Hz),5.04(2H, s), 
4. 28(lH,m),4. 11 (2H, t. J=6. 3H 
z),3.57(2H, t,J=6. 3Hz),2.38- 
2. 17 (2H, m),2.00-1.79(6H, m), 
1.70-1. 59 (IH, m), 1. 52-1.16(3 
H, m) 


; c, v~ 

OH 


tt!& > 9 0% (NMR) 


MS 611 (M+1) 




SUM** 335 


IH NMR(S) ppm 

300MHz, DMS0-d6 
8.30UH, d.J=1.5Hz),8.27(lH, 
d,J=9.0Hz),8.04(lH,dd,J=8.6 
,1.5Hz),7. 72 (2H, d,J=9.0Hz), 
7. 60-7.40(4H,m),7.32-7. 19(4 
H,m),7. 06(lH,dd, J=8. 6, 3.0Hz 
),5.08(2H,s),4. 36(lH,m),4.0 
6(2H, t. J=4. 8Hz),3. 74(211, t, J 
=4. 8Hz),2. 38-2. 19(2H,m),2. 1 
3-1.97(2H,m), 1. 94-1. 78 (2H, ra 
), 1.72-1. 59 (IH, ra), 1.52-1. 
20(3H,m) 


o HCI °K 

W ^OH 


fcfc^ >9 0% (NMR) 


MS 597 (M+1) 
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mmm 
#^ 


MffiStei c 60 C#iM] 
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#^§- 


mmm&i c eo iuU] 
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HCV/Kl) 7 — £ 

mmmmi c 50 z*w 




MHStel C B0 Cm NO 
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0. 023 
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0. 020 
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0. 015 
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0. 029 
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0. 012 
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0. 014 
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MiStti c 60 [mm] 
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0. 030 
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0. 033 


445 


0. 33 


466 


0.023 


446 


0. 016 
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0. 032 
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0. 028 
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IH NMR(S) ppm 

300MHz, DMS0-d6 
8. 29 (IH, d, J=l. 5Hz), 8. 25 (IH 
, d, J=8. 7Hz) , 8. 03 (IH, dd, J=8 
. 7Hz) , 7. 72and7. 22 (4H, Abq, J 
=8.8Hz),7.67(lH, d, J=l. 5Hz) 
,7.52(4H. s),7. 49 (IH, dd, J=7 
.9, 1.5Hz),7.43(lH, d,J=7.9H 
z) 4 46 (IH. brs) . 4. 35 (IH, br 
t, J=12. 4Hz) , 3. 62 (IH, brs) , 3 
. 06 (IH, brs) , 2. 79 (IH, brs) , 2 
. 38-2. 20 (2H, brm) , 2. 08-1. 81 
(4H, brm) , 1. 77-1. 52 (4H, brm) 
, 1. 46-1. 20 (3H, brm), 1. 19-1. 
00 (2H, brm) , 0. 94and0. 92 (tot 
al3H, each s) 


0 HCI <K 

) — \ — ( / — V 

0 >»o 


#E££ > 9 0% (NMR) 


MS 662 (M+l) 
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IH NMR( 6 ) ppm 
300Mz, DMS0-d6 

8. 28 (IH, d, J=l. 5Hz), 8. 26 (IH, 
d, J=l. 8Hz) . 8. 19(1H, d, J=8. 8H 
z),8. 07 (IH, dd, J=7.7, 1.8Hz), 
8. 00 (IH, dd, J=8. 8, 1. 5Hz). 7. 7 
0and7. 22 (4H, Abq, J=8. 8Hz) , 7. 
56-7. 50 (IH, m) , 7. 56 (4H, s) , 5. 
17 (2H, s) , 4. 33 (IH, brt, J=12. 5 
Hz) , 2. 05 (3H, s) , 2. 37-2. 20 (2H 
, brm) , 2. 06-1. 80 (4H, brm) ,1.7 
0-1. 60 (IH, brm) , 1. 50-1. 20 (3H 
, brm) 


CI, 

0 HCI M 

0 > 


>9 0% (NMR) 


MS 679 (M+l) 
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IH NMR(S) ppm 

300MHz, DMS0-d6 
8. 20 (IH, d. J=l. 5Hz), 7. 93 (IH, 
d, J=8. 6Hz) , 7. 84 (IH, dd, J=8. 3 
Hz, 1. 5Hz) , 7. 57 (2H, d, J=8. 6Hz 
) , 7. 50-7. 40 (4H, m) , 7. 27 (IH, d 
, J=8. 2Hz) , 7. 22 (IH, d. J=2. 6Hz 
),7.10(2H,d, J=8.6Hz)7.01(lH 
, dd, J=8. 6Hz, 2. 6Hz) , 5. 02 (2H. 
s) , 4. 89 (2H, s) , 4. 78 (IH, d, J=4 
. 1Hz) , 4. 38-4. 18 (IH, m) , 3. 96- 
3. 81 (IH, m) , 3. 78-3. 62 (2H, m) , 
3. 27-2. 99 (2H, m), 2. 35-1. 15(1 
4H,m) 


CI 


MS > 9 0% (NMR) 


MS 694 (M+l) 
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IH NMR( 6 ) ppm 


HCI CI 

hoVv n /=\ n y-l 


300MHz, DMS0-d6 
8. 30 (IH, s),8. 23 (IH. d.J=8.7H 
z) , 8. 02 (IH, d. J=8. 4Hz) , 7. 71 ( 
2H, d, J=8. 7Hz) , 7. 55-7. 15 (8H, 
m) , 7. 07 (IH, dd. J=8. 4Hz, 3. 0Hz 
),5. 07 (2H. s),4. 35(lH,m),4. 1 
7 (2H, t, J=4. 5Hz) , 3. 69 (2H, t, J 
=4. 5Hz) , 3. 32 (3H, s) , 2. 40-2. 1 
5(2H,m),2. 10-1.80(4H, m),1.7 
5-1. 60 (IH. m) , 1. 50-1. 20 (3H, m 
) 


*ES >9 0% (NMR) 




MS 611 (M+l) 





mm&m* 345 


IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 29 (IH, d. J=l. 5Hz), 8. 22 (IH, 
d, J=8. 7Hz) , 8. 01 (IH, d, J=8. 7H 
z) , 7. 70 (IH, d, J=S. 7Hz) , 7. 50- 
7. 15 (8H, m) , 7. 07 (IH, dd, J=8. 4 
Hz, 2. 4Hz) , 5. 07 (2H, s) , 4. 35 (1 
H, m) , 4. 17 (2H, t, J=4. 2Hz) , 3. 7 
6 (2H, t, J=4. 5Hz) , 3. 65-3. 40 (4 
H, m) , 3. 25 (3H, s) , 2. 40-2. 20 (2 
H, m) , 2. 10-1. 80 (4ft m) , 1. 75-1 
. 65(lH,m), 1.65-1. 20 (3H,m) 


O- 


> 9 0% (NMR) 


MS 655 (M+l) 
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IH NMR (6) ppm 
300Mz, DMS0-d6 

8. 26 (IH, d. J=l. 9Hz). 8. 23 (IH, 
d, J=l. 5Hz) , 8. 08-8. 02 (2H, m) , 
7. 91 (IH, dd, J=8. 7, 1. 5Hz) . 7. 6 
3and7. 16 (4H, Abq, J=8. 9Hz) , 7. 
56-7. 51 (5H, m) , 5. 15 (2H, s) , 4. 
29 (IH, brt, J=l 1. 7Hz) , 2. 96 (2H 
, d, J=6. 9Hz) , 2. 37-2. 12 (3H, m) 
, 2. 00-1. 79 (4H, brro) ,1.71-1.6 
0(1H, brm) 1. 49-1. 19(3H, brm), 
0. 97and0. 95 (total6H, each s) 


CI 


> 9 0% (NMR) 


MS 621 (M+l) 
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347 


IH NMR(5) ppm 


o 

hcAq- 


-H 


CI 


300Mz, DMS0-d6 

8. 26(1H, s),8. 22(1H. s),8. 06( 
IH, s), 8. 05 (IH. d, J=8. 0Hz). 7. 

QAor»r?7 (9U AUn T=8 ftH«7 1 7 

y^tanuj . oo ^zn, /ujQ } j-~o. onzy » f 
. 59and7. 15 (4H. A' B' q, J=8. 6Hz 
) 7 52 (4H s) 7 44 (IH. d. J=8. 
OHz) , 5. 12 (2H, s) , 4. 27 (IH, brt 
, J=ll. 4Hz) , 2. 38-2. 18 (2H. brm 
) . 1. 97-1. 77 (4H. bnn) , 1. 70-1. 
59 (IH, brm), 1. 49-1. 17 (3H, bnn 
) 


fc&S > 9 0% (NMR) 




MS 




634 (M+l) 





348 


IH NMR( 5 ) ppm 

300MHz, DMS0-d6 
8. 32 (IH, s), 8. 29 (IH, d. J=9. OH 
z) , 8. 06 (IH, d, J=8. 7Hz) , 7. 74 ( 
2H. d, J=9. OHz) , 7. 72 (IH. brs) . 
7. 60-7. 45 (5H, m) , 7. 42 (IH, d. J 
=7. 8Hz) , 7. 24 (2H. d, J=8. 7Hz) , 
5. 15 (2H, s) , 4. 37 (IH, m) , 4. 00- 
3. 10 (6H, m) , 2. 40-2. 18 (2H, m) , 
2. 15-1. 95 (2H, m) . 1. 90-1. 80 (2 
H,m), 1.75-1. 20 (6H,m) 


CI. 

HCI /=\ 


MS >9 0% (NMR) 


MS 680 (M+l) 
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IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 41 (IH, d. J=l. 5Hz), 8. 33 (IH, 
d, J=l. 5Hz) , 8. 26 (IH. d, J=8. 7H 
z), 8. 18 (IH, dd, J=2. OHz, 8. OHz 
) , 8. 04 (IH, dd, J=l. 5Hz, 9. OHz) 
, 7. 75 (2H, d. J=8. 7Hz) , 7. 63 (IH 
, d, J=8. 1Hz) , 7. 62-7. 45 (4H, m) 
, 7. 26 (2H, d, J=8. 7Hz) , 5. 25 (2H 
,s),4.35(lH,m),2.45(3H, s),2 
. 40-2. 18 (2H, m) , 2. 15-1. 95 (2H 
,m), 1.90-1. 80 (2H,m), I. 75-1. 
55 (IH, m) , 1. 50-1. 20 (3H, m) 


CI 


MS > 9 0% (NMR) 


MS 619 (M+l) 



460 
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350 


IH NMR( 6 ) ppm 


o HCI 

HoA 0:H 


C! 


o 

H N 


300MHz, DMS0-d6 
8. 36 (IH, d, J=7. 7Hz) , 8. 29 (IH, 
s) , 8. 23 (IH, d. J=8. 8Hz) , 8. 02 ( 
IH, d. J=8. 6Hz) , 7. 94 (IH, d. J=7 
.9Hz),7. 84(lH,d,J=1.6Hz),7. 
80-7. 65 (3H, m) , 7. 53 (4H, s) , 5. 
15 (2H, s) , 4. 34 (IH, m) , 4. 12 (IH 
,m),2. 35-2. 20(2H,m),2. 10-1. 
oU von, m) , 1. oil l. £Xi \on, m) , 1. 
17 (6H, d,J=6. 5Hz) 


#fcS > 9 0% (NMR) 




MS 


622 (M+l) 







mm&m^ 351 


IH NMR(S) ppm 

300MHz, DMS0-d6 
8. 29 (IH, s), 8. 24 (IH, d. J=8. 8H 
z) , 8. 02 (IH, d, J=8. 6Hz) , 7. 80- 
7. 65 (3H, m) , 7. 55-7. 45 (5H, m) , 
7. 32 (1H, d. J=l. 5Hz) , 7. 22 (2H; 
d, J=8. 8Hz) , 5. 13 (2H, s) , 4. 35 ( 
IH, m) , 3. 60 (2H, m) , 3. 33 (2H, m) 
,2. 40-2. 15(2H,m),2. 10-1. 15 ( 
14H, m) 


CI 

0 0 


£6^ > 9 0% (NMR) . 


MS 648 (M+l) 




HJfe0lJ#-S§- 352 


IH NMR( 6 ) ppm 

300MHZ, DMS0-d6 
13. 20 (IH, brs), 8. 30-8. 24 (2H, 
m) , 8. 13 (IH, s) , 8. 04 (IH, d. J=8 
. 7Hz) , 7. 94 (IH, d, J=8. 0Hz) , 7. 
75-7. 70 (3H, in) , 7. 55-7. 43 (5H, 
m) , 7. 25 (2H, d, J=8. 7Hz) , 5. 13 ( 
2H, s) , 4. 36 (IH, m) , 3. 53 (2H, s) 
, 2. 40-2. 18 (2H, in) , 2. 15-1. 95 ( 
2H, m) , 1. 90-1. SO (2H, m) , 1. 75- 
1. 55 (IH, m) , 1. 50-1. 20 (9H, m) 


CI 

/ l OH 


$6^ > 9 0% (NMR) 


MS 652 (M+l) 



461 
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353 




&J9 0% (NMR) 



MS 



634 (M+l) 



IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 41 (IH, s) , 8. 33-8. 29 (2H, m) , 
8. 16(1H, d, J=8. 2Hz), 8. 07 (IH, 
d. J=8. 6Hz) , 7. 77 (2H, d. J=8. 7H 
z) , 7. 62 (IH, d, J=8. OHz) , 7. 59- 
7. 51 (4H, m). 7. 28 (2H. d, J=8. 8H 
z) , 5. 21 (2H, s) , 4. 56 (2H, s) , 4. 
.37 (IH, m) , 2. 40-2. 18 (2H, m) , 2. 
15-1. 95 (2H, m) , 1. 90-1. 80 (2H, 
m), 1. 75-1.55(lH,m), 1.50-1.2 
0(9H,m) 



mm&m& 354 


IH NMR(S) ppm 

300MHz, DMS0-d6 
8. 31 (IH, s) , 8. 25 (IH, d. J=9. OH 
z) , 8. 03 (IH, d, J=8. 7Hz) , 7. 76- 
7. 71 (3H, m) . 7. 5 1-7. 47 (5H, m) , 
7. 33 (IH, s) , 7. 23 (2H, d, J=9. OH 
z) , 5. 14 (2H, s) , 4. 36 (IH, m) , 4. 
02 (IH, in) , 3. 75 (IH, m) , 3. 56 (IH 
, m) , 3. 22 (2H, m) , 2. 40-2. 18 (2H 
, m) , 2. 15-1. 95 (2H, m) , 1. 90-1. 
55 (5H, m) , 1. 50-1. 20 (5H, m) 


HCI >=\ 

O Q 

OH 


♦8ft >9 0% (NMR) 


MS 664 (M+l) 




mwm* 355 


IH NMR( 5 ) ppm 

300MHz, DMS0-d6 
8. 62 (IH, t, J=5. 7Hz) , 8. 32-8. 3 
0 (2H, m) , 8. 25 (IH, d. J=8. 7Hz) , 
8. 03 (IH, d. J=8. 7Hz) , 7. 96 (IH, 
d, J=8. 1Hz), 7. 86 (IH, s), 7. 75 ( 
IH, d. J=9. OHz) , 7. 72 (2H, d, J=9 
. OHz) , 7. 55-7. 50 (4H, m) , 7. 22 ( 
2H, d, J=9. OHz) , 5. 17 (2H, s) , 4. 
35 (IH, m) , 3. 52 (2H, t. J=6. OHz) 
, 3. 36 (2H, t, J=6. OHz) , 2. 40-2. 
18 (2H, m) , 2. 15-1. 95 (2H, n) , 1. 
90-1. 80 (2H, m), 1. 75-1. 55 (IH, 
m), 1.50-1. 20 (3H,m) 




#6^ > 9 0% (NMR) 


MS 624 (M+l) 
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mmm&& 356 


IH NMR(6) ppm 
300Mz, DMS0-d6 

9. 30 (IH, t. J=5. 9Hz) , 8. 54 (2H, 
d, J=5. 9Hz) , 8. 22 (IH, s) , 8. 02- 
7. 79 (5H, m) , 7. 59and7. 12 (4H, A 
Bq, J=8. 6Hz) , 7. 55 (4H, s) , 7. 37 
(2H, d,J=5.9Hz),5. 15 (2H, s),4 
. 54 (2H, d, J=5. 7Hz) , 4. 26 (IH, b 

. f ■* f\ ftiT \ ft ft ft 1ft /ftTl I* 

rt. J=12. 8Hz) , 2. 36-2. 18 (2H, b 
rm) , 1. 97-1. 78 (4H, brm) , 1. 70- 
1. 60 (IH, brm) , 1. 47-1. 17 (3H, b 
rm) 


cl v- 

o \_J 


fcfiS > 9 0 % (NMR) 


MS 671 (M+l) 



mm®m& 357 


IH NMR(S) ppm 
300Mz, DMS0-d6 

8. 31 (IH, d, J=l. 5Hz) , 8. 43 (IH, 
d, J=8. 4Hz) . 8. 03 (IH, dd, J=8. 4 
, 1. 5Hz) , 7. 74 (IH, d, J=8. 1Hz) . 
7. 73and7. 23 (4H, ABq, J=9. 0Hz) 
,7. 54-7. 51 (5H, ro), 7. 37(lH,d, 
J=l. 8Hz), 5. 14 (2H, s), 4. 36 (IH 
, brt, J=12. 1Hz) , 2. 98 (6H, brs) 
, 2. 37-2. 20 (2H, brm) , 2. 08-1. 8 
1 (4H, brm) , 1. 70-1. 60 (IH, brm) 
, 1. 50-1. 21 (3H, brm) 


HCI >=\ 

O 


UM. > 9 0% (NMR) 


MS 608 (M+l) 




mmrnrn-^ 358 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 33 (IH, s) , 8. 31 (IH, d, J=8. 7H 
z) , 8. 14 (IH, s) , 8. 07 (IH, d, J=8 
. 7Hz) , 7. 92 (IH, d. J=8. 0Hz) , 7. 
76 (2H, d, J=8. 7Hz) , 7. 52-7. 40 ( 
5H, m) , 7. 31-7. 26 (3H, m) , 5. 15 ( 
2H,s).4. 37 (IH, in), 2. 40-2. 18 ( 
2H, m) , 2. 15-1. 95 (2H, m) , 1. 90- 
1. 80 (2H, m) , 1. 75-1. 55 (IH, m) , 
1.50-1. 20 (3H, m) 


2HCI \=, 

S NH 2 


m9 0% (NMR) 


MS 635 (M+l) 
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mmw** 359 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8.3l(lH,s),8. 25(lH,d,J=8.7H 
z) , 8. 10-7. 90 (2H, m) , 7. 82 (1H, 
dd. J=7. 8Hz, 1. 8Hz) , 7. 72 (2H, d 
, J=9. 0Hz) , 7. 63 (1H, d, J=8. 1Hz 
) , 7. 23 (2H, d, J=9. 0Hz) , 5. 25 (2 
H, s) , 4. 34 (1H, m) , 3. 65-3. 50 (1 
H m) 3 20-3 05 (2H. m) . 2. 90-2 
. 75 (2H, m) , 2. 40-2. 15 (2H, m) , 2 
. 10-1. 10(12H.m) 


HO *C 


HCI >=\ 

O o*S-0 OH 
0 


> 9 0% (NMR) 


MS 


700 (M+l) 






360 


1H NMR (8) ppm 

300MHz, DMS0-d6 
8. 33 (1H, s), 8. 30 (1H, d, J=8. 5H 
z) , 8. 06 (1H, d, J=10. 1Hz) , 8. 80 
-8. 65 (3H, m) , 8. 60-8. 45 (3H, m) 
, 7. 42 (1H, d, J=7. 8Hz) , 7. 35-7. 
15 (4H, m) , 5. 15 (2H, s) , 4. 36 (1H 
, m) , 3. 01, 2. 97 (6H, s) , 2. 40-2. 
15 (2H, m) , 2. 10-1. 75 (4H, m) , 1. 
70-1. 55 (1H, m) , 1. 50-1. 20 (3H, 
m) 


0 

! HoA l 


HCI Q 

0 >< 


#6^ > 9 0% (NMR) 


MS 


592 (M+l) 




m-mm^ 36i 


1H NMR(S) ppm 

300MHz, DMS0-d6 
8. 35-8. 20 (2H, m) , 8. 05 (1H, d, J 
=8. 7Hz) , 8. 80-8. 65 (3H, m) , 7. 6 
0-7. 40 (3H, m) , 7. 40-7. 30 (5H, m 
),5. 17 (2H, s),4. 35(lH,m),3.0 
1, 2. 97 (6H, s), 2. 40-2. 15 (2H, m 
) , 2. 10-1. 80 (4H. m) , 1. 70-1. 20 
(4H, m) 


0 




Wig. >9 0% (NMR) 


MS 


592 (M+l) 
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mmm* 362 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 33 (IH, s) , 8. 29 (IH, d, J=8. 7H 
z) , 8. 06 (IH, d. J=8. 7Hz) , 7. 79 ( 
2H, d. J=9. 0Hz) , 7. 76 (IH, d. J=9 
. 0Hz) , 7. 60 (IH, d, J=8. 1Hz) , 7. 
53 (IH, dd, J=l. 7Hz, 8. 0Hz) . 7. 3 
5 (2H, d, J=8. 7Hz) , 6. 85-6. 80 (2 
n, luj , o. i23 vzn, s/ , *t. ao vj.ii, , 
3. 01, 2. 96 (6H, s) , 2. 40-2. 18 (2 
H, m) , 2. 15-1. 95 (2H, m) , 1. 90-1 
.80(2H,m), 1. 75-1. 55(lH,m),l 
.50-1. 20(3H,m) 


CI 

o HCI Q 

O 


> 9 0% (NMR) 


MS 614 (M+l) 



mmm^ 363 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 28 (IH, d, J=l. 3Hz) , 8. 20-8. 1 
0 (2H, m) , 8. 98 (IH, d, J=8. 6Hz) , 
7. 90-7. 80 (2H, m)., 7. 75 (2H, d, J 
=8. 7Hz) , 7. 36 (2H, d. J=8. 7Hz) , 
7. 04 (IH, d, J=l. 3Hz), 5. 35 (2H, 
s),4. 36(lH,m),2. 39(3H,s),2. 
35-2. 15 (2H, m) , 2. 05-1. 75 (4H, 
m). 1. 70-1. 60(lH,m), 1.50-1. 2 
0(3H,m) 


O HCI 


> 9 0% (NMR) 


MS 586 (M+l) 




nnm&^ 364 


IH NMR( 8 ) ppm 

300MHz, DMSO-d6 
8. 31 (IH, s) , 8. 26 (IH, d, J=8. 7H 
z) , 8. 13 (IH, s) , 8. 04 (IH, d, J=9 
. 0Hz) , 7. 90-7. 70 (4H, m) , 7. 65 ( 
IH; s) , 7. 39 (2H, d, J=9. 0Hz) , 5. 
37 (2H, s) , 4. 38 (IH, m) , 2. 40-2. 
20 (2H, m) , 2. 15-2. 00 (2H, m) , 1. 
95-1. 80 (2H, m) . 1. 75-1. 60 (IH, 
m), 1.50-1. 20 (3H,m) 




#8^ > 9 0% (NMR) 


MS 604 (M+l) 
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365 


1H NMR( 5 ) ppm 

300MHz, DMS0-d6 
8.28(lH,s),8. 23(lH,s),8. 17 ( 
1H, d. J=8. 7Hz) . 8. 00 (2H, t. J=6 
. 9Hz) , 7. 69 (2H, d, J=8. 4Hz) , 7. 
60-7. 45 (5H, m) , 7. 21 (2H, d, J=8 
. 4Hz) , 7. 05 (1H, s) 5. 19 (2H, s) , 
4. 33(lH,ra),2.41(3H.s),2.40- 
2. 20 (2H, m) , 2. 10-1. 80 (4H, m) , 
1. 70-1.60(lH,m), 1.50-1.20(3 
H,m) 


CI 

O HCI M 


fcBS > 9 0% (NMR) 


MS 618 (M+l) 




366 


1H NMR(6) ppm 

300MHz, DMS0-d6 
8.26(lH,s),8. 17 (1H, s),8. 11 ( 
1H, d. J=8. 7Hz), 7- 95 (2H. d, J=9 
. 6Hz) , 7. 70-7. 40 (8H, in), 7. 19 ( 
2H, d. J=8. 4Hz), 5. 18 (2H, s), 4. 
30 (1H, m) , 2. 51 (3H, s) , 2. 40~2. 
15 (2H. m) , 2. 05-1. 80 (4H, m) , 1. 
75-1. 60 (1H, m), 1. 50-1. 20 (3H, 
m) 


CI 

HCI >=\ 


£6^ > 9 0% (NMR) 


MS 634 (M+l) 




^#iJ#-^ 367 


1H NMR ( 6 ) ppm 
300Mz, DMS0-d6 

8. 42(1H, d, J=l. 9Hz), 8. 30(1H, 
J=, 1. 5Hz) , 8. 27 (1H, d, J=8. 7Hz 
),8. 18 (1H, dd, J=7.9, 1.9Hz),8 
. 04 (IH, dd, J=8. 7, 1. 5Hz) . 7. 75 
and7. 29 (4H, ABq, J=8. 9Hz) 7. 63 
(1H, d, J=7. 9Hz) , 5. 23 (2H, s) , 4 
. 36 (1H, brt, J=12. 3Hz)2. 37-2. 

20 (2H, brm) , 2. 08-1. 80 (4H, brm 
), 1. 71-1. 60(lH,brm), 1.51-1. 

21 (3H, brm) 


ci v 

HCI U 


> 9 0% (NMR) 


MS 605 (M+l) 
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368 



HCI 



o 




> 9 0% (NMR) 



MS 



562 (M+l) 



1H NMR( 6 ) ppm 
300Mz, DMS0-d6 

8. 30 (1H, d. J=l. 5Hz) , 8. 25 (1H, 
d, J=8. 6Hz) , 8. 04 (1H, dd. J=8. 6 
, 1. 5Hz) . 7. 93and7. 67 (4H, ABq, 
J=8. 1Hz) , 7. 80 (1H, d, J=2. 2Hz) 
, 7. 72and7. 21 (4H, A' B' q, J=8. 6 
Hz) , 7. 60 (1H, dd, J=8. 1, 2. 2Hz) 
,7. 44(lH,d,J=8. lHz),5. 13 (2H 
, s) , 4. 34 (1H, brt, J=ll. 7Hz) , 2 
. 37-2. 19 (2H, brm) , 2. 09-1. 80 ( 
4H, brm) , 1. 72-1. 60 (1H, brm), 1 
.50-1. 21 (3H, brm) 



369 



HCI 



N NH 




> 9 0% (NMR) 



MS 



605 (M+l) 



1H NMR( 8 ) ppm 
300Mz, DMS0-d6 

8. 30 (1H, d. J»l. 5Hz), 8. 25 (1H, 
d, J=8. 6Hz), 8. 16and7. 72 (4H, A 
Bq. J=8. 4Hz) . 8. 13 (1H, dd, J=8. 
6, 1. 5Hz) , 7. 80(lHd, J=2. 2Hz) , 
7. 70and7. 24 (4H, A' B' q, J=8. 8H 
z),7.61(lH,dd,J=8.1,2. 2Hz), 
7. 48 (1H, d, J=8. 1Hz) , 5. 17 (2H, 
s) , 4. 33 (1H, brt. J=12. 1Hz) , 2. 
36r2. 18 (2H, brm) , 2. 08-1. 77 (4 
H, brm), 1. 69-1. 57 (lH, brm), 1. 
49-1. 17(3H.brm) 



370 




o-v. 



OH 



> 9 0% (NMR) 



MS 



680 (M+l) 



1H NMR(S) ppm 

300MHz, DMS0-d6 
10. 94(1H, brs) , 8. 33(1H, s) , 8. 
27 (1H, d. J=8. 7Hz) , 8. 04 (1H, d, 
J=8. 7Hz) . 7. 74 (2H, d, J=8. 4Hz) 
, 7. 56-7. 29 (6H, m) , 7. 23 (2H, d. 
J=8. 7Hz) , 7. 13 (1H, d, J=8. 7Hz) 
, 5. 08 (2H, s) , 4. 51 (2H, brs) , 4. 
36 (1H, m) , 3. 94 (1H, brs) , 3. 75- 
3. 00 (6H, m) , 3. 20-1. 20 (14H, m) 
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^tfowm* 371 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 31 (1H, d. J=1.5Hz),8. 17 (1H, 
d, J=9. 0Hz) . 7. 99 (1H, dd, J=8. 7 
Hz, 1. 4Hz) , 7. 70-7. 55 (2H, m) , 7 
. 50-7. 30 (6H, m) , 7. 19 (1H, dd, J 
=12. 0Hz. 2. 2Hz) , 7. 06 (1H, dd, J 
=8. 6Hz, 2. 2Hz) , 5. 08 (2H, 4. 10 ( 
in, JuJ , o. Do l^n» ort, J— 0. ^/ , 6. 

50 (2H, brt," J=l. 8Hz) , 2. 30-2. 1 
0 (2H, m) , 2. 00-1. 75 (8H, m) , 1. 7 
0-1. 55 (1H, m) , 1. 50-1. 20 (3H, m 
) 


HCI >=\ 

b ^ 


> 9 0% (NMR) 


MS 652 (M+1) 




372 


1H NMR( 8 ) ppm 
300Mz, DMS0-d6 

8. 29 (1H, d, J=l. 5Hz) , 8. 11 (1H, 
d, J=8. 6Hz) , 7. 96 (1H, dd, J=8. 6 
, 1. 5Hz), 7. 89 (1H, s), 7. 78and7 
. 56 (4H, ABq, J=8. 4Hz) , 7. 69 (1H 
, s) , 7. 66 (1H, t, J=8. 8Hz) , 7. 31 
(1H, dd, J=12. 1, 2. 2Hz) , 7. 18 (l 
H, dd, J=8. 8, 2. 2Hz) , 5. 37 (2H, s 
) , 4. 08 (1H, brt, J=ll. 0Hz) , 3. 0 
2(3H, s), 2. 96 (3H, s), 2. 31-2. 1 
4 (2H, brm) , 1. 95-1. 77 (4H, brm, 
) 1. 69-1. 59(31H, brm) , 1. 46-1. 
18(3H,brm) 


P 

^ HCI 


>9 0% (NMR) 


MS 626 (M+1) 



ni&&m-& 373 


1H NMR( 5 ) ppm 


0 


2HCI 

o 


CI 

# — NH2 

OH 


300MHz, DMS0-d6 
11. 40 (1H, brs), 9. 25 (2H, brs), 
8. 29(1H, d, J=l. 3Hz), 8. 12~8. 0 
9 (2H. m) , 7. 96 (1H, d, J=8. 7Hz) , 
7. 88 (1H, dd, J=l. 8Hz, 8. 1Hz) , 7 
. 67-7. 63 (2H, m) , 7. 56 (2H, d, J= 
8. 7Hz) , 7. 51 (2H, d, J=8. 7Hz) , 7 
. 17 (1H, d, J=12. 0Hz), 7. 05 (1H, 
d, J=8. 6Hz) , 5. 16 (2H, s) , 4. 05 ( 
1H, m) , 2. 40-2. 10 (2H, m) , 2. 00- 
1. 75(4H,m), 1.70-1. 55 (lH,m), 
1.50-1. 20 (3H, 01) 


>9 0% (NMR) 


MS 




613 (M+1) 
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374 


IH NMR( 6) ppm 


CI 

0 HCI >=\ 


300MHz, DMS0-d6 
13. 21 (IH, brs), 8. 31 (IH, d, J=l 
. 4Hz) , 8. 18-8. 15 (2H, m) , 7. 99 ( 
IH, d, J=8. 7Hz) , 7. 94 (IH, dd, J= 
1. 8Hz, 8. OHz) , 7. 70-7. 53 (6H, m 
) , 7. 17 (IH, d. J=12. OHz) , 7. 05 ( 
IH, d, J=8. 6Hz) , 5. 20 (2H, s) , 4. 
Utf lln, in) , 2. 4U L. ill v<£n, nU , z. 
00-1. 75 (4H, m) , 1. 70-1. 55 (IH, 
m), 1.50-1. 20 (3H,m) 


> 9 0% (NMR) 




MS 639 (M+l) 





HJ6M## 375 


IH NMR (6 ) ppm 

300MHz, DMS0-d6 
8. 32 (IH, d. J=l. 5Hz) , 8. 23 (IH, 
d, J=l. 5Hz) , 8. 19 (IH, d, J=9. OH 
z) , 8. 03-7. 98 (2H, m) , 7. 68 (IH, 
t, J=8. 4Hz) , 7. 60 (IH, d. J=8. IH 
z) , 7. 56 (2H, d, J=9. 3Hz) , 7. 53 ( 
2H, d. J=9. OHz) , 7. 22(1H, dd, J= 
2. 1Hz. 12. OHz) , 7. 09 (IH, dd, J= 
2. 1Hz, 8. 4Hz) , 5. 21 (2H, s) , 4. 1 
2 (IH, m) , 2. 40-2. 10 (2H, m) , 2. 0 
0-1. 75 (4H, m) , 1. 70-1. 55 (IH, m 
), 1.50-1. 20 (3H,m) 


CI. 

HCI >=\ 

9 K \J 

%' s *o 


^ > 9 0% (NMR) 


MS 658 (M+l) 




mmm* 376 


IH NMR(S) ppm 

300MHz, DMSO-d6 
13. 61 (IH, brs) , 8. 34-8. 30 (2H, 
m) , 8. 21 (IH, d, J=8. 7Hz) . 8. 07 ( 
IH, dd, J=l. 8Hz, 8. 1Hz) , 8. 02 (1 

H, dd, J=l. 5Hz, 8. 7Hz) , 7. 69 (IH 
, t, J=8. 4Hz), 7. 57-7. 49 (5H, m) 
, 7. 22 (IH, dd, J=2. 7Hz, 12. OHz) 
, 7. 09 (IH, dd, J=2. 4Hz, 9. OHz) , 
5. 19 (2H, s) , 4. 12 (IH, m) , 2. 40- 
2. 10 (2H, m) , 2. 00-1. 75 (4H, m) , 

I. 70-1. 55 (IH, m), 1.50-1.20(3 
H,m) 


O ^rl 

W N. s > 0 


> 9 0% (NMR) 


MS 655 (M+l) 
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mmm^ 377 


1H NMR( 6 ) ppra 
300Mz, DMS0-d6 

8. 60 (1H, d. J=4. 5Hz) , 8. 29 (1H, 
d, J=l. 5Hz), 8. 14(1H, d, J=8. 9H 
z),8. 13(lH,d, J=l. 5Hz), 7.98 ( 
1H, dd. J=8. 9, 1. 5Hz) , 7. 94 (1H, 
dd, J=8. 1. 1. 5Hz) , 7. 64 (1H, t, J 
=8. 7Hz). 7. 52and7. 49 (4H, ABq, 
T=9 0Hz) 7. 46(lH.d. J=8. 1Hz) 
,7. 18(lH,dd,J=12. 1,2. 3Hz),7 
. 05 (1H, dd, J=8. 7, 2. 3Hz) , 5. 13 
(2H, s>, 4. 08 (1H, brt, J=12. 1H) 
,2. 95-2. 84(lH,m),2.31-2. 14 ( 
2H, brm) , 1. 97-1. 78 (4H, bnn) , 1 ; 
.72-1. 59 (1H, bnn), 1.47-1. 21 ( 
3H,brm),0. 76-0. 58 (4H, m) 


CI 

0 HCI >=\ 


> 9 0% (NMR) 


MS 638 (M+l) 




mmm&& 378 


1H NMR(5) ppm 
300Mz, DMSO-d6 

8. 77(lH,d. J=1.4Hz),8. 30 (1H, 
d, J=l. 4Hz) , 8. 16 (1H, d, J=l. 8H 
z),8. l3(lH,d,J=8.4Hz),7 98 ( 
2H. dd, J=8. 4, 1. 8Hz) , 7. 65 (1H, 
t, J=8. 4Hz) . 7. 53and7. 49 (4H, A 
Bq, J=8. 8Hz), 7. 47 (1H, d, J=7. 7 
Hz), 7. 18 (1H, dd, J=12. 1, 2. 2Hz 
) , 7. 05 (1H, dd, J=8. 4, 2. 2Hz) , 5 
. 13 (2H, s) , 4. 53-4. 40 (1H, m) , 4 
. 09 (1H, brt, J=12. 8Hz) , 2. 31-2 
. 02 (6H, brm, ) , 1. 96-1. 80 (4H, b 
rm) , 1. 78-1. 60 (3H, bnn) , 1. 47- 
1. 21 (3H, brm) 


CI. 

HCI >=\ 

• 0 b 


> 9 0% (NMR) 


MS 652 (M+l) 




mm** 379 


1H NMR( 5 ) ppm 
300Mz, DMS0-d6 

8.29UH, d,J=l. lHz),8.1l(lH, 
d, J=l. 5Hz) , 8. 11 (1H, d, J=8. 8H 
z),7.98-7.91(2H, m) , 7. 89(1H, 
s) , 7. 63 (1H, t, J=8. 8Hz) , 7. 52a 
nd7. 48 (4H, ABq, J=8. 6Hz) , 7. 44 
(1H, d, J=8. 1Hz), 7. 17 (1H, dd, J 
=12. 1, 2. 2Hz) , 7. 04 (1H, dd, J=8 
.8, 2.2Hz),5. 12 (2H, s), 4. 07(1 
H, brt. J=12. 4Hz) , 2. 33-2. 14(2 
H, brm) , 1. 96-1. 79 (4H, brm) , 1. 
70-1. 60 (1H, brm), 1. 48-1. 21(3 
H, brm), 1.41 (9H, s) 


HCI >=v 


*6£ > 9 0% (NMR) 


MS 654 (M+l) 
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3fc»09#* 380 


1H NMR( 8 ) ppm 
300Mz, DMS0-d6 

8. 62 (1H, t, J=5. 5Hz), 8. 30 (1H, 
d. J=l. 5Hz) , 8. 17 (1H, d. J=l. 8H 
z),8. 14(lH,d,J=8.8Hz),7.98( 
1H, dd, J=8. 1. 1. 8Hz) , 7. 64(1H, 
t, J=8. 8Hz) , 7. 52and7. 50 (4H, A 
Bq. J=8. 8Hz) , 7. 48 (1H, d, J=8. 1 
Hz) 7 18 (1H. dd, J=12. 1. 2. 2Hz 
) , 7. 05 (1H, dd, J=8. 8, 2. 2Hz) , 5 
. 14 (2H, s) , 4. 08 (1H. brt, J=12. 
1Hz) , 3. 13 (1H, t, J=6. 2Hz) . 2. 3 
1-2. 14(2H, bnn) , 1. 97-1. 78 (5H 
, brm), 1. 70-1. 60 (1H, bnn), 1. 4 
7-1. 21 (3H, brm) , 0. 92 (3H, s) , 0 
.90(3H,s) 


CI 

HCI >=\ 

) — v N — \ h 

O >*L( 


fcfcS > 9 0% (NMR) 


MS 65401+1) 




mm** 381 


1H NMR ( 6 ) ppm 
300Mz, DMS0-d6 

8. 29 (1H, d, J=l. 5Hz) , 8. 27 (1H, 
d. J=8. 3Hz) , 8. 18 (1H, d, J-l. 9H 
z) , 8. 13 (1H, d, J=8. 7Hz) , 8. 01- 
7. 96 (2H, m) , 7. 64 (1H, t, J=8. 7H 
z) , 7. 52and7. 49 (1H, ABq, J=8. 8 
Hz) , 7. 49 (1H, d, J=7. 9Hz) , 7. 18 
(1H, dd, J=12. 1, 2. 3Hz), 7. 05(1 
H, dd, J=8. 7, 2. 3Hz) , 5. 13 (2H, s 
) , 4. 12-4. 00 (2H, m) , 3. 52-3. 34 
(2H, m) ,2. 31-2. 14 (2H, brm) , 1. 
97-1. 79 (4H, brm) ,1.71 1. 60 (1 
H, brm) , 1. 48-1. 21 (3H, m) , 1. 17 
andl. 15 (total 3H, each s) 


CI 

HCI >=\ 

O >~A 
7 OH 


#6^ > 9 0% (NMR) 


MS 656 (M+l) 




382 


1H NMR(S) ppm 
300Mz, DMS0-d6 

8. 30 (1H, d, J-l. 5Hz) , 8. 13 (1H, 
d, J=8. 8Hz) , 8. 09 (1H, d, J=l. 5H 
z),7:98(lH, dd, J=8. 8, 1. 5Hz), 
7. 86 (1H, dd, J=8. 1, 1. 5Hz), 7. 6 
4 (1H, J=8. 8Hz) , 7. 55-7. 47 (5H. 
m) , 7. 17 (1H, dd, J=12. 1, 2. 2Hz) 
, 7. 05 (1H, dd, J=8. 8, 2. 2Hz) , 5. 
14 (2H, s), 4. 08 (1H, brt. J=12. 8 
Hz) , 3. 75 (3H. s) , 2. 32-2. 14 (2H 
, brm) . 1. 96-1. 78 (4H, brm) ,1.7 
0-1. 59 (1H, brm) , I. 47-1. 21 (3H 
,brm) 


CI 

HCI /^X 


fcfi& > 9 0% (NMR) 


MS 628 (M+l) 
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383 




> 9 0% (NMR) 



MS 



672 (M+l) 



1H NMR ( 6 ) ppm 
300Mz, DMS0-d6 

8. 57 (1H, t, J=5. 5Hz) , 8. 29 (1H, 
d, J=l. 4Hz), 8. 19 (1H, d. J=l. 5H 
z) , 8. 12 (1H, d, J=9. 2Hz) , 8. 01- 
7. 95 (2H, m) , 7. 64 (1H, t, J=8. 8H 
z) . 7. 53and7; 50 (4H, ABq. J=8. 8 
Hz) , 7. 48 (1H, d, J=7. 7Hz) ,7.17 
(1H, dd, J=12. 1, 2. 2Hz), 7. 04(1 

H, dd, J=8. 8, 2. 2Hz) , 5. 14 (2H, s 
) , 4. 08 (1H, brt, J=13. 9Hz) , 3. 7 
0-3. 66 (1H, m) , 3. 48-3. 36 (3H, in 
) , 3. 28-3. 20 (1H, m) , 2. 32-2. 13 
(2H, brm) , 1. 96-1. 79 <4H, brm) , 

I. 71-1. 60 (1H, brm), 1. 47-1. 19 
(3H, brm) 



mmrnwr^- 384 


1H NMR(5 ) ppm 
300Mz, DMS0-d6 

8. 30 (1H, d, J=l. 5Hz) , 8. 14 (1H, 
d, J=8. 4Hz) , 7. 98 (1H, dd, J=8. 4 
, 1. 5Hz),7.68(lH-,brs),7.63(l 

H, t, J=8. 4Hz) , 7. 51 (5H, s) , 7. 4 
3 (1H, d, J=8. 1Hz), 7. 17 (1H, dd, 
J=12. 5, 1. 8Hz) , 7. 03 (1H, dd, J= 
8. 4, 1. 8Hz), 4. 08 (1H, brt, J=ll 
. 4Hz) , 3. 50and3. 30(total2H, e 
ach 

brs) , 2. 97 (3H, brs) , 2. 33-2. 13 
(2H, brm) , 1. 96-1. 79 (4H, brm) , 

I. 70-1. 59(lH,brm), 1.47-1.03 
(6H,brm), 


: ci 

.I HCI /=\ 
O Fv \_J 


> 9 0% (NMR) 


MS 640 (M+l) 




mmwrn* 385 


1H NMR( 6 ) ppm 
300Mz, DMS0-d6 

8. 29 (1H, d, J=l. 5Hz) , 8. 12 (1H, 
d, J=8. 8Hz), 7. 97 (1H, dd, J=8. 8 
, 1. 5Hz) , 7. 72-7. 60 (2H, m) , 7. 5 
5-7. 42 (6H, m) , 7. 16 (1H, d, J=l 1 
. 7Hz) , 7. 03 (1H, d, J=8. 4Hz) , 5. 
15 (2H, s) , 4. 07 (1H, brt, J=12. 5 
Hz) , 3. 44and3. 22(total2H, eac 
h 

s) , 2. 97 (3H, brs) , 2. 32-2. 13 (2 
H, brm) , 1. 72-1. 50 (3H, brm) , 1. 
47-1. 23 (3H, brm), 0. 93and0. 72 
(total3H, each brs) 


CI 

HCI >=\ 


> 9 0% (NMR) 


MS 654 (M+l) 
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nn&m^ 386 


1H NMR( 6 ) ppm 
300Mz, DMS0-d6 

8. 29 (1H, d. J=l. 5Hz) , 8. 12 (1H, 
d, J=8. 7Hz) , 7. 97 (1H, dd, J=8. 7 
, 1. 5Hz)7. 74-7. 60(2H. m),7. 54 
-7. 42 (6H, m) , 7. 17 (1H, dd, J=12 
. 1, 2. 2Hz) , 7. 02 (1H, dd, J=8. 3, 
2. 2Hz) , 5. 15 (2H, s) . 4. 06 (1H, b 
rt, J=12. 8Hz) , 3. 92 (1H, brs) , 2 
. 85 (3H, brs) , 2. 32-2. 14 (2H, br 
m) , 1. 96-1. 79 (4H, brm) , 1. 70-1 
. 59 (1H, brm) , 1. 46-1. 07 (3H, br 
15(6H,brs) 


CI 

hci -Hx 

O R \ // 

O <ry 


> 9 0% (NMR) 


MS 654 (M+l) 




H*£0!l#-!§- 387 


1H NMR( 6 ) ppm 
300Mz, DMS0-d6 

8. 29 (1H, s), 8. 14and7. 97 (2H, A 
Bq. J=8. 7Hz) , 7. 63 (1H, s) , 7. 63 
(1H, t, J=8. 7Hz) ,'7. 51-7. 41 (6H 
,m),7. 16(lH,dd, J=12. 1, 1.9Hz 
),7. 02 (1H, dd,J=8. 7, 1.9Hz),5 
. 16 (2H, s) , 4. 26 (2H, brs) , 4. 07 
(1H, brt, J=12. 1Hz) , 2. 32-2. 14 
(2H, brm) . 1. 97-1. 78 (5H, brm) 1 
. 70-1. 15 (9H, brm), 1. 24 (3H, s) 
, 1. 21 (3H, s) 


CI 

HCI /=\ 


> 9 0% (NMR) 


MS 694 (M+l) 




nm®m-%- 388 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 58 (1H, m),8. 29 (1H, s),8. 20- 
8. 10 (2H, m) , 8. 05-7. 90 (2H, m) , 
7. 64 (lH<t, J=8. 4Hz) , 7. 60-7. 4 
0(5H, m) , 7. 15 (1H, d, J=12. 3Hz) 
,7.04(1H, d,J=8. 4Hz),5. 13 (2H 
, s) , 4. 08 (1H, m) , 3. 40-3. 20(2H 
, m), 2. 35-2. 10 (2H, m), 2. 00-1. 
20(12H, m) , 0. 91 (3H, t, J=6. 9Hz 
) 


CI 

. . HCI )=\ 


> 9 0% (NMR) 


MS 654 (M+l) 



473 



WO 03/000254 



* 241 



PCT/JP02/06405 





i-^- 389 


1H NMR(6) ppm 


HO 


CI. 

HCI )— v 

b >^ 


300MHz, DMS0-d6 
8. 60 (1H, m) , 8. 29 (1H, s) , 8. 20- 
7. 90 (4H, in) , 7. 64 (1H, t, J=9. OH 
z) , 7. 60-7. 40 (5H, m) , 7. 17 (1H, 
d, J=12. 0Hz) , 7. 04 (1H, d, J=8. 7 
Hz; , 5. 16 \ZH, s) , 4. oU \in 9 m; , o 
. 35-3. 15 (2H, m) , 2. 30-2. 05 (2H 
, m) , Z. 00-1. 10 vlOn, ny , U. yi \d 
H, t, J=7. 5Hz) 


iKft >9 0% (NMR) 




MS 


640 (M+l) ! 






mmm^ 390 


1H NMR( 5 ) ppm 


0 

HO"^ 


CI 

HCI >=\ 

\_y p s — 


300MHz, DMS0-d6 
8. 62 (1H, m) , 8, 30 (1H, s) , 8. 20- 
8. 10 (2H, m) , 8. 05-7. 90 (2H, m) , 
7. 65 (1H, t, J=8. 4Hz) , 7. 60-7. 4 
0 (5H, m) , 7. 18 (1H, d, J=12. 0Hz) 
, 7. 05 (1H, d, J=8. 4Hz) , 5. 14 (2H 
, s) , 4. 09 (1H. m) , 3. 40-3. 20 (2H 
, m) , 2. 35-2. 10 (2H, m) , 2. 00-1. 
80(4H,m), 1.75-1. 60 (lH,m), 1. 
45-1. 20(3H, m) , 1. 15 (3H, t, J=7 
.2Hz) 


> 9 0% (NMR) 




MS 


626 (M+l.) 






mrnrnrn^- 391 


1H NMR( 8 ) ppm 


0 

. HcA 


CI 

HCI /=\ 

0 n- 


400NHz, DMS0-d6 
8.54(1H, s),8. 3l(lH,s),8. 19 ( 
1H, d, J=8. 6Hz) , 8. 01 (1H, d, J=8 
. 6Hz) , 7. 81 (1H. d. J=2. 1Hz) , 7. 
64 (1H, t, J=8. 4Hz) , 7. 61 (1H, dd 
, J=2. 3Hz, 8. 4Hz) , 7. 47 (2H, d, J 
=8. 6Hz) , 7. 43 (2H, d. J=8. 8Hz) , 
7. 25 (1H, d, J=8. 4Hz) , 7. 17 (1H, 
dd, J=2. 3Hz, 12. 1Hz) , 7. 05 (1H, 
dd, J=2. 3Hz, 8. 6Hz) . 5. 05 (2H, s 
),4. 12(lH,m),2.96(6H, s),2.4 
0-2. 10 (2H, m) , 2. 00-1. 75 (4H, m 
) , 1. 70-1. 55 (1H, m) , 1. 50-1. 20 
(3H, m) 


WS. > 9 0% (NMR) 


MS 


641 (M+l) 
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mmm^ 


392 


1H NMR( 6 ) ppm 


CI. 

HCl >=\ 


300Mz, DMS0-d6 

8. 79 (1H, s) . 8. 29 (1H, d, J=l. 5H 
z) , 8. 13 (1H, d, J=8. 8Hz) , 7. 98 ( 
1H, dd, J=8. 8, 1. 5Hz), 7. 80 (1H, 
d. J=2. 2Hz) , 7. 63 (1H, t, J=8. 4H 
z) , 7. 61 (1H, dd, J=8. 2, 2. 2Hz) . 
7. 47and7. 43 (4H, ABq. J=8. 8Hz) 
, 7. 26 (1H, d, J=8. 2Hz) , 7. 14 (1H 
, dd, J=12. 1, 2. 2Hz) , 7. 02 (1H, d 
d, J=8. 4, 2. 2Hz) , 5. 05 (2H, s) , 4 
. 08 (1H, brt, J=12. 1Hz) , 3. 64-3 
. 61 (2H, m) , 3. 48-3. 45 (2H, m) , 2 
. 32-2. 13 (2H, brm), 1. 96-1. 78 ( 
4H, brm) , 1. 70-L 66 (1H, brm) , 1 
.44-1. 19 (3H, brm) 


mm 


> 9 0% (NMR) 


MS 


683 (M+l) 






393 


1H NMR( 5 ) ppm 


CI 

HCl >=v 


400MHz, DMS0-d6 
8. 94 (1H, s),8. 31 (1H, d.J=1.0H 
z), 8. 18 (1H, d, J=8. 6Hz), 8. 00 ( 
1H, dd, J=l. 4Hz, 8. 8Hz) , 7. 71 (1 
H, d. J=2. 2Hz) , 7. 66 (1H, t, J=8. 
6Hz) , 7. 52 (1H, dd, J=2. 4Hz, 8. 6 
Hz) , 7. 46 (2H, d, J=8. 6Hz) , 7. 42 
(2H, d, J=8. 2Hz) , 7. 24 (1H, d, J= 
8. 4Hz) , 7. 16 (1H, d, J=12. 1Hz) , 
7. 04 (1H, dd, J=2. 4Hz, 8. 8Hz) , 5 
. 05 (2H, s) , 4. 13 (1H, m) , 2. 40-2 
. 10 (2H, m) , 2. 00-1. 75 (4H, m) , 1 
.70-1, 55 (1H, m), 1.50-1. 20 (3H 
,m) 


mm 


> 9 0% (NMR) 


MS 


613 (M+l) 




mm* 


394 


1H NMR(8) ppm 


CI. 

HCl >=\ 

9 K \J 

W H ^|H 


300MHz, DMS0-d6 
8. 93 (1H. s) , 8. 31 (1H, d. J=l. 4H 
z),8. 19 (1H, d, J=8.8Hz),8. 01 ( 
1H, d. J=8. 7Hz), 7. 71 (1H, d . J=2 
. 2Hz) , 7. 66 (1H, t, J=8. 5Hz) , 7. 
51 (1H, dd, J=2. 2Hz. 8. 4Hz) , 7. 4 
6 (2H, d, J=8. 6Hz) , 7. 41 (2H, d, J 
=8. 7Hz) , 7. 23 (1H, d, J=8. 4Hz) , 
7. 16 (1H, d. J=12. 2Hz), 7. 05 (1H 
, d, J=8. 7Hz) . 5. 05 (2H, s) , 4. 13 
(1H, m) , 3. 12 (2H, q, J=7. 2Hz) , 2 
. 40-2. 10 (2H, m) , 2. 00-1. 75 (4H 
,m), 1.70-1.60(lH,m), 1. 55-1. 
20 (3H, m) , 1 . 06 (3H, t, J=7. 2Hz) 


> 9 0% (NMR) 


MS 


641 (M+l) 
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mmw&& 395 


IH NMR(8) ppm 

300MHz, DMS0-d6 
8. 83 (IH, s) , 8. 32 (IH, d. J=l. 4H 
z),8.21(lH,d, J=8. 8Hz),8.02( 
IH, dd, J=l. 4Hz, 8. 7Hz) , 7. 71 (1 

H, d. J=2. 1Hz) , 7. 68 (IH, t, J=8. 
6Hz), 7. 49 (IH, dd, J=2. 2Hz, 8. 4 
Hz) , 7. 46 (2H, d, J=8. 4Hz) , 7. 41 
(2H, d. J=8. 6Hz) , 7. 23 (IH, d, J= 
8. 4Hz) . 7. 17 (IH, d, J=12. 2Hz) , 
7. 06 (IH, d, J=8. 7Hz) , 6. 30 (IH, 
brs) , 5. 05 (2H, s) , 4. 14 (IH, m) , 
3. 77 (IH, sept, J=6. 5Hz) , 2. 40- 
2. 10 (2H, m) , 2. 00-1. 75 (4H, m) , 

I. 70-1. 55 (1H, ro), 1. 50-1. 20(3 
H,m), 1. 11(6H, d, J=6. 5Hz) 


HCI >=\ 

Ho^vaoj. 

W H N -/ 

H X 


> 9 0% (NMR) 


MS 655 (M+l) 




nmm&-& 396 


IH NMR( 6 ) ppm 

300MHz. DMS0-d6 
8. 37 (IH, d, J=7. 3Hz) , 8. 25 (IH, 
s) , 8. 15 (IH, s) , 7. 97 (2H, d, J=8 
. 8Hz) , 7. 88 (IH, d. J=8. 8Hz) , 7. 
58-7. 47 (4H, m) , 7. 31 (IH, m) , 7. 
1 1 (IH, dd, J=8. 4, 2. 2Hz) , 6. 98 ( 
IH, dd, J=8. 4, 2. 2) , 5. 13 (2H, s) 
, 4. 13 (IH, q, J=6. 6Hz) , 3. 98 (IH 
, m), 2. 19 (2H, m); 1. 86 (4H, m) 1. 
62 (IH, m) 1. 31 (3H, m) , 1. 20 (6H, 
d, J=6.6Hz) 


R F 


fcBS > 9 0% (NMR) 


MS 642 (M+l) 




^»J#-5§- 397 


IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
8. 40 (IH, d. J=7. 9Hz) , 8. 28 (IH, 
d, J=l. 9Hz) , 8. 15 (IH, d, J=l. 9H 
z), 8. 11 (IH, d. J=8. 7Hz), 7. 96 ( 
2H, m) , 7. 56 (IH, t, J=8. 7Hz) , 7. 
45 (3H, m) , 7. 18 (IH. m) . 7. 08 (IH 
, dd, J=12. 1, 1. 9Hz), 6. 96(IH, d 
d, J=8. 3, 2. 3Hz) , 5. 09 (2H, s) , 4 
. 14(lH,m),4.04(lH, id) ,2. 23(2 

H, m) , 1. 86 (3H, m) , 1. 62 (IH, in) , 

I. 33 (3H, ra) , 1. 20 (6H, d, J=6. 4H 
z) 


HCI . >=\ 


> 9 0% (NMR) 


MS 642 (M+l) 
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398 



HO 




MS 



> 9 0% (NMR) 



674 (M+l) 



IH NMR( 6 ) ppm 

8. 41 (IH, d. J=8. 1Hz) , 8. 29 (IH, 
d. J=l. 5Hz) , 8. 17 (IH. d. J=l. 8H 
z) , 8. 12 (IH, d, J=8. 4Hz) , 8. 01- 
7. 95 (2H, m) , 7. 67-7. 62 (2H, m) , 
7. 55-7. 51 (3H. m) , 7. 19 (IH, dd, 
J=12. 1. 2. 2Hz) , 7. 05 (lH, dd, J= 
8. 8, 2. 2Hz), 5. 13 (2H, s) , 4. 10- 
4. 00 (2H, m) , 2. 32-2. 13 (4H, m) , 
1.71-1. 60 (IH. m), 1.49-1. 14(3 
am), 1.21(3H,s),l. 19(3H,s) 



mmrnm^- 399 


IH NMR(S) ppm 
300Mz. DMS0-d6 

8. 39 (IH, d, J=7. 7Hz) , 8. 29 (lH, 
d. J=l. 5Hz) , 8. 16 (IH, d. J=l. 8H 
z) , 8. 11 (IH, d, J=8. 8Hz), 8. 00- 
7. 95 (2H, m) , 7. 69-7. 61 (2H, m) , 
7. 54-7. 46 (3H. m) , 7. 18 (IH, dd. 
J=12. 1, 2. 2Hz) , 7. 04 (IH, dd, J= 
8. 8, 2. 2Hz) , 5. 13 (2H, s) . 4. 20- 
4. 02 (2H, m) , 2. 33-2. 13 (2H, brm 
), 1. 97-1. 80 (4H, m), 1. 72-1. 61 
(lH,m), 1.44-1. 13(3H,m), 1.21 
(3H, s),l. 19 (3H, s) 


1 HCI >=< 


#fi5£ > 9 0% (NMR) 


MS 658 (M+l) 




mrnrnrn^- 400 


IH NMR ( 8 ) ppm 

300MHz, DMS0-d6 

8. 39 (IH, d, J=7. 7Hz) , 8. 29 (IH, 

8. 17 (IH, d, J=l. 5Hz) , 8. 11 (IH, 
d, J=8. 8Hz) , 7. 98 (2H, m) . 7. 73 ( 
2H,n),7.64(lH, t, J=8.4Hz), 
7. 52 (IH, d, J=8. 0Hz) , 7. 46 (IH, 
dd, J=8. 4, 1. 8Hz) , 7. 18 (IH, dd, 
J=ll. 9, 2. 0Hz) , 7. 05 (IH. dd, J= 
8. 6, 2. 4Hz) , 5. 14 (2H, s) , 4. 13 ( 
2H, m) , 2. 22 (2H, m) , 1. 88 (4H, m) 
1.64(1H, m), 1.34(3H,m), 1.20( 
6H,d,J=6. 6Hz) 


CI CI 
HCI >=\ 


fcfiS > 9 0% (NMR) 


MS 642 (M+l) 



477 
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401 




MS 



> 9 0% (NMR) 



658 (M+l) 



1H NMR ( 8 ) ppm 

300MHz, DMS0-d6 
8. 38 (1H, d, J=7. 8Hz) , 8. 28 (1H, 
s) , 8. 20-8. 05 (2H, a) , 8. 00-7. 9 
0 (2H, m) , 7. 65-7. 30 (5H, m) , 7. 0 
9 (1H, d, J=12. 3Hz) , 6. 97 (1H, d, 
J=10. 2Hz) , 5. 09 (2H, s) , 4. 20-4 
. 00 (2H, m) , 2. 30-2. 10 (2H, m) , 2 
. 00-1. 80 (4H, m), 1. 70-1. 60 (1H 
,m), 1.40-1. 10<3H,m), 1. 19(6H 
,d, J=6.6Hz) 



402 




MS 



> 9 0% (NMR) 



670 (M+l) 



1H NMR(S) ppm 

300MHz, DMS0-d6 
8. 25 (1H, s) , 8. 03 (1H, d. J=8. 7H 
z).7.9l(lH. d, J=8. 7Hz),7. 83 ( 
1H, s) , 7. 70-7. 35,(6H, m) , 7. 04 ( 
1H, d, J=12. 0Hz) , 6. 93 (1H, d, J= 
8. 4Hz) , 5. 09 (2H, s) , 4. 00(1H, m 
) , 3. 60-3. 40 (4H, m) , 2. 30-2. 10 
(2H, m), 1.45-1. 15(3H,m) 



nmm^ 403 


1H NMR( 6 ) ppm 


hci Cl v-( F 


400MHz, DMSO-d6 
8. 25 (1H, s) , 8. 08 (1H, d. J=8. 4H 
z) , 7. 92 (1H, d, J=9. 2Hz) , 7. 79 ( 
1H, s) , 7. 66-7. 49 (4H, m) , 7. 42 ( 
1H, d, J=7. 6Hz) , 7. 31-7. 28 (1H, 
m),7. 14 (1H, d, J=11.3Hz),6. 99 
(1H, d. J=8. 8Hz) , 5. 13 (2H, s) , 4 
. 02 (1H, m) , 3. 54-3. 33 (4H, m) , 2 
. 29-2. 08 (2H, m) , 1. 93-1. 73 (8H 
, m), 1. 67-1. 52 (1H, m), 1. 48-1. 
ll(3H,m) ! 


> 9 0% (NMR) 




MS 670 (M+l) 
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404 



HCI 



CL F 




MS 



> 9 0% (NMR) 



658 (M+l) 



IH NMR( 5 ) ppm 

400MHz, DMS0-d6 
8. 41 (IH, d, J=7. 6Hz) , 8. 32 (IH, 
d. J=l. 5Hz), 8. 20 (IH, d. J=8. 6H 
z),8. 17(lH,d, J=1.7Hz),8. 00 ( 
IH, dt, J=8. 8Hz, 1. 5Hz) , 7. 71-7 
. 64 (2H, m) , 7. 54 (IH, dd, J=10. 3 
Hz, 1. 9Hz) , 7. 32 (IH, dd, J=8. 2H 
z, 1. 9Hz), 7. 22 (IH, dd, J=12. IH 
z, 2. 3Hz) , 7. 08 (IH, dd, J=8. 6Hz 
).2.3Hz),5. 17(2H.s),4. 15 (IH 
,o),2.31-2. 14(2H,m), 1.99-1. 
70 (4H, m) , 1. 70-1. 60 (IH, m) ; 1. 
46-1. 20 (3H, m) , 1. 19 (6H, d, J=6 
,6Hz) 



mmm^ 405 


IH NMR(S) ppra 

300MHz, DMS0-d6 
8. 32 (IH, s) , 8. 19 (IH, d, J=9. OH 
z) , 8. 03-7. 98 (2H, m) , 7. 75 (IH, 
dd, J=2. 1Hz, 8. 4H2), 7. 67 (IH, t 
, J=8. 6Hz) , 7. 40-7. 36 (3H, m) , 7 
. 32 (2H, d, J=8. 4Hz) , 7. 19 (IH, d 
d, 3=2. 1Hz, 12. 3Hz) , 7. 07<1H, d 
d, J=2. 1Hz, 8. 7Hz) , 5. 11 (2H, s) 
, 4. 12 (IH, m) , 4. 12 (IH, m) , 3. 90 
(2H, t, J=6. 9Hz) , 2. 54 (2H, t, J= 
8. 1Hz) , 2. 50 (3H, s) , 2. 40-2. 05 
(4H, m) , 2. 00- 1. 75 (4H, m) , 1. 70 
-1. 55 (IH, m) , 1. 50-1. 20 (3H, m) 


/ 

HCI s v 


fcfe^ > 9 0% (NMR) 


MS 650 (M+l) 




mMffl&Jk 406 

/ 

HCI >=\ 


IH NMR ( 5 ) ppm 

300MHz, DMS0-d6 

8. 34(lH,d, J=7. 7Hz), 

8. 29(lH,s),8. 15 (IH, s),8. 11 ( 

IH, d. J=8. 8Hz) , 7. 97 (2H, d. J=9 

. 2Hz) , 7. 63 (IH, t, J=8. 8Hz) , 7. 

47-7. 31 (5H. m) , 7. 18 (IH, dd, J= 

12. 4, 2. 2Hz) , 7. 06 (IH. dd, J=12 

. 4, 2. 2Hz) , 5. 13 (2H, s) , 4. 13 (2 

H, m), 1.96(2H.m). 1.87(4H,m), 

I. 62 (IH, m) , 1. 34 (3H, m) , 1. 20 ( 
6H, d, J=6. 2Hz) 


£6^ > 9 0% (NMR) 


MS 652 (M+l) 
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mm&m-%- 407 


IH NMR( 6 ) ppm 

400MHz, DMS0-d6 
8. 32 (IH, d. J=l. 4Hz) , 8. 20 (IH, 
d, J=8. 8Hz) , 8. 01 (IH, dd, J=l. 6 
Hz, 8. 8Hz) , 7. 90 (IH, s) , 7. 67 (1 
H, t, J=8. 4Hz) , 7. 61 (IH, s) , 7. 5 
5-7. 50 (4H, m) , 7. 21 (IH, dd, J=2 
. 3Hz, 12. OHz) , 7. 06 (IH, dd, J=2 
. 2Hz, 8. 7Hz), 5. 10 (2H, s), 4. 11 
(IH, m) , 3. 78 (2H, t. J=6. 7Hz) , 3 
. 47 (2H, t, J=7. 4Hz) , 2. 54-2. 48 
(2H, m) , 2. 40-2. 10 (2H, m) , 2. 00 
-1.80(4H, m), 1.75-1. 55 (lH.m) 
. 1.50-1.20(3H, m) 


HCI C, \ 


>9 0% (NMR) 


MS 708 (M+l) 




408 


IH NMR(6) ppm 

400MHz, DMS0-d6 
8. 32 (IH, d, J=l. 6Hz) , 8. 21 (IH, 
d, J=8. 8Hz) , 8. 02 (IH, dd, J=l. 6 
Hz, 8. 8Hz) , 7. 76 (lH, s) , 7. 68 (1 
H, t, J=8. 5Hz) , 7. 59 (IH, s) , 7. 5 
4-7. 51 (4H, m) , 7. 21 (IH, dd, J=2 
. 4Hz, 12. 1Hz) , 7. 07 (IH, dd, J=2 
. 4Hz, 8. 8Hz), 5. 08 (2H, s), 4. 11 
(IH, m), 3. 77 (2H, t. J=6. 9Hz), 2 
. 47 (2H, t, J=8. OHz) , 2. 40-2. 10 
(4H, m), 2. 00-1. 80 (4H, m) , 1. 70 
-1. 60(lH,m), 1. 45-1. 20 (3H, m) 


HCI C1 \_ 


> 9 0% (NMR) 


MS 672 (M+l) 



mfoM^ 409 


IH NMR( 6 ) ppm 


HCI . CI 

o / 


300MHz, DMS0-d68. 28 (IH, d, J=l . 
. 5Hz) , 8. 20-8. 85 (4H, m) , 7. 75 ( 
IH, d, J=6. 9Hz) , 7. 70r7. 45 (6H, 
m) , 7. 13 (IH. dd, J=12. OHz, 2. IH 
z) , 7. 00 (IH, dd, J=8. 7Hz) , 2. IH 
z),5. 22 (2H, s),4. 05(lH,m),3. 
40-3. 20(lH, m), 2. 30-2. 10 (2H, 
m),2. 00-1. 55 (5H, pn), 1.45-1. 1 
0(3H, m) , 1. 00 (6H, d, J=6. 6Hz) 


ttft > 9 0% (NMR) 




MS 676 (M+l) 
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410 




MS 



>9 0% (NMR) 



612 (M+l) 



1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 31 (1H, s) , 8. 00 (1H, d, J=8. 7H 
z) , 7. 88 (1H, d, J=8. 7Hz) , 7. 70 ( 
1H, s) , 7. 65 (1H, t. J=8. 4Hz) , 7. 
53 (2H. d, J=8. 4Hz) , 7. 49 (2H, d, 
J=8. 7Hz) , 7. 45-7. 41 (2H, m) , 7. 
16 (1H. d, J=12. 0Hz), 7. 04 (1H, d 
, J=8. 7Hz) , 5. 14(2H, s) , 4. 68(1 

H, quint, J=8. 4Hz) , 3. 02, 2. 98 ( 
6H, s) , 2. 30-1. 85 (6H, m) , 1. 80- 

I. 50(2H,m) 



HIMff 411 


1H NMR( 8 ) ppm 

300MHz, DMS0-d6 
8. 30 (1H, s) , 7. 99 (1H, d, J=9. OH 
z) , 7. 87 (1H, d, J=8. 7Hz) , 7. 67 ( 
1H, s) , 7. 64 (1H, t, J=8. 7Hz) , 7. 
53 (2H, d, J=8. 7Hz) , 7. 49 (2H, d, 
J=7. 5Hz) , 7. 45-7. 41 (2H, m) , 7. 
15 (1H, d, J=12. 3Hz) , 7. 02 (1H, d 
, J=8. 4Hz) , 5. 15 (2H, s) , 4. 67 (1 
H, quint, J=8. 7Hz) , 4. 02 (1H, m) 
, 3. 76 (1H, m) , 3. 55 (1H, m) . 3. 22 
(2H,m),2. 40-1.20(12H,m) 


HCI Cl v 


> 9 0% (NMR) 


MS 668 (M+l) 




412 


l'H NMR( 5 ) ppm 

300MHz, DMS0-d6 
8. 38 (1H, d, J=7. 5Hz) , 8. 33 (1H, 
s) , 8. 16 (1H, s) , 8. 02 (1H, d. J=8 
. 7Hz) , 7. 98 (1H, d. J=9. 0Hz) , 7. 
91 (1H, d. J=8. 4Hz) , 7. 67 (1H, t. 
J=8. 4Hz), 7. 53 (2H, d. J=8. 7Hz) 
, 7. 48 (2H, d, J=8. 7Hz) , 7. 46 (1H 
, d, J=8. 1Hz) , 7. 18 (1H, d, J=1L 
7Hz) , 7. 06 (1H, d, J=8. 7Hz) , 5. 1 
3 (2H, s) , 4. 70 (1H, quint, J=8. 4 
Hz) , 4. 13 (1H, sept, J=6. 6Hz) , 2 
. 30-1. 85(6H, m), 1. 80-1. 50 (2H 
,m), 1. 16(6H, d,J=6.3Hz) 


HCI Cl y_ 


>9 0% (NMR) 


MS 626 (M+l) 
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HffiMf 413 


IH NMR( 8 ) ppm 
300Mz, DMS0-d6 

8. 39 (IH, d, J=7. 5Hz) . 8. 31 (IH, 
d. J=l. 5Hz). 8. 16 (IH, d, J=l. 9H 
z), 8. 06 (IH, dd, J=8. 8, 1. 5Hz), 
7. 99-7. 95 (2H, m) . 7. 76and7. 24 
(4H, ABq, J=8. 9Hz) , 7. 53and7. 5 
0(4H, A' B' q, J=9. 1Hz), 7. 46 (IH 

■ t O 1T1_\ C 1 A /OH A CIA 

, d, J-8. 3Hz), 5. HUH, s;, 4. 94 
(IH, quint, J=9. 0Hz) , 4. 19-4. 0 
8 (IH, m) , 2. 32-2. 1 1 (4H, brm) , 2 
. 10-1. 95 (2H, brm) , 1. 78-1 . 62 ( 
2H,brm),1.26(3H,s),1.18(3H, 
s) 


HCI CI 

O i \ 

Ho ,J Sr^v r l_/ == v >L 

° 


> 9 0% (NMR) 


MS 608 (M+l) 




mmm^ 414 


IH NMR( 8 ) ppm 
300Mz, DMS0-d6 

8. 31 (IH, d, J=l. 5Hz) , 8. 06 (IH, 
dd, J=8. 7, 1. 5Hz) , 7. 97 (IH, d, J 
=8. 7Hz), 7. 75and7. 22 (4H, ABq. 
J=8. 9Hz), 7. 70 (IH, d, J=l. 9Hz) 
, 7. 53 (IH, dd, J=7. 9, 1. 9Hz) , 7. 
52 (4H, s) , 7. 43 (IH, d, J=7. 9Hz) 
, 5. 15 (2H, s), 4. 93 (IH, quint, J 
=8. 9Hz) , 3. 01 (3H, s) , 2. 97 (3H, 
s) , 2. 32-2. 1 1 (4H, brm) , 2. 09-1 
. 94 (2H, brm) , 1. 77-1. 62 (2H, br 
m) 


HCI CI 

b >: 


iMLK > 9 0% (NMR) 


MS 594 (M+l) 




mm&m* 415 


IH NMR (6 ) ppm 
300Mz, DMS0-d6 

8.3K1H, d, J=1.5Hz),8. 06 (IH, 
dd,' J=8. 7, 1. 5Hz) , 7. 98 (IH, d, J 
=8. 7Hz), 7. 75and7. 22 (4H, ABq. 
J=8. 9Hz), 7. 67 (IH, d, J=l. 5Hz) 
, 7. 52 (4H, s) , 7. 49 (IH, dd, J=7. 
9, 1. 5Hz) , 7. 43 (IH, d. J=8. 9Hz) 
, 5. 16 (2H, s) , 4. 93 (IH. quint. J 
=8. 9Hz) , 3. 76 (IH, brs) , 3. 55 (2 
H, brs) , 3. 22 (2H, brs) . 2. 31-2. 
1 1 (4H, brm) , 2. 16-1. 95 (2H, brm 
) , 1. 88-1. 62 (4H, brm) , 1. 48-1. 
28(2H,brni) 


HCI CI 


^ > 9 0% (NMR) j 


MS 650 (M+l) 
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416 



HO 




> 9 0% (NMR) 



MS 



640 (M+l) 



1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 38 (1H, d, J=7. 7Hz) , 8. 30 (1H, 
s) , 8. 20-7. 90 (4H, m) , 7. 72 (2H, 
d, J=8. 7Hz) , 7. 60-7. 40 (5H, m) , 
7. 22 (2H, d, J=8. 7Hz) , 5. 13 (2H, 
s),4. 47(lH.m),4. 15(lH.ni),2. 
90-2. 70 (4H, m) , 2. 60-2. 30 (4H, 
m),1.19(6H,d, J=6. 5Hz) 



HO 



417 




MS 



> 9 0% (NMR) 



652 (M+l) 



1H NMR( 8 ) ppm 

400MHz, DMS0-d6 
8. 33 (1H, s) , 8. 17 (1H, d, J=8. 6H 
z) , 8. 10 (1H, d. J=8. 6Hz) , 7. 82 ( 
1H. d. J=l. 4Hz), 7. 74 (2H, d, J=8 
. 7Hz) , 7. 64 (1H, dd, J=8. 0Hz, 1. 
7Hz) , 7. 55-7. 50 (4H, m) , 7. 43 (1 
H, d. J=7. 8Hz) , 7. 24 (1H, d, J=8. 
7Hz) , 5. 16 (2H, s) , 4. 49 (1H, m)', 
3. 60-3. 40 (4H, m) , 2. 90-2. 70 (4 
H, m) , 2. 60-2. 30 (4H, m) , 2. 20-1 
.80(4H,m) 



418 




MS 



> 9 0% (NMR) 



658 (M+l) 



1H NMR( 8 ) ppm 

400MHz, DMS0-d6 
8. 34 (1H, d, J=7. 6Hz) , 8. 25 (1H, 
s), 8. 11 (1H, d, J=l. 3Hz), 7. 90- 
8. 00 (3H, m) , 7. 59 (1H, t, J=8. 6H 
z) , 7. 40-7. 55 (5H, m) , 7. 12 (1H, 
d, J=ll. 9Hz) , 7. 00 (1H, d, J=8. 6 
Hz) , 5. 08 (2H, s) , 4. 30-4. 10 (2H 
, m) , 2. 80-2. 65 (4H, m) , 2. 45-2. 
30 (2H, m) , 1. 15(6H, d, J=4. 8Hz) 
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mmm&^ 419 


1H NMR( 8 ) ppm 


HCI Cl \ 

\ ^ — \ r\ 

0 tS 


400MHz, DMS0-d6 
8. 30 (1H, s) , 8. 05-7. 95 (3H, m) , 
7. 80-7. 75 (1H, m) , 7. 63 (1H, t, J 
-8. dHz; , 7. 55-7. 35 vori, m) , 7. 1 
5(1H, dd, J=12. 1Hz, 2. 1Hz) . 7. 0 

o v xri) uu, j — o. i o^6, on^y f o. iu 

(2H, s) , 4. 23 (1H, m) , 3. 90 (2H, t 
, J=7. 0Hz) , 2. 95-2. 70 (4H, m) , 2 
. 60-2. 35 (4H, m) , 2. 30-2. 00 (4H 
,m) 


#6^ > 9 0% (NMR) 




MS 656 (M+l) 





420 




MS 



> 9 0% (NMR) 



641 (M+l) 



1H NMR( 5 ) ppm 
300Mz, DMS0-d6 

8. 37 (1H, d, J=7. 5Hz) , 8. 28 (1H, 
d, J=l. 5Hz), 8. 17 (1H, d, J-l. 5H 
z) , 8. 13 (1H, d. J=8. 7Hz) , 7. 97 ( 
1H, dd, J=8. 1, 1. 5Hz), 7. 94 (1H, 
dd, J=8. 7, 1. 5Hz) , 7. 61 (1H, t, J 
=8. 7Hz) . 7. 51and7. 49 (4H, ABq, 
J=8. 9Hz), 7. 46 (1H, d, J=8. 1Hz) 
, 7. 08 (1H, dd, J=12. 4, 2. 3Hz) , 6 
. 97 (1H, dd. J=8. 7, 2. 3Hz) , 5. 10 
(2H, s) , 4. 20-4. 08 (1H, m) , 3. 62 
-3. 56 (2H, brm), 3. 13-3. 10 (2H, 
bra) , 1. 79-1. 60 (3H, brm) , 1. 54 
-1.34(3H,brm). 1. 21 (3H, s), 1. 
18 (3H, s) 



421 




MS 



> 9 0% (NMR) 
653 (M+l) 



1H NMR(S) ppm 
300Mz, DMS0-d6 

8. 24 (1H, d. J=l. 5Hz). 8. 02 (1H, 
d, J=8. 7Hz) , 7. 88 (1H, dd, J=8. 7 
, 1. 5Hz) , 7. 82 (1H, d, J=l. 9Hz) , 
7. 63 (1H, dd, J=7. 9, 1. 9Hz) , 7. 5 
4 (1H, t, J=8. 7Hz) , 7. 50 (4H, s) , 
7. 42 (1H, d, J=7. 9Hz) , 7. 01 (1H, 
dd, J=12. 0, 2. 3Hz) , 6. 91 (1H, dd 
, J=8. 7, 2. 3Hz), 5. 11 (2H, s), 3. 
63-3. 41 (6H, m) , 3. 07-3. 04 (2H, 
bra) , 1. 95-1. 79 (4H, bra) , 1. 77 
-1. 57 (3H, bra) , 1. 50-1. 32 (3H, 
bra) 
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422 


1H NMR( 6 ) ppm 




2HCI 


CI 


300MHz, DMS0-d6 
10. 99 (2H, s) , 8. 44 (1H, s) , 8. 30 
UH, s; , 8. 18 UH, a. J=8. 7Hz) , 8 
. 14(1H, d. J=8. 7Hz), 7. 98<1H, d 
T=Q OH7) 7 70-7 fififW 7 

. 57 (2H, d, J=8. 7Hz), 7. 54 (2H, d 
. J=8. 7Hz).7 21 (1H d T=12 OH 
z),7. 09 (1H, d.J=8.4Hz),5. 19 ( 
2H, s) , 4. 05 (4H, s) , 2. 40-2. 18 ( 
2H, m) , 2. 15-1. 80 (4H, m) , 1. 75- 
1. 55 (1H, m) , 1. 50-1. 20 (3H, m) 


> 9 0% (NMR) 




MS 




623 (M+l) 










423 


1H NMR( 8 ) ppm 


o 


HCI 

a 


CI- 


300MHz, DMS0-d6 
8. 27 (1H, s) , 8. 05 (1H, d. J=8. 7H 
z) , 7. 93 (1H, d, J=8. 7Hz) , 7. 90 ( 
1H, s), 7. 70 (1H, d. J=8. 4Hz), 7. 
59 (1H, t, J=8. 4Hz>, 7. 50 (2H, d, 
J=9. 0Hz) , 7. 45 (2H, d. J=8. 7Hz) 
, 7. 41 (1H, d, J=8. 4Hz) , 7. 12 (1H 
, d, J=12. 0Hz) , 7. 00 (1H, d, J=8. 
7Hz) , 5. 10 (2H, s) , 4. 49 (2H, t. J 
=7. 8Hz) , 4. 14 (2H, t, J=8. 0Hz) . 
4. 04 (1H, m) , 2. 40-2. 10 (2H, m) , 
2. 00-1. 50 (5H, m) , 1. 45-1. 20 (3 
H,m) 


> 9 0% (NMR) 


MS 




640 (M+l) 





m&mm-fir 424 


1H NMR ( 6 ) ppm 

300MHz, DMS0-d6 
8. 30 (1H, s), 8. 14 (1H, d. J=8. 4H 
z), 7. 98 (1H, d, J=9. 3Hz), 7. 89 ( 
1H, s),7. 68 (1H, d. J=8. 4Hz),7. 
62 (1H, d. J=9. 0Hz) , 7. 48 (2H, d, 
J=8. 4Hz) . 7. 43 (2H, d, J=8. 4Hz) 
, 7. 33 (1H, d, J=8. 4Hz) , 7. 16 (1H 
. d, J=12. 0Hz) , 7. 04 (1H, d, J=9. 
0Hz) , 5. 07 (2H, s) , 4. 10 (1H, m) , 
3. 92 (2H, t. J=8. 0Hz) , 3. 45 (2H, 
t, J=8. 0Hz) , 2. 40-2. 10 (2H, m) , 
2. 00-1. 50 (5H, m) , 1. 45-1. 20 (3 
H.m) 


HCI Cl v 


> 9 0% (NMR) 


MS 639 (M+l) 


485 
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mfaW%F%- 425 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
9. 05 (1H, s) , 8. 30 (1H, s) , 8. 16 ( 
1H, d, J=8. 8Hz) , 7. 99 (1H, d, J=8 
. 6Hz) , 7. 72 (1H. s) , 7. 64 (1H, t. 
J=8. 6Hz). 7. 52 (1H, d. J=8. 4Hz) 
, 7. 47 (2H, d, J=8. 7Hz) , 7. 42 (2H 
, d, J=8. 6Hz) , 7.-25QH, d, J=8. 4 
Hz), 7. 15 (1H, d, J=12. 2Hz), 7. 0 
4 (1H, d, J=8. 6Hz) , 6. 60 (1H, brs 
) , 5. 05 (2H, s) , 4. 10 (1H, m) , 3. 6 
8 (2H, t. J=6. 1Hz) , 3. 45 (2H, t, J 
=6. 1Hz) , 2. 40-2. 10 (2H, m) , 2. 0 
0-1. 55 (5H, m) , 1. 50-1. 20 (3H, m 


Ci . 

2HCI 


l££ > 9 0% (NMR) 


MS 639 (M+l) 



426 




HCI 

• n H/Vn O 



> 9 0% (NMR) 



MS 



643 (M+l) 



1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 32 (1H, s) , 8. 24 (1H, d. J=8. 7H 
z) , 8. 03 (1H, d, J=8. 7Hz) , 7. 78- 
7. 73 (4H, m) , 7. 38-7. 32 (4H, m) , 
5. 52 (2H, s) , 4. 88 (2H, s) , 4. 40 ( 
2H, s) , 4. 37 (1H, m) , 2. 92, 2. 84 ( 
6H, s), 2. 40-2. 18 (2H, m), 2. 15- 
1. 95 (2H, m) . 1. 90-1. 80 (2H, m) , 
1. 75-1. 55 (1H, m), 1. 50-1. 20(3 
H, m) 



427 



2HCI 



t> 




1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
11. 26 (1H, brs), 8. 35 (1H, s), 8. 
27 (1H, d. J=9. 0Hz) , 8. 05 (1H, d, 
J=8. 4Hz) , 7. 83-7. 78 (4H, m) , 7. 
42-7. 35 (4H, m) , 5. 57 (2H, s) , 4. 
77, 4. 73 (2H, s) , 4. 37 (1H, m) , 3. 
95 (1H, s) , 3. 70-3. 00 (4H, m) , 2. 
40-1.00(l4H,m) 



> 9 0% (NMR) 



MS 641 (M+l) 



486 
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428 




f f O 



> 9 0% (NMR) 



MS 



615 (M+l) 



1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 31 (1H, s), 8. 26 (1H, d. J=9. OH 
z) , 8. 04 (1H, d, J=8- 7Hz) , 7. 79- 
7. 73 (4H, m) , 7. 38-7. 31 (6H, m) , 
5. 53 (2H, s) , 4. 90 (2H, s) , 4. 37 ( 
1H, m) , 4. 05 (2H, s), 2. 40-2. 18 ( 
2H, m) , 2. 15-1. 95 (2H, m) , 1. 90- 
1.80(2H,m), 1.75-1.55(lH,m), 
1.50-1. 20 (3H, m) 



mmrnrn^- . 429 


1H NMR( 6 ) ppra 

300MHz, DMS0-d6 
8. 88 (1H, q. J=4. 5Hz) , 8. 33 (1H, 
d, J=l. 5Hz), 8. 18 (1H, d, J=8. 7H 
z) , 8. 01 (1H, dd, J=l. 5Hz, 8. 7Hz 
) , 7. 89-7. 83 (2H, m) , 7. 50-7. 34 
(3H, m) r 7. 20 (1H, dd, J=2. 1Hz, 8 
. 4Hz) , 5. 61 (2H, s) , 4. 13 (1H, m) 
, 2. 84 (3H, d, J=4. 8Hz) , 2. 40-2. 
10(2H, m) , 2. 00-1. 75 (4H, m) , 1. 
70-1.55(lH,m), 1. 50-1. 20 (3H, 
m) 


O sJ Sr N - 

W O 


> 9 0% (NMR) 


MS 603 (M+l) 




430 


1H NMR( 6 ) ppm 

400MHz, DMS0-d6 
8. 79 (1H, t, J=5. 9Hz) , 8. 31 (1H, 
s) , 8. 15 (1H, d, J=8. 7Hz) , 7. 99 ( 
1H, d, J=8. 8Hz) , 7. 87 (1H, d. J=8 
.lHz),7. 85 (1H, d,J=8. 7Hz),7. 
70 (1H, t, J=8. 4Hz) , 7. 42-7. 33 ( 
3H, m), 7. 18 (1H, d, J=8. 8Hz), 5. 
60 (2H, s), 4. 11 (1H, m), 3. 62-3. 
54 (4H, m) , 2. 40-2. 10 (2H, m) , 2. 
00-1. 75 (4H, m), 1. 70-1. 55 (1H, 
m), 1.50-1. 20 (3H,m) 


F 

HCI 


> 9 0% (NMR) 


MS 633 (M+l) 



487 
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431 


1H NMR( 6 ) ppm 


o 

u 


F 

b 


300MHz, DMS0-d6 
8. 31 (1H, s), 8. 16 (1H, d, J=8. 8H 
z) , 7. 99 (1H, d, J=8. 7Hz) , 7. 74- 
7. 60 (4H, m) , 7. 37 (2H, t, J=8. 8H 
z) , 7. 28 (1H, dd, J=2. 2Hz, 12. 2H 
z) , 7. 14 (1H. dd, J=2. 2Hz, 8. 6Hz 
),5. 17(2H,s).4. 10(lH,m),3. 1 
5 (6H, brs) , 2. 40-2. 10 (2H, m) , 2 
. 00-1. 75 (4H, m) , 1. 70-1. 55 (1H 
,m), 1.50-1. 15 (3H,m) 


mm 


> 9 0% (NMR) 




MS 


616 (M+l) 








432 


1H NMR(S) ppm 


F 

HCI X. 


300MHz, DMS0-d6 
8. 45 (1H, d, J=7. 7Hz) , 8. 32 (1H, 
s) , 8. 19 (1H, d, J=8. 8Hz) , 8. 02- 
7. 99 (2H, m), 7. 70(1H, t, J=8. 6H 
z), 7. 60 (2H, dd, J=5. 4Hz, 8. 7Hz 
) , 7. 37 (2H, t, J=8. 8Hz), 7. 27(1 
H, dd, J=2. 3Hz, 12. 2Hz) , 7. 14(1 
H, dd, 3=2. 2Hz, 8. 7Hz) , 5. 16 (2H 
, s)„ 4. 20-4. 00 (2H, m) , 2. 40-2. 
10 (2H, ra) , 2. 00-1. 75 (4H, m) , 1. 
70-1. 55 (1H, m)", 1. 50-1. 20 (3H, 
m), 1. 18(6H,d,J-6. 6Hz) 


mm 


> 9 0% (NMR) 


MS 


630 (M+l) 





433 



HO 




OH 



mm 

MS 



> 9 0% (NMR) 
672 (M+l) 



1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 31 (1H, d. J=l. 4Hz) , 8. 15 (1H, 
d, J=8. 8Hz), 7. 98 (1H, dd, J=l. 4 
Hz, 8. 7Hz) , 7. 68-7. 60 (4H, m) , 7 
. 36 (2H, t, J=8. 8Hz) , 7. 28 (1H, d 
d, J=2. 2Hz, 12. 2Hz) , 7. 15 (1H. d 
d, J=2. 2Hz, 8. 6Hz) , 5. 17 (2H, s) 
, 4. 10 (1H, m) , 4. 05-3. 90 (2H, m) 
, 3. 85-3. 70 (1H, m) , 3. 55-3. 25 ( 
2H, m) , 2. 40-2. 10 (2H, m) , 2. 00- 
1.75(6H,m), 1.70-1.55(lH,m), 
1.50-1. 20 (5H,m) 



488 
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nmm&^ 434 


1H NMR(S) ppm 


rnQ 


Cl 

R O 


300Mz, DMS0-d6 

8. 45(1H, d. J=1.5Hz),8. 26(1H 
, d, J=8. 8Hz) , 8. 10 (1H, dd, J=8 
.8, 1. 5Hz),7. 72(lH,d, J=1.5H 
z) , 7. 64 (1H. t, J=8. 6Hz) , 7. 56 
-7. 48 (5H, m) , 7. 44 (1H, d, J=J= 
7. 7Hz), 7. 18 (1H, dd, J=12. 3, 2 
. 4Hz) , 7. 04 (1H. dd, J=8. 6, 2. 4 
Hz) , 5. 15 (2H, s) , 4. 08 (1H, brt 
, J=l 1. 7Hz) , 3. 02 (3H, s) , 2. 99 
(3H, s) , 2. 34-2. 17 (2H, brm) , 1 
. 97-1. 81 (4H, bnn) , 1. 70-1. 60 
(1H, brm) , 1. 49-1. 21 (3H, brm) 


> 9 0% (NMR) 


MS 


650 (M+l) 






435 


1H NMR( 6 ) ppm 
300Mz, DMS0-d6 

8. 42 UH, d. J=l. 5Hz), 8. 24 (1H, 
d. J=8. 8Hz), 8. 08 (1H, dd, J=8. 8 
, 1. 5Hz) , 8. 00 (2H, d. J=8. 8Hz) , 
7. 79 (1H, d. J=7. 8Hz) , 7. 62 (1H, 
t, J=8. 4Hz) , 7. 61-7. 55 (3H, m) , 
7. 44 (1H, d, J=8. 1Hz), 7. 16 (1H, 
dd, J=12. 1, 2. 6Hz) , 7. 02 (1H, dd 
, J=8. 4, 2. 6Hz), 5. 12 (2H, s), 4. 
07 (1H, brt, J=12. 5Hz) , 2. 33 (2H 
, brm) , 1. 96-1. 79 (4H, brm) , 1. 7 
1-1. 61 (1H, brm). 1.49-1. 21 <3H 
, brm) • 


OH 

HCI o=T 

0 Cl 


> 9 0% (NMR) 


MS 


623 (M+l) 




im^m^r 436 


1H NMR(S) ppm 

300MHz, DMS0-d6 
8. 41 (1H, d, J=7. 7Hz), 8. '30-8. 2 
6(2H, m), 8. 18 (1H, d, J=l. 4Hz), 
7. 99 (1H, dd, J=l. 7Hz, 8. 0Hz) , 7 
. 89 (1H, d, J=10. 1Hz) , 7. 67 (1H, 
t, J=8. 8Hz) , 7. 55-7. 45 (5H, m) , 
7. 20 (1H, d, J=12. 2Hz) , 7. 07 (1H 
, dd, J=2. 1Hz, 8. 7Hz) , 5. 14 (2H, 
s) , 4. 18-4. 1 1 (2H, m) , 2. 40-2. 1 
0 (2H, m) , 2. 00-1. 75 (4H, m) , 1. 7 
0-1. 55 (1H, m) , 1. 50-1. 20 (3H, m 
), 1.20(6H,d, J=6.6Hz) 


0 HCI >=\ 


> 9 0% (NMR) 


MS 


680 (M+l) 



489 
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&mm% 437 


1H NMR(S) ppm 




CI 










ffiM > 9 0% (NMR) 




MS 


580 (M+l) 





438 


1H NMR( 6) ppm 


CI 










#6^ > 9 0% (NMR) 




MS 607 (M+l) 





439 


1H NMR ( 6 ) ppm 
300MHz, CDC13 

8. 60 (1H, d, J=l. 5Hz) , 8. 05 (1H, 
dd, J=l. 6Hz, 8. 7Hz) , 7. 70 (1H, d 
, J=8. 7Hz) , 7. 62 (2H, d. J=8. 2Hz 
) , 7. 49 (2H, d. J=8. 2Hz) , 7. 31 (2 
H, d, J=8. 8Hz) , 7. 27-7. 23 (2H, id 
) , 7. 06 (2H, t. J=8. 6Hz) , 6. 80 (2 
H, d, J=8. 8Hz) , 5. 05 (2H, s) , 4. 3 
8 (1H, m) , 3. 06 (6H, s) , 2. 45-2. 2 
0 (2H, ra) , 2. 10-1. 70 (5H, m) , 1. 5 
0-1. 20 (3H, m) 


O 0 ' 

F 


#6^ > 9 0% (NMR) 


MS 591 (M+l) 



490 
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440 


1H NMR( 6 ) ppm 


o 

U 




300MHz, DMS0-d6 
8. 20 (1H, s) , 7. 86 (2H, m) , 7. 39 ( 
1H, d. J=7. 9Hz) , 7. 34 (1H, d, J=7 
. 9Hz) , 7. 07 (2H, dt, J=2. 3Hz, 8. 
6Hz) , 6. 98-6. 88 (5H, m) , 6. 83 (1 

6 (1H, m) , 2. 30-1 . 95 (2H, m) , 1. 9 
0-1 50 (4H m) 1 40-1. 10(3H,m 




F 


> 9 0% (NMR) 




MS 


557 (M+l) 







441 


1H NMR(6) ppm 




300MHz, DMS0-d6 1 
8. 24 (1H, d, J=l. 4Hz), 8. 01 (1H, 
d, J=8. 8Hz) , 7. 91 (1H, dd, J=L 4 
Hz, 8. 7Hz) , 7. 47 (1H. t, J=8. 4Hz 
) , 7. 43-7. 35 (2H, m) , 7. 15-7. 01 
(5H, m), 6. 92 (2H, d, J=10. 4Hz) , 
6. 11 (1H, s) , 3. 90 (1H. m) , 2. 30- 
1. 95 (2H, m) , 1. 90-1. 50 (4H, m) , 
1.40-1. 10 (3H,m) i 


ffiA > 9 0% (NMR) 




MS 557 (M+l) 





mmm^ 442 


1H NMR( 6 ) ppm 


HCI 

O 0 r< 

F 


300Mz, DMS0-d6 

8. 26 (1H, d. J-l. 5Hz), 8. 11 (1H, , 
d, J=8. 9Hz) , 7. 96 (1H, dd. J=8. 9 ' 
, 1 . 5Hz) , 7. 65-7. 57 (5H, m) , 7. 4 
7 (1H, t. 3=7. 7Hz) , 7. 35 (1H, d, J 
=7. 6Hz) , 7. 30-7. 22 (3H, m) , 7. 1 
6 (1H, dd, J=8. 7, 2. 3Hz) , 6. 88 (1 
H, s) , 4. 04 (1H, brt, J=ll. 3Hz) , 
2. 98 (3H, s) 2. 84 (3H, s) , 2. 30-2 
. 10 (2H, brm) , 1. 94-1. 75 (4H, br 
m) , 1. 68-1. 57 (1H, brm) , 1. 45-1 
. 14(3H,brm) 


M[ > 9 0% (NMR) 


MS 610 (M+l) 





491 
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%mmm^ 443 


IH NMR( 6 ) ppm 


< \ {^tf V-N V-OH 
F 


300Mz, DMS0-d6 

8. 23 (IH. s) . 7. 98and7. 89 (2H, A 
Bq, J=8. 8Hz) , 7. 62-7. 06(11H, m 
) , 6. 86 (IH, s) , 4. 12-3. 77 (2H, b 
rm) , 3. 72 (IH, brs) , 3. 69 (IH. br 
s) , 3. 18 (IH, brs) , 3. 05 (IH, brs 
) , 2. 31-2. 08 (2H, brm) , 1. 90-1. 
54 (7H, brm) , 1. 48-1. 13 (5H, brm 
) 


> 9 0% (NMR) 




MS 666 (M+l) 






mmm^ 444 


IH NMR( 5 ) ppm 


HO o 


300MHz, DMS0-d6 
8. 36 (IH, s) , 8. 00 (IH, d. J=8. 7H 
z) , 7. 90 (IH, d, J=9. 3Hz) , 7. 80- 
7. 70 (2H, m) , 7. 63-(2H, d, J=8. 4H 
z) , 7. 32 (2H, t. J=8. 7Hz) , 7. 22 ( 
2H, d. J=8. 4Hz) , 5. 62 (IH, d, J=7 
. 5Hz) , 5. 57 (IH, brd, J=4. 8Hz) , 
5. 41 (2H, s) . 5. 31 (IH, m) , 4. 29 ( 
IH, m) , 3. 84 (IH, d, J=9. OHz) , 3. 
50-3. 20 (3H, m) , 2. 71 (3H, s) , 2. 
40-2. 20 (2H, m) , 1. 75-1. 60 (IH, 
m), 1.50-1.20(3H,m) 


#fi££ > 9 0% (NMR) 


MS 718 (M+l) 






2£jfe$l## 445 


IH NMR ( 6 ) ppm 


F 


300MHz, DMS0-d6 
8. 36 (IH, s) . 8. 00 (IH, d. J=8. 7H 
z) , 7. 92 (IH, d, J=9. 3Hz) , 7. 57 ( 
IH, t, J=8. 4Hz), 7. 50-7. 35 (6H, 
m) , 7. 25-7. 05 (4H, m) , 6. 82 (IH, 
s) , 5. 62 (IH, d, J=7. 2Hz) , 5. 56 ( 
IH, m) , 5. 28 (IH, brs) , 3. 95 (IH, 
m), 3. 82 (IH, d, J=8. 7Hz), 3. 50- 
3. 20 (3H, m) , 2. 30-2. 05 (2H, m) , 
1. 90-1. 55 (5H, m) , 1. 40-1. 10(3 
H,m) 


> 9 0% (NMR) 




MS 733 (M+l) 




492 
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mmm^r 446 


IH NMR( 6 ) ppm 


Gl 

0 HCI p / \ 


300MHz, DMS0-d6 
8. 29 (IH, s) , 8. 13 (IH, d. J=9. OH 
z) , 7. 97 (IH, d, J=9. OHz) , 7. 63 ( 
IH, t, J=8. 6Hz) , 7. 51-7. 32 (7H, 
m) , 7. 15 (IH, d, J=12. OHz) , 7. 03 
(IH, d, J=9. OHz) , 5. 10 (2H, s) , 4 
. 09 (IH, m), 3. 82 (2H, t, J=6. 3Hz 
) "? 56 (9H t 1=7 4Mt\ 9 4<5(9 

H, m) , 2. 40-2. 10 (2H, m) , 2. 00-1 
. 55 (5H, m) , 1. 50-1. 20 (3H, m) 


> 9 0% (NMR) 


MS 674 (M+l) 




MM®m%- 447 


IH NMR( 6 ) ppm 
300MHz, DMS0-d6 

8. 36 (IH, d, J=7. 7Hz) , 8. 14 (2H, d, 
J=12. 1Hz) , 8. 08 (IH, d, J=8. 5Hz) , 
7. 97 (IH, dd, J=l. 7Hz, 8. 3Hz) , 7. 7 
4 (IH, dd, J=l. 8Hz, 8. 4Hz) , 7. 58-7 
. 45 (6H, m) , 7. 31 (2H, s) , 7. 12 (IH, 
dd> J=2. 2Hz, 12. 1Hz), 7. 00 (IH, dd 
, J=2. 4Hz, 8. 6Hz) , 5. 1 1 (2H, s) , 4. 
16 (IH, m) , 4. 02 (IH, m) , 2. 20 (2H, m 
) , 1. 86 (4H, m) , 1. 62(1H, m) , 1. 21 ( 
9H,m) 


CI 

^ o 


MS > 9 0% (NMR) 


MS 675 (M+l) 




m^m^r 448 


IH NMR( 8 ) ppm 
300MHz, DMS0-d6 

8. 29 (2H, m) . 8. 04 (IH, d, J=8. 5Hz) 
, 7. 93 (IH, dd, J=l. 5Hz, 8. 8Hz), 7. 
60-7. 42 (8H, m) , 7. 05 (IH, dd, J=2. 
2Hz, 12. 1Hz), 6. 95 (IH, dd, J=2. 4H 
z, 8. 6Hz) . 5. 11 (2H, s) , 4. 07-3. 90 
(2H, m) , 2. 28-2. 19 (2H, m) , 1. 88-1 
. 84 (4H, m) , 1. 67-1. 62 (IH, m) , 1. 4 
0-1. 26 (3H, m) , 1. 04 (6H, d, J=6. 6H 
z) 


6 

H X 


MS > 9 0% (NMR) 


MS 640 (M+l) 



493 
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449 




> 9 0% (NMR) 



MS 



692 (M+l) 



1H NMR( 6 ) ppm 
300MHz, DMS0-d6 

8. 31 (1H, s) , 8. 17 (1H, d, J=8. 7Hz) , 
8. 00 (1H, d, J=8. 7Hz) , 7. 78 (lH, d, J 
=8. 1Hz) , 7. 66 (1H, t, J=8. 7Hz) , 7. 5 
6-7. 45 (4H, m), 7. 40 (1H, d, J=ll. 7H 
z) , 7. 19 (1H, d, J=12. 3Hz) , 7. 05 (1H 
. d, J=8. 7Hz) , 5. 07 (2H, s) , 4. 10 (1H 
, m) , 3. 85 (2H, t, J=6. 6Hz) , 3. 47 (2H 
. t, J=7. 5z) 2. 60-2. 50 (2H, m) , 2. 40 
-2. 10 (2H, m) , 2. 00-1. 80 (4H, m) , 1. 
75-1. 55 (1H, m) , 1. 50-1. 20 (3H, m) 



450 




> 9 0% (NMR) 



MS 



670 (M+l) 



1H NMR( 5 ) ppm 
300MHz, DMS0-d6 

8. 37 (1H, d. J=7. 8Hz) , 8. 15 (1H, s) , 
7. 97 (1H, d. J=9. 8Hz) , 7. 64-7. 45(8 
H, m) , 7. 12 (1H, d, J=12. 1Hz) , 7. 00 ( 
1H, d, J=8. 6Hz) ,5.11 (2H, s) , 4.' 21 ( 
3H, s) , 4. 18-4. 05 (1H, m) , 4. 04-3. 8 
9 (1H, ra) , 2. 29-2. 08 (2H, m) , 1. 90-1 
. 74 (4H, m), 1. 68-1. 58 (1H, m), 1. 40 
-1. 17 (3H, m) , 1. 20 (6H, d, J=6. 6Hz) 



451 




MS 



> 9 0% (NMR) 
654 (M+l) 



1H NMR ( 5 ) ppm 
300MHz, DMS0-d6 

8. 29(lH, s),8. 12 (1H, d, J=8. 8Hz), 

7. 97 (1H, d, J=10. 2Hz) , 7. 65-7. 59 ( 
2H, m) , 7. 51 (4H, s) , 7. 46 (2H, s) , 7. 
15 (1H, d, J=12. 2Hz) , 7. 01 (1H, d, J= 

8. 6Hz) , 5. 15 (2H, s) , 4. 13-3. 98 (1H 
, m) , 3. 21 (3H, s) , 2. 56-2. 42 (1H, m) 
, 2. 30-2. 15 (2H, m) , 1. 95-1. 77 (4H, 
m), 1. 69-1. 59(lH,m), 1.45-1. 17(3 
H, m),0. 96 (6H, d, J=6. 5Hz) 
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452 




MS 



> 9 0% (NMR) 



640 (M+l) 



1H NMR( 5 ) ppm 
300MHz, DMS0-d6 

10. 1 (lH, s) , 8. 28 (1H, s) . 8. 11 (lH, 
d, J=8. 7Hz) , 7. 96 (1H, d, J=l 1. 4Hz) 
, 7. 95 (1H, s) , 7. 72 (1H, d, J=8. 7Hz) 
, 7. 62 (1H, t, J=9. 0Hz) , 7. 48 and 7 
. 43 (4H, ABq, J=8. 4Hz) , 7. 31 (lH, d, 
J=8. 4Hz) , 7. 13 (1H, d, J=12: 0Hz) , 7 
. 02 (1H, d, J=9. 0Hz) , 5. 07 (2H, s) , 4 
. 14-4. 00 (1H, m) , 2. 69-2. 59 (1H, m) 
, 2. 30-2. 12 (2H, m) , 1. 95-1. 77 (4H, 
m). 1. 71-1. 57 (1H, m), 1. 45-1. 20(3 
H,m), 1. 12 (6H, d,J=6. 9Hz) 



mmm* 


453 


1H NMR(S) ppm 
300MHz, DMS0-d6 

11. 1 (1H, brs) , 8. 31 (1H, d, J=9. 4Hz 
) , 8. 29 (1H, s) , 8. 07 (lH, d, J=10. 2H 
z) , 7. 70-7. 62 (3H, m) , 7. 31-7. 23 (3 
H, m) , 4. 40-4. 23 (lH, m) , 4. 24 (2H, s 
) , 2. 61 (3H, s) , 2. 34-2. 14 (2H, m) , 1 
. 99-1. 72 (4H, m) , 1. 66-1. 54 (lH, m) 
, 1. 46-1. 30 (1H, m) , 1. 27-1. 08 (2H, 
m) 


0 

H0 A ^ 


F 

6 


n$z 


• > 9 0% (NMR) 




MS 


542 (M+l) 





454 




mm 



> 9 0% (NMR) 



MS 



656 (M+l) 



1H NMR( 8 ) ppm 
300MHz, DMS0-d6 

8. 27 (1H, d, J=l. 4Hz) , 8. 05 (1H, d, J 
=8. 7Hz) , 7. 92 (1H, d; J=8. 7Hz) , 7. 7 
9 (1H, d, J=7. 8Hz) , 7. 59 (1H, t, J=8. 
6Hz) , 7. 55-7. 45 (4H, m) , 7. 37 (lH, d 
,J=11. 4Hz),7. 14 (1H, d,J=12. 1Hz) 
, 7. 01 (1H, d, J=8. 6Hz) , 5. 04 (2H, s) 
, 4. 10 (1H, m), 3. 84 (2H, t, J=6. 9Hz) 
, 2. 55-2. 45 (2H, m) , 2. 40-2. 10 (4H, 
m) , 2. 00-1. 80 (4H, m) , 1. 75-1. 55 ( 
lH,m),l. 50-1. 20(3H,m) 
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455 


1H NMR( 5 ) ppm 
300MHz, DMS0-d6 

10. 05 (1H, brs) , 8. 32 (1H, d, J=l. 3H 
z) , 8. 19 (1H, d, J=8. 8Hz) , 8. 01 (1H, 
d, J=8. 7Hz) , 7. 67 (1H, t, J=8. 6Hz) , 
7. 50-7. 41 (5H, m) , 7. 38-7. 33 (2H, m 
).7. 17 (1H. dd J=2. 2Hz 12 2Hz) 7 
. 05 (1H, dd, J=2. 2Hz, 8. 7Hz) , 5. 10 ( 
2H s) 4 12 (lH m) ^ 07 <^ 9 
40-2. 10 (2H, m) , 2. 00-1. 80 (4H, m) , 
1. 75-1. 55 (1H, m), 1.50-1. 20 (3H, 


0 


HCl C 'w 


mm 


> 9 0% (NMR) 


m) 


MS 


648 (M+l) 





mmvm^ 456 


1H NMR(5) ppm 
300MHz, DMS0-d6 

8. 31 (1H, d, J=l. 4Hz) , 8. 17 (1H, d, J 
=8. 8Hz) , 8. 00 (1H, dd, J=l. 5Hz, 8. 7 
Hz) , 7. 73 (1H, d, J=2. 3Hz) , 7. 66 (1H 
, t, J=8. 6Hz) , 7. 56 (1H, dd, J=2. 3Hz 
, 8. 3Hz) , 7. 50-7. 47 (4H, m) , 7. 42 (1 
H, d, J=8. 3Hz) , 7. 19 (1H, d, J=12. 2H 
z) , 7. 06 (1H, dd, J=2. 2Hz, 8. 6Hz) , 5 
. 11 (2H, s),4. 10(lH,m),3. 3l(3H,s 
) , 3. 03 (3H, s) , 2. 40-2. 10 (2H, m) , 2 
. 00-1. 80 (4H, m) , 1. 75-1. 55 (1H, m) 
, 1. 50-1.20(3H,m) 


HCl Cl x 

O v N ~ 


> 9 0% (NMR) ' 


MS 662 (M+l) 




£li£M## 457 


1H NMR( 8 ) ppm 
300MHz, DMS0-d6 

8. 41 (1H, d, J=8. 8Hz) , 8. 28 (1H, s) , 
8. 10 (1H, d, J=9. 2Hz) , 7. 96 (1H, d, J 
=8. 8Hz) , 7. 87 (1H, d, J=8. 8Hz) , 7. 6 
1 (1H, dd, J=8. 5Hz, 8. 5Hz) , 7. 56-7. 
49 (4H, m) , 7. 19 (1H, dd, J=2. 4Hz, 12 
. 2Hz) , 7. 05 (1H, dd, J=2. 4Hz, 8. 7Hz 
) , 5. 18 (2H, s) , 4. 06-3. 97 (4H, m) , 2 
. 62 (2H, t, J=8. 1Hz) , 2. 28-2. 15 (2H 
, m) , 2. 11-2. 01 (4H, m) , 1. 91-1. 87 ( 
4H, m) , 1. 64 (1H, m) , 1. 43-1. 23 (3H, 
m) 


o HQI F C K 

b N v 


> 9 0% (NMR) 


MS 639 (M+l) 
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MS 



458 




> 9 0% (NMR) 



612 (M+l) 



1H NMR( 8 ) ppm ' ' ~" 

300MHz, DMS0-d6 

10. 19 (1H, s),8.29(lH,s),8. 14(1 
H, d, J=8. 8Hz) , 7. 98 (1H, dd, J=l. 7H 
z, 8. 7Hz) , 7. 90 (1H, d, J=2. 2Hz) , 7. 
69 (1H, dd, J=2. 2Hz, 8. 4Hz) , 7. 64 (1 
H, dd, J=8. 5Hz, 8. 5Hz), 7. 50-7. 42 ( 
4H, m) , 7. 32 (1H, d, J=8. 4 Hz) , 7. 14 
(1H, dd, J=2. 5Hz, 12. 1Hz) , 7. 02 (1H 
, dd, J=2. 4Hz, 8. 6Hz) , 5. 08 (2H, s) , 
4. 17-4. 02 (1H, m), 2. 30-2. 18 (2H, m 
) , 2. 08 (3H, s) , 1. 87-1. 79 <4H, m) , 1 
. 68-1. 59 (1H, m) , 1. 35-1. 23 (3H, m) 





459- 


1H NMR( 6 ) ppm 
300MHz, DMS0-d6 

8. 29 (1H. s) , 8. 1 1 (1H, d, J=8. 8Hz) , 
7. 96 (1H, d, J=8. 6Hz) , 7. 64-7. 58 (2 
H, m) , 7. 51 (4H, s) , 7. 44 (2H, s) , 7. 1 
5 (1H, d, J=12. 2Hz) , 7. 02 (1H, d, J=8 
. 5H) , 5. 14 (2H, s) , 4. 12-3. 95 (1H, 
m) , 3. 70 (2H, q, J=7. 1Hz) , 2. 50 (3H, 
s) , 2. 31-2 ; 12 (2H, id) , 1. 92-1. 82 (4 
H,m), 1. 69-1. 57 (1H, m), 1. 43-1. 16 
(3H,m),1.05(3H, t,J=7. 1Hz) 


0 


HCI Cl v 

b >° 


mm 


> 9 0% (NMR) 


MS 


640 (M+l) 






1H NMR( 8 ) ppm 
300MHz, DMS0-d6 

8. 28 (1H, s) , 8. 09 (1H. d, J=8. 8Hz) . 
7. 95 (1H, d, J=10. lHz),7.64-7. 56 ( 
2H, m) , 7. 51 (4H, ws) , 7. 44 (2H, s) , 7 
. 14 (1H, d, J=12. 2Hz) , 7. 01 (1H, d, J 
=8. 6Hz) , 5. 14 (2H, s) , 4. 12-3. 95 (l 
H, m) , 3. 64 (2H, t, J=7. 2Hz), 2. 50 (3 
H, s) , 2. 31-2. 12 (2H, m), 1. 93-1. 84 
(4H, m), 1. 69-1. 59(lH,m), 1. 52-1. 
17 (5H, m), 0. 84 (3H, t, J-7. 3Hz) 
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461 




mm 



MS 



> 9 0% (NMR) 



676 (M+l) 



1H NMR ( 5 ) ppra 
400MHz, DMS0-d6 

8. 30 (1H, s) , 8. 13 (1H, d, J=8. 8Hz) , 
7. 99 (1H, d, J=8. 8Hz) , 7. 69 (lH, s) , 
7. 62 (1H, t, J=8. 4Hz) , 7. 96-7. 50(4 
H, m) , 7. 45 (1H, d, J=8. 7Hz) , 7. 17 (1 

H, dd, J=2. 3Hz, 12. 0Hz), 7. 05 (1H, d 
d, J=2. 2Hz, 8. 7Hz) , 5. 14 (2H, s) , 4. 
07 (lH, m) , 3. 73 (2H, q, J=7. 2Hz) , 3. 
05 (3H, s) , 2. 40-2. 10 (2H, m) , 2. 00- 

I. 80 (4H, m) , 1. 75-1. 55 (1H, m) , 1. 5 
0-1. 20 (3H, m) , 1. 06 (3H, t, J=7. 2Hz 
) 



462 




MS 



or \ 



> 9 0% (NMR) 



690 (M+l) 



1H NMR(5) ppm 
300MHz, DMS0-d6 

8. 30 (1H, s) , 8. 13 (1H, d, J=8. 7Hz) , 
7. 98 (1H, d, J=8. 7Hz) , 7. 70 (1H, d, J 
=1. 8Hz) , 7. 63 (1H, t, J=8. 4Hz) , 7. 5 
5-7. 50 (5H. m) , 7. 43 (1H, d, J=8. 1Hz 
) , 7. 15 (1H, d, J=12. 0Hz) , 7. 02 (lH, 
d, J=8. 7Hz) , 5. 13 (2H, s) , 4. 07 (lH, 
m) , 3. 65 (2H, t, J=6. 6Hz) , 3. 03 (3H, 
s) , 2. 40-2. 10 (2H, m) , 2. 00-1. 75 (4 
H, m) , 1. 70-1. 60 (1H, m) , 1. 50-1. 20 
(5H,m),0. 87 (3H, t, J=7. 5Hz) 



463 




MS 



> 9 0% (NMR) 
626 (M+l) 



1H NMR( 5 ) ppm 
300MHz, DMS0-d6 

8. 29 (1H, s),8. 11 (1H, d,J=8. 5Hz), 
7. 97 (1H, d, J=9. 9Hz) , 7. 65 (lH, br) 
, 7. 61 (1H, d, J=8. 4Hz) , 7. 53-7. 42 ( 
6H, m) , 7. 16 (1H, dd, J=2. 2Hz, 12. 1H 
z) , 7. 03. (1H, dd, J=2. 0Hz, 9. 0Hz) , 5 
. 12 (2H, s) , 4. 04-4. 00 (lH, m) , 3. 24 
(3H, s) , 2. 20 (2H, m) , 1. 87 (7H, m) , 1 
.64(lH,m), 1.41-1. 28 (3H, m) 
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464 




> 9 0% (NMR) 



MS 



676 (M+l) 



1H NMR( 8 ) ppm 
300MHz, DMS0-d6 

8. 28 (1H, s) , 8. 09 (1H, d, J=8. 8Hz) , 
7. 95 (1H, d, J=8. 8Hz) , 7. 73 (1H, d, J 
=2. 2Hz) , 7. 63-7. 39 (7H, m) , 7. 15 (1 
H, dd, J=2. 2Hz, 12. 1Hz), 7. 01 (lH, d 
d, J=2. 0Hz, 8. 6Hz) , 5. 10 (2H, s) , 4. 
05-3. 99 (1H, m) , 3. 34 (3H, s) , 3. 23 ( 
2H, q, J=7. 2Hz) , 2. 20 (2H, m) , 1. 87 ( 
4H, m) , 1. 62 (1H, m) , 1. 33 (3H, m) , 1. 
24 (3H, t,J=7. 3Hz) 



mmm^ 



465 




> 9 0% (NMR) 



MS 



690 (M+l) 



1H NMR( 5) ppm 
300MHz, DMS0-d6 

8. 29 (1H, d, J=l. 5Hz) , 8. 11 (1H, d, 
J=8. 8Hz) , 7. 98 (1H, dd, J=l. 4Hz, 8 
. 4Hz) , 7. 69 (1H, d, J=2. 2Hz) , 7. 62 
(1H, dd, J=8. 6Hz, 8. 6Hz), 7. 56-7. 
47 (5H, m) , 7. 43 (1H, d, J=8. 1Hz) , 7 
. 16 (1H, dd, J=2. 2Hz, 12. 1Hz) , 7. 0 
2(1H, dd, J=2. 4Hz, 8. 7Hz), 5. 13(2 
H, s) , 4. 09-4. 02 (1H, m) , 3. 77 (2H, 
q, J=6. 8Hz) , 3. 19 (2H, q, J=7. 4Hz) 
, 2. 25-2. 21 (2H, m) , 1. 90-1. 87 (4H 
,m), 1. 63 (1H, m), 1.39-1. 33(3H,m 
) , 1. 27 (3H, t, J=7. 4Hz) , 1. 06 (3H, 
t, J=6. 9Hz) 



466 




m 



> 9 0% (NMR) 



MS 



640 (M+l) 



1H NMR( 8 ) ppm 
300MHz, DMS0-d6 

8. 28 (1H, s) , 8. 10 (1H, d, J=8. 4Hz) 
, 7. 96 (1H, d, J=8. 4Hz) , 7. 64 (1H, s 
), 7. 61 (1H, d, J=8. 4Hz), 7. 50 (4H, 
s) , 7. 44 (2H, s) , 7. 14 (1H, d, J=12. 
0Hz), 7. 02 (1H, d, J=8. 4Hz), 5. 12 ( 
2H, s) . 4. 12-3. 95 (1H, m) , 3. 23 (3H 
, s) , 2. 32-2. 06 (4H, m) , 1. 94-1. 77 
(4H, m) , 1. 70-1. 59 (lH, m) , 1. 42-1 
. 18 (3H, m) , 0. 96 (3H, t, J=7. 2Hz) 
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467 


1H NMR( 6 ) ppm 
300MHz, DMS0-d6 


U 


HCl >=\ 


8. 28 (1H, s) , 8. 08 (1H, d, J=8. 7H 
z) , 7. 95 (1H, d, J=8. 4Hz) , 7. 60 ( 
1H, t, J=8. 4Hz) , 7. 59 (1H, s),7. 
51 (4H. s) , 7. 45and7. 42 (2H, ABq 
, J=8. 1Hz) , 7. 14 (1H, d, J=12. OH 
z) , 7. 00 (1H, d, J=8. 4Hz) , 5. 14 ( 
2H, s), 4. 12-3. 95 (1H, m), 3, 70 ( 
2H, q, J=6. 9Hz) , 2. 30-1. 98 (4H, 
m) , 1. 94-1. 79 (4H, m) , 1. 69-1. 5 


m& > 9 0% (NMR) 


9(1H, m), 1.45-1. 17(3H, ra), 1.0 
5 (3H, t, J*6. 9Hz) , 0. 94 (3H, t, J 
=7. 5Hz) 


MS 


654 (M+l) 






468 


1H NMR( 5 ) ppm 
400MHz, DMS0-d6 
8. 25 (1H, s) , 7. 96 (1H, d, J=8. 8H 
z) , 7. 90 (1H, d, J=8. 8Hz) , 7. 55 ( 
1H, t, J=8. 4Hz) , 7. 46 (2H, d, J=8 
. 7Hz) , 7. 41 (2H, d, J=8. 7Hz) , 7. 
10-7, 00 (2H, m) , 6. 98 (1H, dd, J= 
2. 2Hz f 8. 7Hz) , 5. 05 (2H, s), 3. 9 
8 (1H, m) , 3. 84 (3H, s) , 2. 30-2. 1 
0(2H, m), 1.90-1. 75 (4H, m), 1. 7 
0-1.60(lH, in), 1. 50-1. 20(3H,m 




CI 


m& > 9 0% (NMR) 


) 


MS 


585 (M+l) 





469 




MS 



> 9 0% (NMR) 
654 (M+l) 



1H NMR( 5 ) ppm ' 
400MHz, DMS0-d6 
8. 26 (1H, s) , 8. 02 (1H, d, J=8. 8H 
z) , 7. 93 (1H, d, J=8. 8Hz) , 7. 60- 
7. 50 (6H, m) , 7. 45 (1H, d, J=8. 7H 
z) , 7. 08 (1H, dd, J=2. 3Hz, 12. OH 
z) , 6. 97 (1H, dd, J=2. 2Hz, 8. 7Hz 
) , 5. 18 (2H, s) , 4. 85 (1H, sept, J 
=6. 6Hz) , 3. 98 (1H, m) , 2. 40-2. 1 
0 (2H, in) , 2. 00-1. 80 (4H, m) , 1. 7 
5-1. 55 (4H, m), 1. 50-1. 20(3H,m 
), 1.02(6H, d, J=6.6Hz) 
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470 


1H NMH(5) ppm 
300MHz, DMS0-d6 

8. 39 (1H, d, J=l. 4Hz) , 8. 04 (1H, d, 
J=8. 8Hz) , 7. 98 (lH, d, J=2. 2Hz) , 7 
. 95 (1H, d, J=8. 8Hz) , 7. 78 (1H, dd, 
J=2. 3Hz, 8. 5Hz) , 7. 57 (lH, t, J=8. 
6Hz) , 7. 50 (2H, d, J=8. 8Hz) , 7. 45 ( 
2H, d, J=8. 8Hz) , 7. 39 (1H, d, J=8. 4 
Hz) , 7. 10 (1H, d, J=12. 1Hz) , 6. 98 ( 
1H, d, J=8. 6Hz) , 5. 65-5. 60 (2H, m) 
, 5. 35 (1H, d, J=4. 2Hz) , 5. 08 (2H, s 
) , 4. 00 (1H, m) , 3. 93-3. 84 (3H, m) , 
3. 50-3. 30 (4H, m) 2. 54 (2H, t, J=7. 
8Hz) , 2. 40-2. 00 (4H, m) , 1. 95 1. 7 
6 (4H, m) , 1. 70-1. 55 (1H, m) , 1. 45- 
1. 15(3H,m) 


HO^O Cl 

OH ^— ,J N — \}> 

0 tf 


MS > 9 0% (NMR) 


MS 814 01+1) 




mmmm^ 471 


1H NMR( 6 ) ppm 
300MHz, DMS0-d6 

12. 78 (1H, brs) , 8. 30 (1H, dd, J=0. 
9Hz, 1. 5Hz) , 8. 22 (lH, d, J=l. 5Hz) 
, 7. 95 (1H, d, J=l. 8Hz), 7. 94 (lH, d 
, J=8. 4Hz) , 7. 85 (1H, dd, J=l. 2Hz, 
8. 4Hz), 6. 96 (1H, dd, J=0. 9Hz, 1. 8 
Hz) , 4. 46 (1H, m) , 2. 40-2. 10 (2H, m 
),2. 00-1. 20(8H,m) 


0 


mm > 9 0% (nmr) 


MS 311 (M+l) 
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m 269 




702 


1H NMR( 8 ) ppm 


HCI 

ho V, 


CI 


300MHz, DMSO-d6 
8. 97(1H, d, J=l. 8Hz), 8. 52(lH, 
d, J=2. 4Hz; , 8. 36 UH, d, J=7. on 
z),8. 16(1H, s), 7,96(!H,d, J=8 

. ItlZ/ , / • 00 i . f£U VOit, 01/ , « . JLfk V 

1H, d. J=12. 6Hz) , 7. 01 (1H, dd, J 
=8. 4Hz, 1. 8Hz) , 5. 11 (2H, s) , 4. 
20-3. 95 (2H, m) , 2. 65-2. 45 (2H, 
m) , 1. 95-1. 80 (5H, m) , 1. 20-1. 1 
0(3H.m) 


> 9 0% (NMR) 




MS 


641 (M+l) 





MMmm^ 703 


1H NMR( 6 ) ppm 


HCI Cl \ 


300MHz, DMS0-d6 
8. 97 (1H, d, J=l. 8Hz), 8. 52 (1H, 
d, J=l. 8Hz) , 7. 82 (1H, s) , 7. 70- 
7. 35 (7H, m) , 7. 13 (1H, d, J=12. 3 
Hz), 7. 00(lH,d, J=ll. lHz),5. 1 
4 (2H, s) , 3. 60-3. 35 (4H, m) , 2. 6 
5-2. 40 (2H, m) , 2. 00-2. 55 (9H, m 
), 1.40-1. 10(3H,m) 


#6^ > 9 0% (NMR) 




MS 653 (M+l) 
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^mmti, s*x-Mmzfa±iftm2 001-19378 01- 
35153 7*mmt u-c*3«?. ^foib<Dftm-i*wmm\z&*£ztiz>i><D-vfo 

So 
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G»l±. C(-R 8 )Xi±MBK^-C*>>5, 

G 7 «, C(-R 7 )> 8£5(fi^ fiftHM^ XI*R 8 -eg^^tLTfc iVN^^^-C 
R l . R\ R 3 £.t*R 4 (i, ^^^etb^iLb-C> 

(2) Cl-6 TV^Z-f a-K, 

(3) ^/I'jK^y'/Ul, 

(6) TIB^/v— 7°A^ biitfttS 1 3 «<ottlftST*itlft * ti/T t> J: C 1-6 

T 

■n^rv'I, Cl-6 7^^*^01-6 7^^^^ c 1-6 T/U=« v'*/UtJ?= 
&TJ*C 1-6 T/V^rjVT 

(7) -COOR a \ 

:rfR"'li, ^LTtictV^C 1-6 T/^A-S (iitllB5£|gG9ii •? .) N TIB 




[I] 
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-(CH 2 ) r -COOR b \ -(c 
H 2 ) r -CONR bl R b \ -(CH 2 ) r -NR bl R b \ - (C H 2 ) r - N R bl - C O R b \ 
-(CH 2 ) r -NHSO 2 R 0 \ -(CH 2 ) r -OR b \ -(CH 2 ) r -SR b \ ~(CH 2 ) 
r -SO 2 R bl &tf-(CH 2 ) r -SO 2 NR M R b2 0 

^r-eR bl &o*R b2 fi> ^tlftlMUTs 7k*m^XttCl-6 T/^^^S^ 
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O' ) utrfs^/i'-^B 6>»wrn s i 75^ 5 f@ofM-ei^ $ *lt t> £ v % c 

6-14 T V — /UC1-6 T/l^/^. 

6-14-r y — 

(5' ) - C O R bB > 

6-14 r y — 7vsxr±*triB^/v— ^"B^bS^s i sfiotiit-ii^ 

Jltt) <fcV^6-14 T y -/kCl-6 T/W^/^Srlc^-f-So 
(6')-COOR b6 (R^teitfifB^li^Jif „k Xtt, 
(7')-S0 2 R b6 (R bS «^IB^awilt)o)> 

(14) -NR al2 CO- (R al2 ttMU<D5£mkmto), 

(15) -CONR al3 -(CH 2 ) n -, 

r r.T?R al3 f±, 7K*i^^> B$fc£*tTt> iV^Cl-6 T/^^M (SulB^^^il 
t> JXtelWIB^/i— ^B ^bl«!^5 1 5<@<£>g&S-t?S&£*bT t> iV^C 
6-14 T y — /WC 1-6 T/W^/V^*S*-f 5, 

(16) - CONH-CHR" 14 -. 

t><tv^c6-u r y — 5 0 

(17) - O- (C H 2 ) m - C R"« R ai6_ ( C Hj ) 

(2 , )#A'Sj?*S'7l'26> 
(3') Cl-6 T)V^r)Vm^ 
(4') -OR" 6 , 

irTR 16 W\ C 1-6 T^^r/WSX«C6-14 T y — /VC 1-6 T^^f-^SSr JRI* 
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(5')-NHR M 

H^R 8lD te\ 

(6') 



(18) - (CH 2 ) n -NR al2 -CHR a16 - (R al2 2&.tfR al6 fi, ^rtb^niulB^oii 
»>„)> 

(19) -NR al 'S0 2 -, 

(20) -S(O) 8 -(CH 2 ) m -CR alB R al6 -(CH 2 ) n - ( e ti 0 N 1 Xtt 2 ~C fc <9 , 
R al6 Rt*R al6 r±> ^tv^tblttiiajfei^ji^oh 3tr±> 

(21) -(CH 2 ) m -CR al5 R al6 -(CH 2 ) ll - (R alB ;&7>*R al6 fi, ^rtt^ttHulH^« 




(Z')w' 




(5£^ £-ia-*§i±iiWS 2 gfB^^Ji^T'fc^o) 
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3 1 

m 



tib— «5£ en- 2] x-m^n^>n^2 9 




[11-2] 



(5£t\ #IB-§-ttfit#JS 2 9iatfe<^ii9t?&5o) 
3 2. TIB— #5t [II- 3] t$*ii5f|*S2 9 



,5' 



R N 1 R 




(Z)w [11-3] 



(5fc«K 4S-IB*ttlt*3fi 2 9|B*©iil3-C*>«a) 
3 3. TIB— ^ [II- 4] -e*$ti5iM2 9|2«c0^g-a- 




(Z)w [11-4] 



#K-!§-tt»#^2 9lB«G>ii«?T?&5o) 
3 4. R\ R 2 , R 3 RtJ*R 4 £>5 t>4>& < t 1 0*5, # /VtJ?^ ~C 
OOR a \ -CONR a2 R a \ -S0 2 R" (R a \ R a2 . R a3 S.T>*R a7 2 9 IE 
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H H F 



3 5. R\ R\ R 3 RrjR*(D0 h'P?£< t <fe 1 otfS s -C 
OOR"Xtt-S0 2 R" (£ *T-R al S.t>*R a7 fii»3}t^2 9fB^C0ii<9 o ) 

3 6. R\ R\ R 3 RX*R 4 <D? *>'Pti:< k h loflS N V^gXft- 
COOR" (r r.-CR al «l»*JS2 9|5^^)ii<9o) T?fc61»3fc3g 3 5 iBij&Wffigl^ 

mt&vox temm±nm £ ft s ^ (om. 0 

3 7. R 2 i5*;^^^£-efcDs R\ R'RtfR'tf**^-?*)*?**:^ 
3 8. R\ R\ R 3 S^R 4 (0 5 VM<i'()lo^-COOR"-?fe^ R fll 
X ttf*3fS_WHF& * ft S * ©to 

3 9. R\ R\ R 3 WR 4 ©5VM<tt)lo^ N ^fif, MJDfi^X 

4 0. |Cy' ^^p^yf/kg, n^^vvV^, v'^o^fM 

h7t Kn^f 9-^&-?&>3f#3fcJS2 9 75S3 9 0>lv**fta»fc?B*l© 

4 1. SCy' tfS. i/^P^yf;H, v-^ P^=3r->-yl'^Xf*v'^ 
£*C*> 3»#J3C 4 0 IBifeWiSe^^^^X^iSf^-h^ £ ft* ^©4t 0 
4 2. |Cy' 
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4 3. SI A' iK 7~~>v^ f'J^/H, fc^^/v^ if!J5^;HX 
(i^-hfF^ * *b S * ©&o 

44. ia' 7s=/nxiiti ^/vs-e*>«»*«4 siettattfrflHb 

f*«^ JbfF^ $ *t 5 * ©&o 
4 5. iA' 7^=/Wffi^fcS»**4 4lB*©tt'&aift;-a'*XH:»5l±. 

If* 3*1*5 

o^, ci-6 r^^fci-e r^3*^S-et»*ixtllftlit?jb5»*fi2 9 

4 7. Y*S, -(CH 2 ) m -0-(CH 2 ) n -, -NHC0 2 -, -CONH-CH 
R aU — s -(CH 2 ) m -NR al! — (CHj) n -> -CONR al3 -(CH 2 ) n -. -0-(C 
H 2 ) m -CR al5 R al6 -(CH 2 ) n -Xf4-(CH 2 ) n -NR« 12 -CHR" 16 - 
|B-§-f4ft*«2 9!B«<Dii9 0 )-e&3tt#^2 975^4 6 ©lvf*i3Wc|B*ft©tt 
^flS^XtttO^ff^SftS*©^ 

4 8. Y*K -(CH 2 ) m -0-(CH 2 ) M -X«-0-(CH 2 ) m -CR- 15 R al8 - 

(ch 2 )„- (rr.-c*ia-^»»^«2 9ia«<oiio.) -cfc*»**4 7t&m<Dm 

4 9. YtfS, -(CH 2 ) m -0-(CH 2 ) n - (m?*B*ttiW2 9B«© 

5 0. Ytf*. -(CH 2 ) m -CR el6 R al6 -(CH 2 ) n - (#IB#WU B»*« 2 9 IB 
ttttX -bWF« * ft 5 * © i£ D 
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_a35 



— <f » — f £ 



_a35 

R 

,a3S 



Xtt R 

XliN(-R' 35 )tfe!)> E 3 «^*0^X«^m^t?fe'3. ^-eR a3D fits ^fr 

vx^mm^xtt ci-6 r^^aET** •? x f fit i 3 <Dmmx*h <? , 

h^h' fit^n^tt|Bi-^u< ai«oTiM3©ife*)5„) 

J® 2 9 75^5 l^V^tt^^|Bm^^^b^Xf«^-t^$tLS^^o 
°\\ ^ ^/ , 

-\J>f ~ N vJ)f "V^f 

(5£<K 45-iB#»i»*3fi 5 3ia«t<z>ii>9-r-fc5o) "efc5»*«5 stew*©!** 

5 5 ;/DcD4>ft< £ t-036S-(CH 2 ) t -CONR a27 R o28 ( i &lB-^{*> 

|f^3S2 9|E^Oii^X*fc6„) t?fcf5. R a27 RO'R a28 ©'>ft< 4: fcttfta*-:* 

ci-er^^vat-CJfe^W^a 9 75^5 i m^jfc^fcra*©**^*^ 

5 6. ^-/DW>^<it)-^ s -(CH 2 ) l -C(=NR' M )NH 2 (4MB* 
t»*«2 9ffi«©a»)t?a>S.) X-fo^s R a33 ^, *»3£XttCl-6T/U3^ 

5 7. ^-^DO^ft< £ t>-Oj5S-(CH 2 ) t -O-(CH 2 ) p -COR a21 0& 

fB-§-fct. »^«2 9 fBttoffiB trfctK R a21 ^ N it* 

5 8. jrAs-ZfTXD'PtK <b^-oAS-(CH 2 ) t - N R a29 C O - R a24 ■ (4HB# 
tts !»#^2 9f2«fc©i§?3T*&3 0 ) T?fe«9, R a24 # 5 > T5/gXfitCl-6 7Vl'*- 
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5 9. ?;V—-7 1 D<D'J>t£< th 3^-(CH 2 ) t -NR ,!! R ,2J («-|3-^tt, It 

#>S2 9iE*^i§t) T'fc5 0 ) T?fe'9> R a22 Rt>*R a23 <04>&< <bt>{Brn^-^^, 
75/ SXfi Cl-6 T^=¥/^T $ / SfifcSttM 2 9M5 1 ©Vvf fttf^fB 

6 0. ^7D©'>*<H-o«! N iil^s lii^S^Itlf^b 

5 l ©v>T^^^|B«lo^S!l^4hXf±843!IJiW***v*-t©ife. 

6 1. 2- [4- (3—^0*7*/^^) — 1— is 9 

2 _ [4- ( 3 -/p^73:/ ^-vO 7:c=/Kl - 1 — ^ n^drix/WOv' 
>f 5 /V- 5 -#/W7j? 

2 _ [4— (2-yn*-5-^PO'<>^ ;J f-^) 7;n— ;U] — 1— S/^ 

2 — {4— [2— (4-^pp7x-/1') 7^ 

2_ {4— [2— (4 — 9 C2 ni •? — 5 — ^ v P ^< v> /I' 7i 

2 - [4 - (2-7*p- : e- 5 — * h^^y^t*^) - 1 — f 

2 _ { 4 _ [2- (4-^on7x^;V) — 5 — 7* h 3r S^l^Ao*-^ 7 

2 _ {4- [2- (4-^Do7i^) -5—^ h^v-^^v 5 /^^^] 7 
^ -/^} - i - %/9 p^df^/W^yV 5: ^y*— A"- 5 -Jj^tf^B., 

X-is? u^^i/jV- 2- {4 - [(E) - 2 - 7x^t*^^] 7x-;U) 
IsVA % PV—fV- 5 - # tf? V ^vuoi 7" /K 
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1 v^.3ci//u- 2 - {4- [(E) - 2 - 7*=/utf= AO ^< 

2- (4 -^^A^^v^^^A) - 1 P^y^^y/'f 5 

/V- 5 — # A-affl'BK 

2- (4 -^^v^V^^^^—A) -5-y7/-l-^O^f^ 

2 _ (4 — ^^i^/l^dri/^a^A) - 1 -^^ P'O'^vW^y-f 5: 
jV- 5 =: K^v'A, 

1 a^^vvv- 2- {4- [{4- (4-7;^P7i^) -2-^^ 

! v^3ci/jU- 2 - {4- [{4- (4--7;V*uy ^ — JV) 

2 — {4— [tT^ (3-7;vtn7s^) ^ W^vO — 2 -7;Vtn7x- 
2 - {4- [t'^> (8-7//*p7*-/W) ^ b^rv^] - 2-7^tP7x = 

2 - (4 — iy/>f^r^7 7x^) -i-^o^yf;^y^$^ 

5 — Jfc/l^Vg^ 

2 _ {4- [3— ( 3 - ^ p u 7^ — 7x=^) — 1 — 

2 _ {4- [3— (3-^QP7x^) 7" 31 7 7x=;W — 1 

2 - [4 - (3 — T* f^^7x=/Vt^^) y^=^)V\ - i-l/f 
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1 — u-^^rl/jv— 2 - [4 - (3 - t Ka^i/7i=W'» 7 ^=-/V~\ 

1- ^a^v';v-2- {4- [3- (4-t!J^;V^ f^i/) 7 ^~;vJr 

1 — p^^i/yv- 2 - {4- [3- (4 - try vvw/ h*^) 7x=;wt 

5 -*;v^yixf;^^r;K 

2 - (4 — <^i^/w-^-=ar^7ai=/w) —l—isfn^yT-ju—n, N-i^^f 
;u^yy-f 5 ^y-^- 5 -^/I'^^t $ Kn 

2- (4-^y^/vt^r;/7x^v) - 1 -i^^ n^>"^/V-N-^ h*r$s— 

2 _ (4 -s<^x?/u3-*ci/7^~/l') - 1 - %/# w<ls*7-jv- 5 - (1— tK 
5— T-fefvl — 2— (4 — ■^l/x?;vjr3ci/-7 — 1 — is? n^O'^vW* 

2 - (4-^y^t^V7x=;U) - 1 -i/^ n^^^-zU-N- (2—$?;* 
2 _ (4 -^y^;vt^V7x=;V) - 1 — n^^^vv— 5 t- 

y-r 5<^y-/K 

5-7U-2- (4-^y^;^^y7x^;l/) - 1 — v-^ n^i/^/W^ 
5-Ttf;l'T?y-2- (4-'<yv > /l't^'y73: = /l') -i-y^n^y 

^vw<yy^r ^ ^y— /k 

2— (4 — <l'i?;l'*-%-*/Z7 ct=./W) — 1 — iX^ d-^^^/V— 5 — ^ ^ S'Jfc/U 

a^^r ^ y-<^y-r ^ ?v—)v, 
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^o-^/i^^y^ ^ yv—jv— 5 — ^/h^sk 

2 _ { 4 _ [(2-^ an- 5-^—^) ^ b^V] 7^^^} - 1 - a 
1 -i/f u^l^^jV- 2 - [4- (4 - h D 7/^n ^ f /My^t^E-^) 
! 2 - [4- (4 h^^^^^^^r^) = 

^yy*^ 5 ^/wi/- 5 - *^#yi> 

x n^^^/v- 2- [4- (4-t°J>^/i-p< h^f) 7x-;H 

4 5: ^y— /u- 5 -D;V7$^m 

ns<l/*f-jV-2- [4- (4-^^V^.^^V^-^-^) -7*=/V] 

! - ^ 2 - { 4 - [( 3 , 5 - v 5 ^ 4 y**if-y V >V) 

* h=¥v-] ^yy*-f 5 yy*wi^- 5 - *^^y^ 

[2 - -i-^n-o?vw<^y>r 

2- [4- (2-^ao^<^^*^'» - i-*y? p-^5vW< 

^y-f 3: yy— ^- 5 

y/'f ^^-5-^^yis 

2 - (4 — <y^t*^7s=;H - 3 pxyf^y^ 5 ^y— 
;v- 5 — 'fc/Htf^BL 
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1 u^iyf-zv— 2 — [4- (3, 5 - v 5 ^ p d 7 x-;^y^=;i/7 5 
2 -{4- 1(4-? u u7^~j\s) 1jjVt$=.;VT 5 7 ] 17 ^^/W- 1 - v'^ o 
2- {4- [(4-ter t-yWi=/W) #/V3ff=;VT^ /] 7:*=^W 
2 - {4- [(4-^y^t^^7j^) ^;l/jj?^;l/75y] 7 ai^/U} - 
trans-4- [2- (4 -^X^^-=3ri^7^=^) - 5 — H Asi£**-i/+< 
trans — 1- [2- (4-^y^Vt=!t-y7i^) - 5 -#/V^=¥t<"< 

2 — (4-^yv ? ;i't^v'7x=;i') - 5 -A/V^^v'^ ^vW- 1 — is 9 
yf;^yy">f 5 ^^-/K 

2 — [(4 — ^ n^.dp-i^yv^ct^l') UAsifr^A/T 5 7 ] — l-v'^n^v^ 

1 — ^ u^^^iV— 2 - [4- (3, 5—i?9w<lsi?A'*r'%-%') !7;c — 
1 — u^O"f-/U— 2 — [4— (3, !7;c — 

/u] ^yy^r $ y>r— ;v- 5 -;»/wJ^^ 

1 —is? v^ls^-sU— 2 — [4— (7x=/l'*/W^^/l/7 5/ ) 37 31=717] 
1 — ^ n^i^^A— 2 - [4- (^7i=^^ b^r-y) 7x^/1/] ^y/J 

i — n^ixfvv— 2 — (4-7x*f;i'**'y7*-/u) s<^ys(5.yy 

—As— 5-% surf I'M, 

trans — 1— [2- (4 — <yi?/Vt^v'7x-;l') - 5 -%J\'j$3f-i"< 
% 1 — yf/U] -4-ter t — "f^-AslSf d^^f-^ 
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^yf/v^y^/'f 5 fry—si's 

2- (4-^>^7?;7i=;V) - l B^yfMyy/f 5: 

2 - [4- (N-^<^-^^^./^*:— /U-N-^ ^A^T % J) ~7 -1- 
i/f u^is^/v^i/y^ As- S-A/Ufci'SK 

2- [4- (N-^/V-N-^W?;) 7x^/1/] - 1 -is? n^V 

2 ta^^f^/^- 2 - (4 -7 3:^^7 3:=^) -<y:/>f 5 fV- 

l-is?U^3ci//l'-2- [4- (3, 5-y^oO'<^l't i fv') 7x^ 

1 - S^ n^3^/w- 2- [4- (S^^/V;* h=*v") ^at^/P] ^y/^ 

^ try— /U- 5 — */^^Bfts 

1 _>>^ n^^^/V- 2 - [4- (3, 5— ter t - ^/W^v^W" 

2 _ (4 -^<>'^/V^-^v'^ai^/V) -1- (4 — ff-A/'St n^^t^/V) ^ 

1 _.^ B ^^-2- {4- [2- (2-^-:7^vW ^h^iX] :7^~;W 
^yy-f 5 py—As- 5 

x n ^*r*/fr- 2 - [4- ( l-t7f /V) ^b^r^^^-yV] 'O'y* 

! n^^v^/v- 2 - [4- (^y^7^;) -<^y-Y 5; 

2- [4- (2 — lfy^^VA-^h^-y) ~7^—J^] - 1 ->y^ n^3r->vV< 

^yj ^ ?y— ^- 5 -^/m^s** 

2 _ (4 — -<y^;i/t^v'73i^;i') — 1 — *s9 n^^-^/u^-l/y^ 5 ^y**- 
^-5-#^y», 

1 n^^i/yl— 2 - [4- (^yv?/M b^f) ^y/'f 
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2 _ (4 -^yy^jx,^ Y^iyy=^^M - 1 u^st-i/fl^^z/J 5 ? 

-/—JV- 5 — tf/M^BK 

I -is? V^3rZ//V- 2- [4- (3, 3 -V? zc—lVfu \f jVfr*c*s) 7x 

2— [4— ( 3 — 9 n u — 6 — 7 j.=^/V-<>'v f /V'^* d f-^) 7 —1—1/ 

1 n^^v^- 2 - {4 - [2- (7^yar^) c^h^rS/] :7^~/W 

x n^^v^k- 2 - [4- ( 3 — 7i-^7 , o fc"/U-^"^f-->) 7x = ^] 

x pt^drV/v- 2- [4- (5-71=;^^/^^^) 7 ^~;V\ 

2 _ (2 — tis*JA>*r*?i/-*-'e V ~ l a^df-ww<^^-f ^ 

1- cx^n^^V^-2- {4- [2- (3, 4, h^i/7cc=/V) 

-<^^^ s.P*/—*'- 5-*>nS^Sfts 

2- (4— <^^/V^-^r^7*=/U) -1- (4, 4 - f-As*S* 
X-^p^^-2- {4 - [2- (1-^7^) ^h*^] !7cc^/W 

2- [4- (2-^^^^=^^^^/^^) — *V 

/W^y^f 5 — 5 — fc/WJ^Xlfts 

2- [4- (3-^<>'^^- d f^^^/^> / ) 7^1-^3 -i-s^p^f-V 
;VXyy/f 5 ^Z/—)V— 5 — 

[4- (Z-t KB*^7*y*^) 7*:^] ^ 
5 PV—JV- 5 — tf/mffl'BL 
i-V^a^^V/^-2- [4- (3-tKo^7*^^'» 
% A/— 5 -#/^tf^^s 
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1 — *y# a^^rV/W- 2- [4- (2-^ bdr^^^y^rx/) 7*= A"] 

1 p^=3fvv^- 2 - [4- (3 h^-^y^y «¥S^) 7^-/1^] 

1 - i/jjr n^driz/U-- 2 - [4- ( 2 — :/n tfdp-S/:? * / ^» 7^^^] ^ 

1 -v^ n^^^/V'- 2 - [4- (3 -T/nzKdrS/^aL/ 3rf) 

1 — 5^ P^^^Vk- 2 - {4- [2- ( 3 - * fjV— 2 - ZfT —fr** 5-0 

7^;*ciyl 7x=;v) -o^Z* a*— 5 -^^v^^ift. 

1 p^d^/V- 2 - {4- [3- ( 3 — ff-fV— 2 -:/t-— A-^^vO 

1 — ^ p^^v/v- 2 - [4- (2 y^sf-iys-fr^yy x.J *t*S\ 7 

x n^drv'/u- 2 - [4— ( 3 - Y y^yf ^^^7 1 / 7* 
I u^**/J\s- 2- {4 - [2- (10, 11 -i?t Ko-5 H— S?'* 

Cb, f] tf^— 5 — >f /u-) ^h^rs/] -7 a-} ^y^^y^ 

- 5 -a/M^ik 

1 - v-^ n^=3f-vvW- 2 - {4- [2- (4 - h!J 7;^P ^ f ^7 x=/V) 

2- {4 - [tfx (4 — * n o7x=;l/) ;* f^V] 7^=/V} - 1 - a 

{4- [2- (4-7< h^rv'^ct^^) ^h^fi/] 

:7^^a-} ^<y ^ 5 - *;^y^ 

1 u-^v^- 2- {4 - [2- (2-? h^r^7a^^/U) xb^ix] 

1 -v^ p^5^>/V- 2 - {4- [2- (3 a^—M ^b^i/] 

7x-^} ^y^^^-5-^/^ylSi^ 

543 



WO 03/000254 



PCT/JP02/06405 



2- (4— sO\?/Us$-3<-is7 )V) - i B^f^yA 

1 -i/^ u^^-i^/U- 2 - [4- (2 -7s^f/Wi/7x/ drvO 7i = 

1 — n-^^rvvv- 2 - [4— (3-7i*f^V7*Mi/) ^ ^i — 

x -v-^ p^dfi^/U- 2 - [4- (2, 2 — v^^^/l^ b v-0 7 

c i s-1- [2- (4 — <^^/V^"^v^7^=/^) - 5 3rv"< 

1 Ct^af-vVV— 2- [4- (2-7s;W»;*5') ^^^/U] "« 

1 -i/^ a^^^yv,- 2- [4- (3-7ai/dr^73i/^^) 7^^^] *< 

2 - {4 - [(2R) - 2 — ^y^/l't^v'^^^-^T 5 / — 2 -7x-^x 
\-i/J? U^*riSJ\'—2— { 2—?As*u-4— [2- (4~M)7/VtP^ 

2- [4_ (4 — s<l/*?}Vfr*c*/7 a^J ~7 x.—fr] - \ —is # V^^ciS 

2- {4- [t?;* (4-^f/l'7x=;U) ^ f^'V] :7j^/v} -1— V^D 
2- {4- [tf^ (4-7;^P7i^) ^ h*ris] 7 ^—/U} -1-%/? 
x v^*ciy/U- 6 2 - [4- (3-7i^7'n^i/) 

1 — ^ a^df-^/w— 6 — t Kn#v- 2 — [4 — ( 3 - 7i=;V7"o^^i/) 
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1 - n^^-^y/v- 6 —*°5->V- 2 - [4- ( 3 -7 airwi^OTK^f) 7 

J<1/^/ ^ % — /I 

2- (4— [2- (2-^y^;Vt^V7x^V) r^h^^x] 7 a^~M -1 

2- {4- [2- (3 -^y^t^^7x^V) a^bdriX] 7 ^~;V) -1 

2- [4- (2 7x^] 

2- [4- ( 3 - *;^^v-^ f ^-^7x ; ^y) y^^/Kl 

2— {4 — [3-^od-6- (4-^fA'7x-/l') 'O&A'Hrtf-i'] 

2 _ {4 _ [ 3 _^ an _ 6 _ (4-^ h^v'^^^/W ^^5?^**^] 7 

1 u^is/V- 2- {2-^^/W-4- [2- (4- hy r7/l^t3^ ^ 
2 _ {4 _ [2- (4-ter t-^7x^/V) - 5 - * 13 a 

2 — { 4 — ( 3 — ? a n — 6 — 7 s.=-)V^<l^-J' )Vir^r i/) — 2 — IT'/l^ta 7 ;t 
-/u} - 1 -is? PA^i/;Hy/^ 5 y/-^- 5 -^/I^i/gU 

2 _ { 4 - [3_^t3a_6 - (3, 5-^an7x=/H -<^i^/u*^V] 

2 _ {4- [bf* (4-7/1-^-13 7 01=^) l>3rix] -2-7/^p7x- 
2— {4- (4-'<y^t=3f-y7xy#v') -2-^no7i^} -1 — 

2 _ {4- (4 — lyi?^'^*/*^) -2-h5 7;ytn^f;y7x 

2 _ {4- [3-^^13-6- (2- h y P^^7x n^) ^i^/W 
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2- {4- [(2 R) -2-7U-2-7x^^'>] - 1 - 

2- [4- (2-H > ^3i-3;/^^-^rv') 7*.~)V} - \ u^%/>\"<-y 
2 _ [4- (3-tf7^=y/V/^-dfV) /V] - 1 U^.^S/'/W^ 

2 _{4_[2-{(l-tert -7 h 4 - fc^ !? * 

2 _ {4 _ [ 3 _ {(i-ter t-^h Aotfs/U- 4 - fcXU * 

2- {4- [3-^op-6- (3, 4, 5 - hlM h^rv^^ — /^) ^O'^ 

/v^-^i/] :7:t— /W — i— ■j/^o-^sap-v-n^O'y-f 5^y^-^— 5— 

2 - {4- [2- (2 -f7i^y xbdf-v/] 7 au^M 

2 - [4- (2-tf7cc^y/uy h**/) 7x^] - 1 -S^ p-^vVW< 

1 -S^ n^^^U- 2- {4- [2- (4 - fcr^J? b*ri/) 7 x. S 5r 

1 - v-^ n^4vvU— 2 - {4- [3- h^riX) 7 S *c 

§/] 7;*—^} ^^y^f As- S—UA'tfl'WL 

2 -{4-[(2R)- 2-T-fc^Vl'7 5 7- 2 — 7 a^^/U^ h*^] 7 au^M 
_ ! -s^ o^drv^/^^y-l' 5 5 -^yU^V^. 

1 -v^^ n^^^/U- 2 - {4- [3- (4 — * f-A"- 3 -^^T^/W^ 
7oi;^^] 7x^) ^O-y^T ^ /V- 5 -*/VJJ?V^ x 

x -v-^ u^^-y/u- 2 - {4- [3- ( 3 - * f-Ar— 3 — T^f- =.As*r*tV) 
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7x;^] ?^—/u) ^«^y^ ^yy- /w- 5 -tj/wtjo-su 

2 - {4 - [{(2S) -1 i^/V- y P< h=*V] 7x = 

/W - 1 P^^-WW^y^ $ /v- 5 -Xsi'tf^m 

2- {4- [3 — ^ P P- 6 - (4 ^V^/V^-^v^] 
T7;j^/W - 1 — P^drv^W^y-f 5 f^—Sl'— 5 -tf/M^BU 

2 — {4— [3-^00-6- (4 — ^ ^ ^^/UTft — A^^— A-) ^O'^^ 
^v"] 7x=^l — 1 — i/9 n^^V/W^y^ ? 5 — 

2- {4- [3-^0P-6- (2-^^.^/l^) ^^v 5 /^^^] 7^-/1^} 

2 — {4— [3 — ^un — 6— (3 - ^ o P7^=-;U) -<V^W^-^f-^] 7x 

-/i^} - 1 -v-^ P^^vvw^y-i' 5; yzf—zi"— 5 -^7/i^^^^> 

2 _ {4- [ 3 _^ aC i-6- O-lfy^V) ^^i^yW^"^^] :7^— /V} 
2 _ {4_ [3_^cn— 6— ^^vVl^^r v"] 7 

3. _ x _ n^^vvwo^y-i' 5: #v—)v— 5 — 

2 _ [4 - (4 -^Vv'/l'^-^^^^/ -3-7/Uta7x-;>] -1 
— i/^ n-^ix/w^y^f 5 yy—tv- 5 — 

2 - [4 - (2 -^n^e- 5 — * d P^VvVl^^riX) 7x= /V] - 1 

2— {4— [3— ^nn- 6— (4-^po7i-^) ^ ^ vvM~ v-] —2 
2 _ {4- [2- { ( 1 - T-tf /W - 4 - tf<^ J 5?^) * h^f} 7x7^] 

-/i/} - 1 - a^^^^^y-r ^ ^y— /w- 5 -^/^^sk 

2 _ {4- [3- {( 1 -Tir^/w- 4 - t°^y v 5 /^) ^^y^^] 

= - 1 —is? P^^vVW^y^ %?*S— fr— 5 -TJ/l-^^^x 
x n^arv'/u- 2 - {4 - [3 - ( 2 — \f~;V$r*r*/) 7^/%->l 

x ^^^-iy/u- 2 - {4 - [3- b^r^) 37^/3riX] 
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7 ^^5^/^-5-^^ 

2 — (4 —'<>'S?jl'#-3f-i/— 2 -J h*'>7i= /V) - 1 — v'^ P«~^>7W< 

2 _ [4- (2 -^a*~ 5 — * h^v"<y^/l't^v') 7x=/l'] -1-v' 

2- [4- (*;i't* d fi/> J 7x^;i/^ h^V) ^ai^/V] -l-S^u^drv' 

2- {4- [2- (4-^pp7i=;v) 

2- {4- [ 3 — T-tT^A'T 5; / - 6 — (4 a p 7^ — ^) ^Vv'/U-;*-^ 
2- {4- [2- (4-^/^^^v-7^^/W) 

2- {4- [{(2S) -l — 2 -tf n y v»~/W 

2 _ {2-^aci-4 - [2- (4-HJ7/VtO^Wx=/V) -<l/i?/U 
1 _^^ n ^dr^- 2 - {4 - [3- h=¥iX) 7^7^^] 

^ yy^- 5 

2 _ { 4 _ [2— (4 — * n ci^cc^^) - 5 7 
2 _ {4 _ [3 .-fr,^^- 6 - (4-^on7x^) -O'v'/K^v'] 
2 - {4_ [ 3 — $uv^=£y{ ;V— 6 - (4-^n7a=^) -S^SJ/M-^S'] 

7x? ;H _ i v a^ov 4 % 5 —it /v^>m, 

{4 - [2- (^^/Vtf/W^-f /Vp* h^V) "7 

{4- [2- (br^Pi?y*/U*=^ ? 
548 



WO 03/000254 



PCT/JP02/06405 



2 _ {4- [{(2S) - 1 -^<yf y^;^^^- 2 - !) ^-/l') * h*r 

2 _ {4 - [{(2S) -1 -^y/>f;V-2-^B y i?~/W ^ h^rV] 

2 _ {4- [2- (4-^^t>f^7i^) -5-^oaKyi;;l/t^i/] 
7ct.:=./W - 1 — xx*^*t 9 SAr'<'yV<< % 5 — 

p^^i^W- 2- {4- [3- ;V* h*c^) 7 

! p^d^/v- 2- {4- [3- (tr^y VSU/viS-zv* h^-is) 7 

1- 5/^ u^^^/W- 2- {4- [3- {(l-^^V^/V* = /l'-4-tr^y 

2- {4- [{2-^^-5- (4-^nn7=c=;v) 
_ 4 _^-^^- > /y ;u) * b*isl 7~~^\ *<W4 5 -fJ?v^ 

2- {4- [3- (3-i?oa/<y^t^v') -1 
2 _ {4- [3- (4- ; !'aP^y^/l't^i/) 7s-/*^] ^a^/W —1 

1- ^n^^V/V-2- {4- [3- (4-7/W^-o^^^^^^) 7* 
X-^n-v^/W-2- (4- C{(2S) -1- (4-=bP7*=/W) - 

{4- [{(2S) - l-7x^-2-t?Py^ 

2- {4- [{(2S) -1- (4-nWU7x=;V) 

549 



WO 03/000254 



PCT/JP02/06405 



2- {4 - [{5- (4-^od7x=/>) - 2-^f;V-4-f7/!);H * 

2- {4- [If* (3-7/1/^071-^) ^ h^ri/] 7^^;U} 
P^^/WO-y-f ^ ^ y — /I" — 5 

1 — is $ P^^rvvU— 2 — {4- [2- (4 - ^ P P 7x^/1/) -3-=ha 

1 -is? u ^^-iyju- 2- {4- [3- (4-fb7t KBt'7=/Wv/) 

1 - iy? xz^^ris/U- 2 - {4 - [3- (4 - h 5 ^ f A^V??^* 

1 - U^*/)V- 2 - {4 - [3 - { ( 1 - * f-fls- 4 - y * h 

df-^} 7i;^] 7^^/w *<^y>r ^ yy— ^- 5 -^/l^^gfe, 

2- {4- [3- (4-ter t-^f/^y^/^V) 7i7*^] 7^ 
~M - 1 — n^^vvW^y^ 5; tV— 5 

2 _ {4- [3— 7x7^f->] 7 zcz=-M -1 

— i/^ n^#i//Kyj//f ?: yy— >v— 5 -^/vtf?:/^ 

! _-cy^ a ^df-^,u_ 2- {4- [3- ( 3 - fc° U v^) ^i/^iX] 7x = 
2- {4- [3- (4-^PP7i^) 7a/^7] 7 =.=-M 

p^=^ vvw<^y^ >f/^-5-^/^yi, 

1 - v-^ p/sifWV- 2 - {4 - [3- (4-^ b dp- $✓ 7 * = 7a7 

7 -<^y-r $ *f-;—>v- 5 -^/^^sk 

1 -is? v^*ci//u- 2- {4 - [{4- (4 ^y^/i/^s^ss/i/) - 

2 — {4 - [{4— (4-7PP7x-/l/) - 2-^f/l/-5-f7y!);W * 
j>^i/]7i=/u}- 1 a^dr^/V^^y-T 5 ^y— /U— 5 — tf/i'tf^ife,, 

2- {4- [1- (4-^BO^/l') - 3 — fc?"*!7 i>/^dri^] 7^^/^} 
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1 -V;? p^dr^/u— 2 - {4- [3- ;i/-4-f 7)/P;V) * h 

1 -V^ ct^dp-iz/U— 2 - {4 - [3- {(2, 4-^f/l/-5-f7^U/I') 

1 a^dr^/u- 2 - {4- [3- (3, 5-^nn7i^) 

3riz] -y ^^y-r 5; yy — jv- 5 -T^ztf^^ 

2- {4- [1- (4 n n-^^/U) - 4 - f-^ P ^jVHr^-^l 

- 1 -v^ o^drV/V^y-f $ ^/-/U- 5 

2- {4- C3- ^^^/] 7 ^-;V) -1 

n^^vvu^O-y-f $ 5 -^yV#^^ N 

2- {4- [4 — #A"<*e4A'— 2 - (4-^nP7i=/V) vVl^df- */] 
yi^/b} — 1 — n^^vvW^y-f ^ 5 — yfr/Vjtfi'S^ 

2- {4- [4 - (4 — 9 p n^^^/v^-^p-y) t°^< JJ vV ] -1 

P^^ri/vW^y^ 5; jfV—JV- 5 
2- {4- [3- {(2-f n u-4-l^y f^riz} ^^/driy] 

=./W — 1 — a-^dri//V^<W-< 5 5 — TJ/^/tfi/gl. 

2- {4- [{(2S) -1- (4 -v^ f /Vj&/W**>f —2 — If 

5 -tuvifsi/m., 

2- {4— [2- (4-:?Pa7i=;l/) - 5 — ^ h ^i^/l^^/W^vVl' 
1 P^dr^Vl^- 2 - [4- (3-h!J7;vtD^f;V7s;^i/) 37^ 
1 - */# u^^i/tv— 2 - { 4 — [{ 4 — (4 -v*;* J-jVjj jV7 xu=.jv) 

- 2-* ?- A*— 5 -try y/W ^ Ki/] :7 3i^/w -o'y^ 5 ^y~ /u— 5 

2- {4- [2- (4 — ? V n 7s=/l/) - 5 - /l//<*>f /W^S? 

jV3r$ri/~\ 7s= /V} — 1 — D^^rv';l"<y/^ 5; ^V-^- 5 — TJ^Vtf? > 
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2- {4- [{4- (4-^Pn7x^) - 2 - * 5 - \f V * v>=/V} 

2- {4- [{2- (4-^OD7i=;H ^ h=3rv-] — 

M - i - P^drw^yy-f 5 5 

2- {4 - [{3- ( 4 - ^ n n 7 * -2 — WitA'} * h*r->] 7 

;v) — l — i/? n^^vMyy-i' $ W—>v— 5 — ^A^vg^ 

2- {4- [2- O-^pp^^ — yU) -4-^ 3, 5- 

h y Ti^y - 6 --f/W^-^v'] - l -i^ n^^>//w<;/V-f * 

2- {4- [2- (4 - ^ P n -4- ( 5 -"T h 7 >* y ^Vv? 

>vJr**s~\ 7x-/w} - 1 -v-^ PAiJr^y^ jv- 5 -yfr/i^i' 

SI, 

2- [4- (4 -^yJjvUr^is- 6 - fc°y 5: *J~>v$r*i/) 7 a/] -l 
1 p^.^v'/V- 2 - {4- [4- (4- K° V VfV* h^vO -6-fc°U 

2- {4- [4- (3-^an7x=;v) - 6 - fcf U ^ S^/ua^S/] 
/W - 1 - ^ P^df^/W^^ 5 ^y*— /P- 5 

2- {4- [2- (4 — ^ P n7i^) - 5 — 7< h dri^^<^ S^/U**V] 7 
zx.=-}\s\ — l — is? P^^rvvw^yV % yy—ju- fsvjc* 

2— {4- [2— (4-?O07i=/l') -5— 7< h^r^y^t^v'] 7 
- i n^^^y/^ 5; As— 5-%/U7$ym &Wti&* 
2- {4- [3- (4-^po7x^) k°y v ? >'-2 {A/} h*->] 7 ^ 

2- [4- (2-^P^E-- 5 - t e r t h *cl/jj ;Vt$~;V<1/ 
7^=-)V\ - 1 — P^drV/U^<^>/^ 5; tf^r—,\,— 5 ^vU^c 
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*7VK 

2 — {4— [5 — tert — ~7 h *ri/i> JVtf^jV— 2 — (4 —9 P n 731— /P) 
^^vM^^i/] 7a:^l/} - 1 P^drV/WOy-f $ ^V— 5 ~il 

2- {4- [ 5 — iJJVi^^-l/— 2 — (4-^on7i=;l') ^^vVl^^rv-] 
7a=;W — 1 — n^df-S^w^^ 5 PS—fr— 5 -^/I'ztfi/gt;* ^/P^ 

2- {4— [2- (4-^Pa7i^) - 5 — ;* ^Vl^/W^^f /W^iM' 
^-^rv'] 7 31 — yW - 1 - ^^ P a^j/Mv/^ 5 ^y-^- 5 - 

2- {4- [2- (4 - ^ n a 7 - 5 - * sUs^J jW<yi?jU 

2- {4 - [3 - (ter t -7*^^77*^ A') -6- (4 — ^ a P 7 
31^/U) ^^^/W^-drv-] 7i=/V} - 1 -i/^ P^v'/l"<»'>l' 5 
- 5 — 

2- {4— [2- (4-^P07a^) — 5 — ^)V~7 T ^ 4 My^^t^r 
v-] 7xr:;i/) - i -v"^ a^#v';u^yy'/f 5; /u- 5 — jfr/i^^lfc h 

2- (4 —^■'y^jV^-^^iy^ U^3ci//U) — 1 — n-^^vvw-^yW % 

2- [2- ( 2 - If 7 3i— JJ J-jV) -1— S^n 

2- [2- ( 2 - If 7 3i— JJ/Jofr^-So* ^vu) -5-7U;V] - 1 

1 n^dr^/P- 2 - { 4 - [{4- (4-7/l/tP7x = ;l/) - 2 - fc K 

P^f^-5-fTypA'} p< h^rvO 7 31— /W ^y^^^-5 

1 n-^-df vvl'- 2 - {4 - [{4- (4 -^y^^v'7i=/l') — 2 — ^ 
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1 n^df-^/p- 2 - {2-7/U^-a-4- [4-7/W^-a-2- (3- 

2- {4- [2- (4-^np7x-^) -5-^ h =^ Vv ? /l^-3r->'] 7 
:e=/W — 1 — is 9 n^=^vvw<y:/^ ^ i^y— 5 — 

2- {4— [2- (4-^aP7i^;V) —5-^ J> i^^^/l'^drV] 7 

- 3 -V* a^^/l^y;/-* ? 4-*/V7}?^^ 
1 2 - {4- [3 -^^VUtf/W^-f /U- 5 - (4-fc° 

1 v^^i/jU- 2 - {4- [3 -#/M?^v'- 5 - (4-fc°y v^V^ b 
3r^) 7^/^f^3 7x^;W -<^^^ 

2- {4- [2- (4-^0 0 7x=;l/) - 5 h^v-^^^P^-^V] ~7 

2 — {4 — [ 3 — ^/W-^-f /V— 6 — (4-^0071^) •<y^^fv'] 
y^^M- l n^dr^^^y-f 5 A'- 5 jftRjft^ 

2- {4 - [{2- (4-*/V7j?df-^7 ; c=/V) ^ b^^] 7 

ctrvW - 1 — v-^ a^df-^yu-O^-Y 5 /V— 5 -^>/^^m, 

2- {4- [2- (4-^nP7x^) — 5-^ b <&$"<^i? As 7 
a^A-} -1- (4-r f7t KPftt°7^) ^<^y^f 5 >v- 5 — * 

2— {4— [2— (4-^PD7x^) — 5 — ff-flslJ JiVs^'i 

1 - a-^^v'/i'- 2 - {4- [3 - A"* f( fr— 6 - (4-h 

!J7;^p^f;i/7x^i/) ^yvVi^^s/] :7;c=/W ^<>-:/-< 5 y y— a— 
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1 — 2 - {4- [3-^^^*;W^^;l/-6- (4-p< 

yf^m. mm., 

2- {4 - [2- (4-^no7x=/k) -5 — ;t/*;W^^;V^V^ 

2- {4- [2- (4-^nn^^n^) - 5 — * ^-jUjjsV^^J A~<is*? 

2- {4- l3-*sl"<^'f 6- (4-^Pn7*=;l/) ^^i^/U^"^v^] 

2- {4- [ 3 - v 5 ^ ^/U*^^*^ /U— 6 - (4— * # l/*J\'-fc=-;V7 z^=. 
;v) ^^v^l^^v-] - 1 — %/# u^3ci/;l"<i/V 4 % )V— 5 

2- {4 - [3— S^^VlOtrA"**^ A'-B — (3 -t?y -<^^/W;*-dr 
7x=/W} - 1 -v^ ta^^f/WO'V'-f 5 jf^'-A'— 5 ~ 

2- {4- [3 —i?*7-A'*A"< s e'(A'— 6 - ( 4 — i^^ 5vV;*7/W^^ 

2— {4- [2- (4— ^Pn7x^/l/) -5-^ h^r^^/l't^v'] - 
2-Z7/u^-u^ - l- (4-7b7tKnfttf7=^) ^O-y^^^V 

5 — ^/Utf?^^ 

2— {4— [2— (4 — ^ n n -5-^^f;^;i'7 7 ; t-l'^' < >' 

^/W^-drv-] 7x=:;V} — 1 — ^ P V/W< ^ W—JV — 5 — #/l">j< 

2— {4- [2— ( 4 - a o 7 —A-) - 5 — * ^^^/U^n^/^^O-v 5 /^ 
dfv'] 7x=;i/} - l —is 9 u^^-zysV^l/Vj 5 ^2/— )V- 5 -^/I'ztf:/^ 
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2- {4— [2— (4 —9 n U - 5 ?-/UX/U7 7*e4 /l"<yi? 

ft, 

2- {4- [2- (4-^an7i=/l') - 5 - ^vUT 5 J 'O'itA'*'* 
ix] :7^rvW - 1 - ^^ P^i/;^yy>f 5 5 

2- {4— [2- (4-^on7i=;l') - 5 - * * ^ / 

2— {4— [2— (4 — 9 V P 7i=/l') — 5 — v^^/t^/l'/^^ /W<>"^ 

2— {4- [2— (4 o a 7^.— - 5 -'f V^o tf/V*;W^/f 

2— {4— [2— (4-^na7i-/l/) — 5 — fc°-<y vV tj/Ut$=. A^OX? 
jv^r^i/] -2-7/i'tn7i=;W - l - i/^ n^^i/^y/'f ? 

- 5 — #-rt'>J?i'HU 

2- {4- [2— (4 - ^ n n -5- ( 1 - tfn y i?— JU) # ;U7$ 

=. /i"<y^Jr — 2 — 7^=;H — 1 — v'^ i3-^df-^/U'-0'>^>f 

2- {4- [2— (4 n a 7 — 5- (2 — t Kn^vxf^) # 

/w<*-< /wo-v^;*- -2-7/utn7j^;i'} - 1 - i/9 

2- {4- [2- (4-^oo7x=;l/) -5- (4-t Kn^^!) i?7) 
#jU7$^;V^>'i?/U3-3ci/] — 2 -7/l/tP7i=/W — 1 — Is? u^;3f-vVW< 

2- {4— [2— (4-^ pn7i=/i/) — 5 -^e/WTjx y y jft/vjl?— /w<>-^ 

- 5 -u^^m., 
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2- {4- [2- (4-^nn7i^) - 5 — ^>j-*/Hfc y J #/V5j^/W< 
isitA/Hr*?^/] -2-7^tn7i^W — 1 — P^^A^y/>f 5 yy 
— yl— 5 -J^M^BU 

2- {4 - [3— Cfr/l/#^S';<^/U;&/U/* s e-<A') —6- (4-^Da7x 
'<yv';i/t^v'] -2-7;v^o7i=;i') — l — i/9 n^ap- ✓vi^i^y 

2- {4 - [2- {4- (2-*^7j?^V^^/V) - 5 - ^ a P^< 

^✓Vl^drv'] 7x-;P} - 1 - i/^ a^^i//^yy^ ^ ^/-/l'- 5 - 

2- {4- [3-^pp-6- (4-fc Kn^i^^^^^^^^) -<Vi?/W* 

dp^] y^—su) - 1 P^^/w^y^ s-x/is ^>m s 

2- {4- [3-^no-6- (4 -;>< h^rxX^^Vl^a^^) ^^i^/l^df 

iy] 7x=/v} - i - v^i? n^^ix/v^y^ 5 yy~ /u— 5 -^/VTi?^^, 

2- {4 - [2- ( 3 — zi /P) -5-^Pn^<y^;^i/] 

71=^} - 1 — n-^v-vwoy^ 5 yy— jv- 5 - # 

2- {4 - [2— (4-^P07i=;l') - 5 — P* ^^f-^-^yS^/U^-^F-S^] 
r7;*=/W - i -l/? ta^^v'/WO'y^ % PV—jV— 5 — jfr/Htfi'SU 

2— {4— [2— (4-^007x^/1/) — 5 — ^JV^/Vy 4 z=.jW<lsi?A' 
0r*ci/~\Z7 ^~>\s}- 1 -V* a^^-^vw^y^ 5 yy— 5 -*/W3ff^fife % 

2- {4- [2- (4 a o^^.=/U) - 5 -*/T J ^^-JjU^^r^l 7x 

=./W - 1 — v-^ o^dri^/v-^^y^ 5 yy—^- 5 -^^^^^^ 
/^i^y^ 5 yy— /p- 5 — ^/m^sk 

2- {4- [If* (4 -v^ f;u^;w^^;l/7x=^) ^ h*is] ? 

- 1 — o^^^/^^y-T 5 yy— /p- 5 -^/m?^^ 

2- {4- [tf.* ( 2 p{ h^vO ;7^— /U} _ 1 _v^n^^rv' 

/w^y^r ^ yy— /i^- 5-*/v#yi, 

2- {4- [2- (4-70071^) — 5—* h^r^^V^/U^-drv^] 7 
:c=-/V} — 1 U^*rl/jV- 1 H — {1/ 5 -7j/^#^^^ ^-/Ucc;* 
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7VK 

2- {4- [2- (4-^an7i^) -5-^ V> ^ri/^ ^V')\sjr*c :: y~\ V 
^—M - 1 -v'^ n^^r^/l^- 1 H--Y ^ K— 5 — tf/M^H^ 

2- {4- [2- (4-^PP7x=;V) -5- (S^^vVtf/l'/^'fyl') -< 
^vVt^^rv-] -2-7/t/tP7xx;l/} — 1 — */# U JV^ls l/ ^ % #V 

—A — 5 — tf^affl'lM ! ?-J\'3LX. : r;V y . 

2- {4- [2— (4 a n^d^/v) -5— (i^^vVy^W^-T/V) 

2- {4- [ 5 — ft 2 - (4-^0 0^^ = ^) ^i^yl^^S/] 

— 2 - — 1 — n^^rvvWO'yV 5 W—Jl'— 5 — yfr/l' 

2- {4- [2- (4 3rS':7cii^/l') -5-^ h^v^i/v 5 
^cc=/l^} - 1 — $^ n^^rv^/^^y^ $ ?-/—)\'- 5 — ^/Waffi'Sk* 

2- {4- [2— (4 -^/Wn^^^7i=/>) -5- Cv^^Vl-Ofr/W^^ 
yv) -O-v'/U^-^^] :7 3^/W — 1 — P^dr^/V^^^^ 5: — /V— 5 

2- {4- [5-T^/-2- (4-^nn7x=;W ^<^^/^dr^] 37^ 
~M - 1 ta^^r^/W^:/^ 5 if if' — A* — 5 

2- {4- [5- (4-^nP7x^;U) -2-^ h^v"<y^X;V7>f = 

7x- - 1 — n^^vvw-^vy-r ^ /v— 5 m. 
mm., 

2- {4 - [5— (4-2 x.=^A') -2—* h^^^^^l^/l^—/!/] 

7x=;H- \ — 9 s9 n^^V/w^y^ 5 yy—jv- 5 - # /v-zt? 

2- {4- [2— (4-^an^i=^) - 5 h ^i^V^/l^-;*-] 
c^;W - 1 P^dr>>;V'<y^ 5 /V- 5 -#^4?^ &^i&> 

2- {4- (4-*/V#^7a:^) - 2-7/Vtn7i 

2- {4- 3 -t°y v 5 /^^ h=¥f] - - 
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2- {4- [2- (4-^0071^) —5- (J f-fVU /U) 
\?jV0r*r*/~± - 2-7/^071^1 - 1 — V* fish's *S<< 5 

2- {4- [5-^no-2- (4-t?V i?M ^isi?***? 9 */] 7 

2- {4— [2- (4-^071^) —5 - (^^'tM'^W^^/l') ^< 

2- {4- [2- (4-!>pn7i=/v) —5 - n^^Zz/ls* 

2- {4- [2- (4-^ao7i^/V) —5- (4-tfy^/Mf/^/M 

2- {4- [2- (4 — ^ n xjy =c^)V) —5- (N-'«V^-N-^f/l' 

2- {4- [5-^W5;*/^=/U-2- (4-^Pi?/V) ^^vvW 
^-drix] r7rc~/W - 1 U^iyju^^y^f * ^y* — JV- 5 -fJA^^^Wt 

2- {4- [2- (4 - ^ u D7x=M -5- (4-^f /V^y^y- 1 

2- {4- [2- (4-^OP7i=/l/) - 5- { N — ( 3 - f U S^l^ fVU) 

2- {4- [2- (4-^do7x=;V) -5 - {N- ( 2 - tT P i^/V^ 5vk) 
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2- {4- [2- (4 - ^ n a 71-^) -5- (v-^ P^^i^^*/W^-=E--f' 

2— {4— [2- (4-^PP7i=/W) - 5- i/y-4 — f/l^r. 

2- {4- [{A-Z7;V^-u-7 ^=.JV) {4- (^W?/*^^) 7 

2- {4- [(4-7/^n7i-;l') (4-*;^^f^7x=/i/) ^ h^vO 
— 2 — /W — 1 p^^iX/^^-y^ $ 

2- {4- [2- (4-^nD7s^) -5- 

2— {4— [2— (4 — ^ a P 7i=^) -5-t Ko^v"<>'v ; /^'>] 
2- {4- [2- (4-^oa7i-/i') -5- W 7 7n tV^^^-f 

^y^/wt^v] /W - i -s^ n^df-v'/u^^y-r 5: ^y— /u— 5 — * 

2- {4- [2- (4 - ^ a a ^cc^yU) -5- (N-^T y 7p fcT/U-N — > 

2- {4- [2- (4 — n n7x^) -5- (7 zt. ~JV% jV/^j JV) 

2- {4- [2- (4-^oa7x^) -5- (4-^ h ^ */ M ^< V J jj 

560 



WO 03/000254 



PCT/JP02/06405 



)V- 5 -%/U7$^m 

2- {4- [2- (4 - ^ n W7zc~;\s) -5- 

2- {4- [2- (4 - ^ u n 7x-;l/) -5- (2-t Kn^fi/x fv^^/) 

2— [4— (2-^n ; e-5-^l>t3'<y^V^v') -2-7^tD7x = 

2- [4- {2- x2V7^~/u) - 5 — =. h w<-yi?jv$-*c*y) -2 

-7;VtP7s^] - l — */9 % As— 5 

2- [4- { 5 — T 5 y - 2 - (4-^ ta u^^^/V) v 5 /^^-^ v'} —2 

2- [4- {2— (4 - ^ a u 7x-;u) -5- pD v'y-l 

— -f/u) ^ys?^**^) - 2-7;v^p7x^;v] — 1 P^drvvW^ 

2- [4- {2- (4-^PP^^^/W) -5- (2-^y^P!)^y-l 
— -Y /V) ^i^v^M-^r^} - 2 7;n=/V] - 1 -v^ P'^v'/W^ 

2- {4- [2- (4 - ^ P P7i^) -5- (4-^f;l/t'/<y^y-l 

2— {4- [5— Ti?9vl — 2- (4-^PP7x=^) -O'^/U^-^V] 7 
2 - {4 - [2 - (4-^PD7 ai ^/W - 5- { ( 4 - t K P «Sf-$/ fc°^< 
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2- {4- [2- (4— ? W7 ^-jU) - 5- (2-p< h*cis^ h^vO 

2- {4- [2- (4-^PP7i^V) -5- {2- (2-^ h^v^f^ 

2- {4- [2— (4 — ^ o a 7 -5— (■<{ y^^/Ujj/Utf—jU) ^ 

2- {4- [2- (4-^a0 7i-;V) -5- (2-^ ^7^-4 

2- {4- [2- (4-^PP7i=/l') -5- (3, 4-^tFo^^ 

2- {4 - [2- (4 — ^ n P 7x=;l/) -5- ( 3 - * ^-tV— 1 , 2, 4- 

2- {4- [2- (4-^oa7i=;V) - 4- W 77*0 tf^*/W^^;k) 

2- {4- [2- (4 - ^ d a 7^=/U-) -4- ( k°-< y v 5 / /l^) ^< 

I'ifA'Tt^-is] 7s-/l/} — l — */9 n^SrV/W*^^ 5 W—fr— 5 — 

2 - { 4 - [2 - (4-^PP7i=/V) - 5 - {( 1 - k Kp^V- 2-^^ 

2- {4- [2- (4-^PP7i^/V) - 5- (4, 4 - ^/W- 2 

562 



WO 03/000254 



PCT/JP02/06405 



2 — { 4 - [2- (4-^PC7i=/t/) -4- (4-t KD=3f^^!Jv?y 

— 1 — -i'/v^/I'tK^/U) -^^vv^^-ix] 7x^;W — l — is? v^^ris/U^y 

2- {4- [2- (4-^nn7i=/i/) -4- {(2-fc Kn^i/xf^) # 

— A*— S—AAstflstSt &M&s 

2- {4- [2- (4 - ^ u n -4- { ( 4 - \f V *J;V* jj jv 

/V- 5 

2- {4- [2- (4-^on7s=/l/) -4- (S^^/l^/W^-f /W) 

2- {4- [5- (2-T^;f7/-;V-4 — i tV) -2- (4-^nn7 
^^i/W) ^O-^/V^-dr-Jx] 7x-/V} - 1 — B^^VMy^^ 5 }V 

2- {4- [2- (4-^nn7i=;u) -5- (4-t Kadf^if^iJ^y 

— 1 — >f /V^/l'Jsfc^/U) ^O-^/V^-df v-] — 1 — Pt^df vvW<>' 
2- {4- [5- (v^^vl^/W^^/V) -2- (4-7;^07i^) 

2- {4- [5- (v^^/I^/W^^/l^) -2- (3-7;^P7i^) 

2- {4- [2- (5 — ^ V nJ-HrVx.-y — 2 — f/V) -5- {*J**f-)VtH\s 

2- {4- [ 2 -r/o^t- 5 - (5 —*?'A'*-*f"9-y— A*— 2 — f/lO 
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A-;f3rv'] 7x-/U} — 1 - %/9 n^*(-i/A"Oyr4 5 As— 5 — tUVH^l/ 

2— {4- [ 2 — :/n^e- 5 - (5->f/i'f7y^-2-/f;l') ^<:/ vvU 
jj-^r'v'] 7i=;H — 1 — i/9 v^^r^jV^Z/Vj % /U— 5 - # 

2- {4- [2- (4-^oa7a=/H -5- ( 5 — * f-AsHr^tV'— >v— 

5 -tf/Wf?^ tilt^ 
2- {4 - [2- (4-^nn7s^) -5- (5-^/^ 7)/-/V-2 

2- {4- [2- (4 — ^ n n7i^) - 5 - f b 7 7°-^- 5 - '(';!/'<>' 

2 — {4 — [5— ^an— 2— (4-77;7 5^) ^y^t^f^] 7 en 
=/W — 1 n^drv'/i/^y7^ ^ 5 -^ypTj?^^ 

2- {4- [5-^pp-2- (4-7 , h7 7-^-5-'f;l'7x=;H 

2- {4- [2- (4-^dp7s^) -5 - {2- (4-fc Kn^^t^ 
U v?V- 1 }V) ih^ri/} ^^v^/U^-^v-] y^^jU} — 1 -v^ a^=3r-> 

2- {4- [2- (4 - ^ n n7i=;l/) -5- (2-t^7t'^y v?7-l 
— -fyl-) ^^i^^^-^r V"] — 2 — ^/P^-a :7;c~/W — 1 u^^riyjU^<> 

2- {4- [3- (4-^PP7j=/V) -5- (i? * ;vs<=e 4 ;\<>) ^< 

l/*J;vj>r-*l/~\ -2-7;>tP7i=;u} - l - ^ ti^df-^/^yy*^ 5 ^7 
-/l'- 5 -TJ/VztfV^ tit, 

2- {4- [2- (4-^no7*^) -5- (N-t Kp^77^77) 
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2- {4- [2- (4 — 9 p ci 7^^JU) -5- (2, 5-^tKn-5-t 
=3ry-4H-l > 2, 4-t^rtv 5 7>'^/l'-3-^/V) ^^SM^^f] -2 
-7/vtP7s=;i'} — 1 - v-^ n^dfi/;i"<y^ $ #y—jv— <5—%;Vi$-y 

2 - {4 - [2 - (4-^n P7x^) - 5 - ( 2 3 H - 1 , 2 , 
3, 5-tm7i?7^-4-^l') ^^i^/V^-dr^] -2-7^t0 7 
;c=/W - 1 — i/? p-^dfv'yW^yV 5 JV— 5 -^/W^Vife 

2- {4- [2- (4-i?Pn7*=;l') -5- (2, 5 - v 5 fc K P - 5 
^y-4H-l, 2, 4 — J-TVTV— IV- 3 -^/^) ^y^^t^v'] — 2- 
7/vtP7i^} — 1 — v-^ p-^vvi^yy'^' 5; ^y*— /u- 5 -^fju^^m 

<±HL FfcX. -tuil. ■> 

2- {4- [2- (A-^ a^^/U) -5- ('y^P7 P PtVV*;W^^ 

/l") ^<y iS/Vsfr^ri/] — 2-7^tP7 *-=-;V} -l-V^P^v'My^ 

2— {4 — [2— (4 — ^ P P7ix;U) —5 — P )VU )V/^s( ;V) 

-<y^t^y] -2-7/uto7x=/w} — i -v^^ p^^v-/u-o-y>r $ ^ 

2- {4- [2— (4 — ^ P P — 5 - ( t e r t -:/?vU#/W^ 

^^^/P^-^rv'] -2-7;l/tP7i=;l/} — 1 — i/? xi As+<^S 

2- {4- [2- (4-^PP7^^/U) -5- (-fy7f/V*/M*^;l/) 
^y^t^'>] -2-7/^P7x^;l/} — 1 — 1/9 V^*c%/}V<^y 4 %. # 

y*— jv- 5 

2— {4- [2— (4-^on7i^) - 5- {(1-fc Fa^v'/n^y- 

2- {4- [2- (4 - ^ p u 7 -5- h ^v^/W^^yu) 
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2 - {4 - [2- p 7^~;V) - 5 - {(2 , 3 — S?fc Kp^V^p 

2- {4- [2- (4-^OP7x-/l') - 5- (N-^c^/U-N-^^/^^ 
/W^^/P) ^y^^^V] -2-7/^0 71-/1/) - 1 — P^dfvvU 

2- {4- [2- (4-^db7i=/1') -5- (N-^fvV-N-T'n fcf/P 
*/^*^/l/) -O-^/U^-^-^] - 2 — /W — 1 - v"^ o^drv' 

2- {4- [2- ( 4 - ^ P n 7 a n/V) -5- (N--f V 7*n fcVU-N-^ 
^Vl^/W^-l'/V') ^VvVl^drV] -2-7/^P7i-/U} 

2- {4- [2- (4 - ^ P n7i=/l/) -5- (2, 6 — S?;* ^VV fc^ U V s 
1 -^/k;*;/V7j?— /V) xy^/i/t^E-v'] -2-7/^a7x=/W — 1— */ 

2- {4- [5- (T/^I^/W^-f/V) -2- (4-^PP7s^) 
v^l^^f v-0 -2-7/l'tP7x=/H - 1 - i/^ P^s^^y ^/^ ? / 

2— {4— [2— (4-7nn7i=/l') —5— (7 P Q f/V*/W^^/l/) •/< 
^SJAoJ-sSF-V] -2-7/UtP7i=/l'} - 1 — a^dF-V/^^y-f 5 *V 
— yv- 5 -A/^i^ift &^4&, 

2— {4— [2— (4-^nP7i^) —5— (a^/lofr/W^.^ jV) 
v^/k^-dF-^] -2-7/l'tn7x=/l'} - 1 — P^^rv'/^y)/^ 5 ^;/— 

2- {4 - [2- (4-^PP7i^) - 5- A?) T 

57} ^O-^/u^-saf ^] -2-7;^n7s=/i/) -l-^^P^'W^yy 
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2- {4- [2- (4-^Dn7i^) - 5- {(^rSlsftV J-%jVi$-}V) T 

2- {4- [2- (4-^Da7x=;l/) - 5 - 17 W K^^v^I^^t V] - 
2 -^/loj-n^aswW - 1 n^W^y/^ $ yu- 5 

2- {4- [2- (4-^nn7x^) - 5- { (^c^/VTJ/t^^ ;U) T 
2 - { 4 - [2 — (4-^BB7x^) - 5 - {(-f t°/U^/W<^^ /l^) 

2- {4- [2- (3, 4-^tP7i=/V) -5- (4 VzfulfjVjj /V 

^y^r 5: ^y— /w— 5 — a/M^sfe* 

2- {4- [2— (2, 4-^7;i/tn7i=;i/) —5- WyT'of/M/V' 
JV) s<>*i?/ua-3ri/l - 2-7^tP7i^/W — 1 — i^y a ^^fiX/l^ 

2- {4- [2- (3, 5 u Q7x=/l/) -5- Wy7*n^/^ 

^^v^/W^-^-^] - 2 — y/ls^-u 7i=^| — 1 — i/9 v^3r*/jv<l/ 

2- {4— [2- ( 3 -y a n - 4 — yjv^-u y=^=.;V) -5— (^fy:7°Pfc° 
suX/i/s^sf jv) ^y^^fv'] -2-7/^p7x=.;v} -i-y^P^ 

2— {4 - [2— (3, 4-^^aP7x=;V) —5— (4 y^P fcVl^/W^ 
^t-Y/V) ^^vJ/V-^-^V] -2-7;vtn7x=;W — 1 — v'y n^^>>/l^-<>' 

y^ ^ ^y— yu- 5 -jy/istfym 

2- {4- [2— (4-^ca-2-7/^P7x^) —5— WyT'Pt' 
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iz/M^y^ 5 ^y— jv— 5 -jtj/i'tf^m. jttEijftN 

2- {4- [2- (4 — * p p - 2 7 -5- (tfayv?y 

p^r^/w^y^ $ ?V—>v- 5 ±t^^> 

2- {4- [2— (4-^PP-3-7;^P7i=;V) --5- (fc'nJJv^ 
— 1 -iWyj/i^^/t-) ^^vVi^drv"] -2-7;i/i-07i-;W — 

2- {4- [2- (4-^00-3-7^71^) -5- Wy7°Pt ? 

2- {4- [2- {4- (j*<5vV^:*-) y^^/U) -5- 
i>>-— 1— -i ;V) ^l/ifjvjr^ci/] -2-7/>to7i^} — 1— v^n-^ 

i/^yj/'f 5 ^y— /v- 5 -^jjv^m. mmte, 

2 - { 4 - [2- {4- (^ttu?-;*-) 7cn=;W -5- wyyoif/^ 

s*^4 /U) -<^i^/U^-^r^2 -2-7^to7i=;H — 1— v^P-^-df- vVl<"< 
2- {4- [4-^PP— 2— (4-^oo7ix;l/) -5— (1, 1 - v 5 ^" 

^y-fyfryyv ! y-2-'f^) ^y^/^^v] -2-7/^07*=^) 

2- {4 - [4-^PP-2- (4-^PP7i^) -5- (2— ^-^yt° 
P^^y-1-^;V) ^^'V^/^^V'] - 2 -7/l^^-P7;n=/^} -1-V^^P 

2- {4- [2- (4-^PP7^=/U) -5- Uy7*PW5;^* 
■^>'i>/P^-drv'] -2-7/l'tP7i=/W — 1 — P^drvVW^:/ 

2- {4- [2- (4-^PP7i=/V) -5- ( v* * ^Vl^/U^*-* /U) -« 
— 2 -7/VtP7i^;k) - 1 -v^ P^V^/V^i^y-r 5 

2- {4- [2- (4-^PP7x^/V) -5- (4-t KP^i/k^!Ji>y 
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2- {4- [2- (4-^CP7i^) -5- WyT'nW/l//^^;!/) 

2— {4- [2- (4 — ^ a D7xc;U) -5- W y^D 
^VvVM-df^] 7x^;u} - l n^v^vw^y^f 5 ^y— )V— 5 ->& 

2- {4 - [2- (4 — ^ n P7i^) -5- (i? * ^/Ujj /U/^J jls) ^< 
yv'/i't^'y] 7x=/i'} - 1 a-^^vw^y-f' $ yy— jv— 5 -^A- 

2- {4- [2- UV7 zr.~;V) -5- (4-tKn^^5^ 

- 1 -4 jujtj/utf^/v) ^Vi^yi^df v^] 7x=;l/( - l — */# n^lsf-A"** 

2- {4- [2- (4-^nn7i^l/) -5 - {<i V ~? u \? )V% )V 4 fr) 
^y&ju&^l/] 7 z^z=-jv\ —l — (fh7tFnfi-(f7>-4-^;i') 

2- {4- [2- (4-^Pn7x^/V) -5- ( f a V i? V- 1 - 4 )V)}jV 
i$^.jv) <*i/ :7;r.~/W -1- (fh7t Kof^f7V-4 f 

2- {4 - [2- (4-^pp7i=;1') -5- Wy^n^^^^) 

^^-^/U^-drV] -2-7/^D7x=;V} -1- (T h 7 t Kp ft^7 ^~ 

2- {4- [2- (4-^PP7x=;W -5- ( 2 — ^-dp- y fa y — 1 
— f/u) -O'SJyu^^p-i/] -2-7^tD7x=;i/} -1- (rhyt h'nft 

2- {4- [2- (4-^np^^^/V) -5 - (-f V 7°v >V/^s( /V) 

'<Z'i?A'7lr*i/~\ -2 — 7^U7.^^M - 1 - ]} -< yy^ 5: y y— 
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2- {4 - [2- (4-y uu?zc~/l>) -5- (tfny^y-l-^/^/V 
7$~;U) -<^i^/l/^-dr->] -2-7;Wtn7x=;l/} - 1 - t°^< JJ £?y ^y^/f 

2- {4- [2- (4-^ao7i^) -5- (2-^^/1)^-2-^ 
;U) ^^v?/U^-^v-] - 2 — y;VHsrxi -y ^=-)V) — l - %/? xi As+<vS<i 

2— {4- [2- (4-^nn7i^) -5- ( 2 — ^"^r y Xr^fW V 
-3 -J /Is) *<fi?A'7fr*?%f'\ -2-7;^0 7i = M - 1 - P 

2- {4- [2- (4-^pp7i^) -5- (2-^-^y^$yyy^y 

— 1 — < /u) s<Z/i?jv$r*i/~i -2-7^o7i^/H — 1 -v^ P^v^i^/w 

2- {4- [2- (4-^nn7i=;v) -5- ( 2 -^"drf-y* y ^- 2 — >f 
;V7^) ^^v^yU-^-^-^x] -2-7;t/to7s^} 

2- {4- [{2- [{(v^y f-jV-ftjV/^J fV) y y -4 - (4 

-7;l/tn7 3 :=;l') f//-/!'- 5 — >f /W y J-^v"] !7;n:=./k} — 1— %/# 

2 - {4 - [{4- (4 - ^/P^-P 7 a^=-/U) - 2 - ( 4 — t Kp 3ri/ U v> 

2- {4- [{4- (4-7;Vtn7x^;l/) -2 - [(*/W^xf^^ h^y) 
y^/^] f7/^-5-^;W y h=¥-y] y^=./u} - i - -yy p^3tvvw< 

^y-r ^ ^y— /v- 5 2M& N 

2- {4- [{4- (4 -y/l^P y^n/l^) -2- (y ^Aofr/W^E-f ^ 
7^-^- 5 — -T/W y h^rf] — 2 — y/l^^-n ^cc^/V} — l— y^a^^y 
/w<yy-T $^y— /v- 5 -jfr^M^BI 

2- {4- [{4- (4 -7;l/tD -2 - { ( 2 - fc Kn^yxf/l/) 

^/i^^/H f7/-/i'-5-'f;W y h*c*sl -2-7;vtP7x=/t/} - 
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2- {4- [{2- (4-7^tP7i=/U) - 5- ( $? y ^/U;&/W<*>f 
^^-^cc^- 3 — >f /W y h^ri/] - 2-7/i^^-n^^.— - 1 — n^^f- 

2- {4- [{2— (4-7;l'tP7x^/l') -5— y^n tf/l^/W^-f 
/U) ^-^-7^^- 3 — I'/W y h^ri/] - 2-7/W^-a :7 3i — ;V\ -l-i/?u 

2- {4- [{2- (4-7^^-n^.n^/u) - 5 - (4-fc Kn*$/tr**JJ 
1 — f /\s2>/U7$~/U) =3-$-7 * V- 3 —- f/W} y h^rf] -2-7^0 7 
3i=/H - i - iy^ n^^^/^yy^ ^ 5 - 

2- {4- [2- (4-^0B7j=/V) - 5- (i^y ^/Ujj/Us^J sU) -< 
"sVAsHr^i/l -2-7/UtP7s=;H - 1 — n^^r^/V- 5 -7" b y V 

2- {4- [2- (4 -^/W^dpv'y cn^/l^) — 5 P P^^i?/^*^] 

— 2 — y/M-P 7x=/W — 1 — P^-^vVU — 5-f h7 /W— 5 — -i )V 

2- {4- [2- (4-^pp7i-;v) -5 — (-fyyatf/^/v^-fyv) 
^y^l't^fv'] — 2 — ^/k^-n y'cn—A'} — 1 P^^vvU— 5 — (2, 

5-^tKn-5-^y-4H-l, 2, 4-^dr1»-^Ty— /U- 3 --f /U) 

2- {4- [ 5 — jJAsiR*ris— 2 - (4-^0 71=^) ^<^^/W^-^^] 

- 2-7/uta7i=;v} - 5 — v-TV - 1 — P'^S'/wO'yW 5 ^y*— 

2- {4- [2- (4-^nn7i^) - 5- =f- )V % )V j )V) 

yy-< ^^y-/K 

2 - {4 - [{N- (4 -v'y ^/l^/U/^-f/l') -N- (4 — y jVOru? 
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2- {5— [t*^ (3-7;^B7i-^) stf/ls] — 2—7JVJTX1 — 4 — t 
Kadf- V7i=;H- l — v-^ p^vdei/zv^c^y^ 5 ^y^v,— 5 

2- {3- (3 - ?;l/tP7*= 40 ^TVKl — 2-7JV&U — 4 — t 

Kn^rS^jc^/W — 1 — P^df^/W-^y^ 5; ^y—ju— 5 — ;&/t'J(!?>'ifc % 

2— {4— [(3 — v f ^^-^^7/W^^E--<>'U^^=/U) (4 — /l") 

^ b3rv\] — 2,-7 jv-fru? ^—)V} - l - i/^ o^dfV^yy^ ^ ^y — 

2- {4- [{3- (4 - t Kn^p-S/tr^y ^/V- 1 7x = 

/W (4-7;wtD7x^) h^v-] - 2,—7)V3ru7^~)\'} — 1 --^ p 

^^v'/^^y^r 5 ^y— /w- 5 -jj/v^^m. %.m&, 

1- {[2- {4- ([4- (4-7/^o7i=/l/) -2-^fykf7/-/l' 
-5--f/Kl * Y^is) 7aL~/U} - 1 -v^ v^^i/su^^yj $ ^y— /W- 
5-^/1^] #/^7j?^W - 0 -D-iTVl^ p^L 

{[2- {4- [tf^ (3-7^071=^) * h^is] - 2 —7)VHrxi 7*. 

~M - 1 -is? P^=3r^u^<>y-r ^ ^y— a— 5 — f/u] ja/M^/w - # 

— D — -?^? a 

2- {4- [2- (4 - ^ P P 7cn^yU) -5- (1, l-^^y-fyf7 
y y v 5 :/- 2 ^^^/l^d^] -2-7/^0 7x^1 -l-i/^P 
^^v/y^^y.f 5 ^y^-^- 5 -jtj/u^^m 

3 - {[4 - J 1 -v^ P^drv^/^^y-< 5 PV— iV 

-3-7/VtP7x;^v'] ;*?vW —4 - (4 — ^ P p 7*.=- JV) 
-N — < y7*n tV^^XT 5 h\ 

2- [4- {2- (4 - ^ P n7i^) -6- (-f y7 p Dt°/l/7 5 7*/^ 
^^vvl^drv'} -2-7;l/tn7x^;V] — 1 — DAifv'^yy 
-f 5 ^y— /U— 5 -Xsutf^m 

2- [4— {2- ( 4 — ^ P P 7 x = /W) —4-7 P - 5 — ( 1 , 1 — 

- 1 p^dr^^^y^r § ^y-/v- 5 -^7^5j?^^ 

2- [4- {2- (4 - ^ p p7x=/V) -5- W y/nf/l/T^y*/^ 
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:=-A) 'ZzsV/uX-tf-w) — 2 -7;vtn7x^/i-] — 1 - v-^ p^arvvu— 4 — 
2- [4- {2- (4-^pp7x^) -5- (N-^y/ntf/U*;^ 

2- [4- {2- (4-^nn7^n/W) -5- WyT'a^^jK^T 
5/) 'OitA'St'&f} -2-7/l'to7i-/l'] — 1 — i/# n^^-is/U^^z/ 

2- [3- {[4- (4-7^tP7i^) -2-^fA'f7 , /-^-5-^ 
A] p^A} -4-kl>'P+^7i=;i'] - 1 -S^ n^dri^/^^y-f * 
— )V— 5 - ^ATjO'gg, 

2- [4- {2- (4-^nn7x^) - 4 — 7^tn- 5 — (2-t^7 
trn y i?z/ — l — yf/u) '<yv , ;i/t^v'} -2-7^07^^] — 1— v-^ 

2- [4- {2- (4 - ^ n p 7;=.= AO -5- (^f ;^;V*=/l/7 5 / ) 
^i^/M - ^^} — 2 — 7/1/^" o7x — A-] — 1 — l/f u^^ri/jU^yy^ $ ? 

2- [4- {2- (4-^Pt3 7x^) -5- [N-^^/V—N- J-JV 

2- [4- {[3- (4-^0 P7x^;U) -6- 
-r fA) tf ]} iSls— 2 — f AO ^A^vO -2-7;Vto7x=;W] — 1 — 

2- [4- {2- (4-^nn7x^) -5- (TtW5/) ^^'7^ 
^-^r^} -2-7/l/tP7x=;k] - 1 — n -^S/VW^W * 

2- [4- {2- (4 - ^ u P -5- (N-T-fe^A-N-^^A 

7$/) -2-7;i'to7x=;u] - 1 — 5^ P'^ v'/^V 
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2- [4— {2- (4-^ an7x^;v) -5- (N — T^f-^—N — y'u tf 
/u-T 5 J ) ^^vvi^^v-} - 2 —y/v^-n y — i - P^=3rvvv< 

2- [4— {2- (4-7 u n7x-;l/) -5 - [N-^^A—N- (7 5vU 
7 5 7] ^yvVt^^rv'} -2-7;^n7s=;i'] - 1 —is? p 

^^rv'/w^^y^r ^ ^y— /p— 5 -^^^^^ 

2- [4— {2- (4-^na7x-;>) - 5- [N- (7 
-N-7°otVl'7?/] ^V^/l^^S/} - 2 - 7/W;*-P 7 ^;V~\ — l—Ssf 

2- [4— {2- (4 - ^ n n 7^— /U) - 5- (N - 7~t? f-jV- N - 7 
7 5; 7) ^O^/l^^riX} - 2 -^/V^-Pt - 1 — i/-^ P^^^/I^y 

2- [4— {2- (4-^nn7i-;i/) -5 - [N— fr^/vifr—M 

2— [4— {2- (4-^an7x=/I/) —5 — [N — ai^W— N— (xf-ju 
x/uyfr~ju) 7 5 7] ^<y^/U'^-=af -2 -7;i'to7i=;i'] -1-S/^p 

2- [4- {2- (4-^OB7xx;U) -5 - [N- (^=J-jVfr )Vi$~)V) 
-N-yW?;] ^yvVt^drv'} - 2-7/l/tP7xx;l/] -i-^^ 

2- [4— {2- (4 - ^ P P7x^) - 5- [N-^^vl— N- (^^}V 
•fr)Vi$^)V) 757] s<^*J)V*5;*y\ -2-7/l/tn7x=/l/] - 1 -v^ a 

2- [4- {2- (4-^PP7^=/W) -5-7 h^v^<y^/y^-drv'} - 
2-7^^-n7^^/U] - 1 -i/? u^dp^W^yV ^ ^y*— /i,— 5 — 

2- [4- {2- (4-^PP7x-/V) -5- (N-Tir^yU-N — f 77 

otf^T5 7) ^yiM^^y} - 2 -7/w*-p 7cn=/i/j -i-v^p^^v 
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{[2- {4- [2— (4 D P 7 -5- (2-t^yift3!)^- 

*sV4 ;v- 5 — f ^3 ^/MS^/W - 0 -D-y/vy p:/^. 

2- {4- [2- (4-^nn7x^) -5-;* h^^y^t+i'] 7 
- l — S/'y a^=^V/W > K— 5 <?vuai;*7vK 

2— {4- [2— (4 — y n n:7;cn/i0 - 5 - y b ^^^y^/l^^i/] 7 
cxl~/W - 1 - i/y P^drvvV- 1 H--Y >- K— /W— 5 -%;U7$^m, 

2- (4 -^yi/;^^i^7x- 
/w- 5 -^/i^y^, 

2- (4 -s<^i?jU$r*ri/-7 ai^/U) - 3 - */9 P %s)\"< % ?V [l, 2 
-a] i?y- 7 -*^#y^xf ;l/x^r^, 

2- (4 -^^/i^^^^a^/U) -S-^P^WW^/ [1, 2 

-a] ^9i?y-7-*;^yi, 

2- {4- [2— (4-^oo7i^) -5—^ h^r^^O-^/V^-^^] 7 
^^/l^} - 3-iyy P^drvvU- 3H-^ 5 ^y [4, 5-b] fc-JJv^-B- 

2— {4- [2- ( 4 -y p p y - 5- (-f y 7p fcVl^/W^^/lO 

-<^^/l^^-dri/] :7^~/W -3-^n^^-3H-'f^)/ [4, 5- 

2- {4- [2- (4 -y p P 7=t^/V) -5- (fa 'J i^y- 1 - 

5-b] tf5^y-6-*;v#y« lftBfeit* 3 »fe**»J: •3»tfn«»*3fi2 9 

62. 2- {4- [2- (4-^07*^) -5- (4-^y^9i? 

y^y^Tjf— /u) ^y^/vt^^y] 7x=/H -l-^B^v/Ky/'f?^ 

y— /V- 5 -j&A'tf^'Nfc &Bfc£U 

2- {4- [2- (4-^nn7i^) -5-t Kn^v"<y^t^y] 

1 - v-y p^^^w^^y^r 5 yy— >u— 5 
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2- {4- [2- (4-^OP7i-;>) -5- (4 tfVWyt//W^-f /V) 

^Vi^/^^-driy] 7x=;H — l — S/'y n ->vV<:/yV 5 /u— 5 — * 

2- {4- [2- (4-^nn7x=/l') -5- (N — f y y"n fcT/U- N - ^ 
2— {4— [2— (4-^nn7i=/V) —5— (y ssA'*^*^^) *< 

y^t*^] y;* = /W - i - ^^ o^j/A^y^ 5 s - j&A' 

7$^m mm, 

2- {4- [2- (4 - y n H7s^) -5- (4-y h^rv'tf^y i^y * 

2- {4- [2- (4-^pd7i^) -5- (S-kKB^r^n W 

2— {4- [2- (4-^0 71^) -5- (2 — Kn^>M. h^ri/) 

^^v^i^^v-] - i -v"y c^^wi/^yy^ 5: yy— /U— 5 

2- [4- (2 -:7*n^E-- 5 - = b - 2 -7 >vfru 7 a^=- 

/v]- i — v-y p^devvw^y-i' 5: 5 -^/i^ :/gty ^/i^-^tvk 

2- [4- {2- (4-^ob7i^) - 5 -— b n^O^yU^-dr^/} -2 

— y/v^-n ^^^^] — i - v'y u^3^>vw<>'y-f 5 yy— /V'— 5 — juvafr-^ 

2- [4 - {5-7^7-2- (4-^0071-^) ^^vVU -2 

-7^tP7i=/w] — i - vy p^^>vw<:xyw 5 yy— /v— 5 — ^^^^ 

2- [4- {2- (4 - y P P7x^V) -5- ( 2 — ;*-^y fcfP ]) S?is— 1 
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2- [4- {2- (4 - * n U7^~/U) -5- (2 \f P y v^- 1 

y^r tv- 5 m^m, 

2- {4- [2— (4 n n y^^/u) -5 — ( 4 - * ^tv t°^< y v>>-- 1 

2- {4- [ 5 -Tir^Vl-- 2 - (4 - ^ n U7zr.z=./U) ^V^/^^ri/] 7 
3i— /v} - 1 - %/# P^dri^vwO-y-f 5 #"S'—A'— 5 

2- {4- [2- (4-^nn7x^) - 5- {(4-b Kndf>y^yi?y 
-l — f A^/ntf^AO ^ h^F-v-} ^-y^jiv^-^r^l 7x^/1/} -l— ix^n^ 

2- {4- [2— (4-^PP7i^) -5— (2-^ f^v^h^i/) "< 
l/i?;V$-3r 7s=/l^} — 1 — v-^ P-^^^W^i^y-Y $ /W— 5 — % /U 

tf^m 

2— {4— [2— (4-^no7s=;l/) - 5— {2- (2—^ h^v-ai^ 
j^h^^} ^O-^/^^-^-i/] - 1 — l/p P^dr^/k^O-y^f 5; 

y— /V- 5 Ig^it, 

2- {4- [2- (4 P P -5- (^y7f;W*^#=/V) *< 

V^/L'^-^fiy] 7*.~jU} - 1 n^-5r*y)V<l/-/ 4 5 ^y— /U- 5 — tf/W 

2- {4- [2- (4 — # p p -5— (2-^f;Vf7y-;V-4 

— -f/V) "O^Aoj-^F-S/] 7s^/H - 1 - n/s^i/My)/^ 5 ^/wV 

- 5 

2- {4- [2— (4-^PP7i^) -5- (3, 4-5?t Kn*^tf-< 
!J — 1 — f/l^/M^/V') •'^i'^A'^-^v'] 7i^) — 1 — %/# P^dfv' 

/^^y-f 5 ^y- /v- 5 

2- {4- [2- (4 cz P7i^) -5- 2, 4- 

/^yy-f 5; ^y— /I — 5 -tf/MSj/'lfc i&^it, 
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2- {4- [2- (4-^PP7x = ;V) -4- (-f y 7" P /V* /W^-f jU) 
2- {4- [2- (4 - y p n 7s-^) -4- ( JJ vV -< 

2 - {4 - [2 - (4 - y p py ^^/w) - 5 - {( i - 1 Kp^r-y- 2 - y ^ 

p^dfv'/^^y^r ?^y—/w- 5 -tr/u^^m. 

2- {4- [2- (4 - y a P 7x^/1/) —5 - (4, 4 - S?* ?VV- 2 — 3r 
*r-$-y ]) V- 2— f^) ^Vvyt' y^=/U} -l-C/^P^^/l"<y 

yy 5 5 -^/w^ife -^^^ 

2- {4- [2- (4-^OD7i=;l') -4- (4-fc Ko^tf^'J 
2 - {4- [2- (4-^DD7x=;l/) -4- {(2-t Ka^Vif/V) # 
2 - {4- [2- (4 - y n D7x-/>) -4- {(4-1^^^^) 7j/l" 

/■^y/W 7x=/w} - 1 -yy P^w^yy^f 5; yy— 

2— {4— [2— (4-^no7s-/l') —4— (y 5 ^ ^/VTJ/U/^y /l^) 

y^t^y] t^^/W - 1 — i^y n^drv^yv^^yy s: yy— /w- 5 -7j^ 
mm., 

2- {4- [5- ;f7 > /-;i'-4-^;i/) -2- (4-ypp^ 

- 5 - 77 /ktf y» - 

2- {4- [2- (4-^op7i-/W -5- (4-kKn^^P^7 
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y-r % )v- 5 -#jU7$>-m 

2— {4- [5- (i? tf-Asfl tV/^j )V) -2- (4 - 7/^0 7 zc =-)V) 

^w^-fr^i/] 7x^;i/} - i -v^ a^^^/^yy^: ^ yy— tV— 5 

2- {4- [5- (^^/Wfr/w^^yv) -2- (3-7;^n7i^l/) 

2- {4- [2- (5-^nnft7iy-2-^;V) -5 - (v?^ gVl^/W 

2- {4- [2-^0^-5- (5 -^^V^-^i^y— )V- 2 ->f /V) ^<^i? 
/U^-drv'] - 1 — 5/^ P^-d^/W^y^ ^ ^V— /V- 5 — Jj/lstf^ 

2- {4- [ 5 - (5-^W7^^-2--f/W) ^O-^yw 

^-^r^] = - 1 - P A^^y)/^ ? 5 - 

2— {4- [2- (4-^DP7i=/H -5- ( 5 — * fA/it**^*/*- JV- 
2-^(ju) 7i=;w) — 1 — ^ p vvw< l/V^^ff V— 

2- {4- [2- (4-^PP7i^) -5- (5-^f/l'f7/^/l'-2 
^Viz/l^^rix] - 1 —is? P^dr^/W^y^ $ ^y~- iV 

2- {4- [2- (4-^pp7i=;H -s-fFy/^-S-^^y 

^/U^-dri/] :7^~/W - 1 — V* P^rvVW^y^ ^ /U— 5 

2- {4- [ 5 — ^ p p — 2 — (4-i/7/7a^) ^i'vVM-^i'] 7^ 
=/W - 1 — n^dr^vw^y-f ^^y— /V— 5 

2- {4— 2— (4 h 7 yU— 5 -/f/l/7s-^) 

i^yt'^-^^] 7x^/i/} - l nA^^y//f 5 /I/— 5 
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2- {4- [2- (4-^ n n 7 31=710 - 5- {2- (4-fc Kd^^lf^ 

/w<^yV S^y— /v- 5 -^/u^Sfe 

2- {4- [2- (4-^OP7i-;V) -5- (2-^-^y^yi>y-l 

% As— 5 -X/Utf^m JMttU 

2- {4- [3- (4-^pp7i=;1') -5- (i^^utf/W-^E-^ytO -< 
^v^/u^-^V] — 2 — 7x^;i/) - l - v-^ a^^ri//^ ^ ^y 

2- {4- [2- (4-^Bn7i=^) -5- (N-t Kn^^T^^y) 

2- {4- [2- (4-^oa7i-;l') -5- (2, 5 — S^t Ko — 5 — * 
df-y-4H-l, 2, 4-t^t^7^-3-'f;l') -<>'v 5 /U'^-^-v'] -2 
-7/l'tP7x=/l'} - 1 —is? v^^ris/U^^y^ % y/-^- 5 — J) JUt^I/ 

2 - {4 - [2 - (4-^PP7i =-/V) - 5 - ( 2 - ^"^ y - 3 H - 1 , 2 , 
3, 5-iW7i?7^-4-'f;V) ^^/l^^ri/] -2-7;^P7 
^rz/u} - i n^s**J/yW<>'yV 5 ^/—/w- 5 -ijjv^^m. MMM.^ 

2- {4- [2- (4-^nn^^=/V) -5- (2, 5-^kKP-5-t 
^y-4H-l, 2, 4-^75^7/^-3-^^) ^i^/l^^i^] -2- 
T7;x^/W — 1 — »^3f S'/WO'yV 51 ^y— )V— 5 -jfrA'z}?^'^ 

2— {4— [2— (4-^pp7i —/i') —5— (v'^a7Plf;i'*;^^ 
/tO -<V^/P^-=Jrix] — 2 — y/W^-P ^^=/U} — 1 — is? u-^vvW^yy-l' 

^^y— /v- 5-*/W3i?^ift tuts 

2- {4 - [2- (4-^PP7i=/l') - 5- ay^/l^/W^^/W) 
^i^/U*-**^] -2-7/l/tP7x=/V) - 1 - n/sdf^/^y^ 5; y 
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2 - {4- [2- ( 4 - ^ PD7 3i s/W) - 5— (tert - -fffr-fr ;U/<^r 

2- {4- [2- (4-^PP7i=;l/) -5- Wy7*f/V*/V^'f^) 
^^$?/u*dp-£/] -2-7/^n7i=;v) - 1 — ix^ n^^v-z^v^-T $ ^ 

5 - # &Bfc!iu 

2 - {4 - [2 - (4-^p a - 5- {(1-fc Yv$r*y7u/*i/- 

JJ tV s*=es( M ^y^l/t^rV] - 2-7;^n7x^;W - 1 -is 
^ P^devvw^yV %. PV—tV- 5 -Xsutf^m 

2- {4- [2- (4-^aP7x=;l/) -5— 1> drv^/W^-f /W) ^< 

2- {4- [2- (4 - ^ a a -5 - {(2, Kp^7p 

fcVi") ^/w^j&^/i^} ^V*^**^] -2-7;^p7i=;H — l— i/^n 

2— {4— [2— (4 — ^ P P 7x-/l/) —5— (N — auf-jv— N — t^frtt 
jU/<^y(;V) ^<>'v ? ^^-^v'] — 2 — ^/i^p 7 ^=/W — 1 — v"^ a^df-vvi' 

2- {4- [2- (4-^PH7i=/V) -5- (N-^^/U-N-T'n fc? 
%;i<s<*:4 jv) s<^i?/u&3ri/l - 2. -y jvjru? ^~;v) — 1 - n^^riy 

2- {4- [2- (4-^PB7x=A') -5- (N — f77P^-N-^ 
^vi^/W^-i'/w) ^^vvl^^riy] -2-7;Vtn7x=^} — 1— v-^p-^ 

2- {4- [2- (4 P P^^c-Zl') -5- (2, 6— ■S?**7H^!J$> 

1 --f — ;V) s<y\?JVjr3ci/~\ -2-7;^P7x^W 
u^^f/w^y^ 5: /v- 5 -X/utf^m. ffi.m&. 
2- {4- [5- (7~?-JVjj;V/^j ;v) -2- (4-^pp7xx/P) 
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)v- 5 &mm.s 

2- {4- [2- (4-^nB7x^) -5- (:Tn \*/v%?V/**e*i fr) *-< 
2— {4- [2- (4-^ an 7^^^) —5 - (^^vl^/W^^f /U) 

^- 5 - # &m&, 

2- {4- [2- (4-^Pa7i^) -5 - {(i?* =f- )V1j )Vs^-i )V) T 

2- {4- [2- (4-^pp7*=;v) - 5- {(^-yv^ y y 7J/U#=/U) 7 
5/} ^y^t^v'] — 2 — y?v^rx2 y =c.^jv} — 1 --y-^ u^^y/u^.yy 

2 - { 4 - [2- (4-^na^^^/U) -5-!)W F^/^^-v'] - 
2 — 7 j,- — 1 — ^ p^3rvvw<;xy-f 5 5 — ^/v-/*? 

2- {4- [2- (4-^PP7i^) - 5- {{=^-J-^i} /V/^y ;V) 75 

2 - {4 - [2 - (4-^P P7i=/U) - 5 - { ('f fcVl^/W^-l'/l') 
757} ^V^yV^-dr^] - 2-7/^0 7x=/U} — 1 — P~-3r i/A"<ls 

2- {4- [2- (3, 4-i?7;l-tP7x^;l/) -5- (4 V^n^f jVj] )V 
s^-i ;v) ^y^)Vir^ri/1 -2-7;i'tP7i^i'! - l - %/# p^3^/w< 
yV<4 5 5 — 

2- {4- [2- (2, 4 -V^/M-P -5- (^y^PtVl^TJ^ 

✓^>f/W) ^<^^/W^-df^] -2-7;Vtd7x=^} - 1 - v-;? P^^>>/W< 

582 



WO 03/000254 



PCT/JP02/06405 



2- {4- [2- (3, 5-^BP7i^) -5- (y V7u \£jV-fj)V/^ 
*4 JV) ^yyVM-^y] - 2-7/l>a-v -7^~)V\ - 1 -yy P^d^y/WO 

yy % w—)v- 5 -*/U7$^m &b&hl 

2- {4- [2- (3-^an-4-7;^07i=;u) -5- (y yy*P f 
2- {4- [2- (3, 4-^^5 137*^) -5- (-f V y°P \f}Vfj)V/^ 

t^ju) ^<yy/v;*-=¥y] -2-7^tD7i=;W - l -yy P^=^y/w<y 

2- {4- [2- (4-^0 0-2-7/^0 71^) -5- Wy/Pk' 

/vjfr/i^^y/vO -^yyvi^^y] -2-7/^o7s=/i') — i -yy u^*c 
^/Kyy^5y/^-5-*/^yi 

2— {4- [2- (4-^PD-2-7/^P7x^/V) -5- (fc°P!jyy 

— lV-f);Vi^z=.;V) -2-7/UtD7s=/l') — 1— yy 

p^3ryyw<yyy 5 tfV—iv— 5 -tf/uaffyifc 

2— {4- [2- (4-^OP-3-7/^B7i=/I/) -5- (fc°Pjjyy 

— 1 — -I'/l' ^7^^-/u) ^yi?;l/t^r^] -2-7/k^P7s^/l'} — 1 — yy 

2- {4- [2- (4-^PP-3-7/PtP7i^) -5- W77Pf 
/l^/W^y/l^) ^y^t*^] -2-7/VtP7i=/V} -l-yyp'vdf 

2- {4- [2- {4- (y^/w^-^-) 7i=/v} -5- 
yy-i-y/W -^yy/M-^y] -2-7/^P7i=/i'} — 1 — yy 

2- {4 - [2- {4 - (y^Vl^;*-) 7a-/U} -5- WV/Pf/k*/!/ 

/u) ^yyyi^^ry] -2-7/i/tD7*^/i/} — 1 — yy u^^y/v^ 

yyy ^ y^'-jv- 5-$/U7$i/m m.mm., 

2— {4- [4-ypp-2- (4-^PP7i = /l') -5- (1, 

yy y^-ry y yy- 2 -y/w) ^yy/v^-^y] - 2-7/^n7i=/W 

583 



WO 03/000254 



PCT/JP02/06405 



— l - %/t P's^^i/^y/'f 5 try— /v- 5 -jj/u-tf^m 
2- {4- [4 — ( 4 - 9 o n 7 -5- 

2 _ { 4 _ [2- (4-^DD7x=;>) - 5- Uy^PtVl/7$y^/I/* 

2- {4 - [2- (4 n n -5- As* 1 * 4 A?) 

2- {4- [2- (4-^ pn:7:*~/V) - 5- ( 4 — t K n sSf *> t?-< 17 v 5 y 

2 - {4 - [2- (4 P U7^~M - 5- (^y7°a^*;w^^^) 

y—/u-5-#/i'78i/m &mi&, 

2 - {4 - [2- (4 n n^^^^W) -5 - y^n \? ;\>U jvs^j )V) 
^yy^^fy] y x-=-jv\ - i — y^ n^yf-^yy-f 5 yy-^- 5 

2 - {4- [2- (4-^Pn7x=;W) —5 - ^Vl^/W^'fVl') 
-y 9 SAsit**s\ 7=c=.jv} - l -*s>? u^vf-fV^i/yj % #y— )V- 5 -%A< 
#yi iftlfctu 

2- {4 - [2- (4-^nn7s=/l') -5- (4-fc Ko^yt'^y^y 
,vU)Vi£=.)V) *<-yi?frHr*t%/l 7^~/v) - l xi^yf-iv^y 

yj % ?y—jv- 5 -x/vis^m. j&Rttu 

2 — {4- [2- (4-^pp7x=;V) -5— Wy7 p nf^;W^'f;l') 
^^/M-^] 7:n=/W - l- (rh7tKpftt7y-4-'{/i') 

y-i % ?y—)v- 5 -xs^^m. 

2- {4- [2- nu7 a^~>V) -5- (k'n^^y-l-^/^ 

584 



WO 03/000254 



PCT/JP02/06405 



2- {4- [2- (4-^PC7x^/V) - 5- {4 V7xi\f}Vti )V/<*cJ 
^^i^/^^v-] — 2 — y/l^n y^^/W -1- h 7 t KP^^-tf7 y- 

2- {4- [2- (4-^nn7i^) -5- ( 2 — y a y 1 
— -Ov) ^^v^/V^-^ri^] — 2 — ^/i^n 7xn;u} —l — (rf7tKnft 

tr^y— 4-w/i') ^o-y-r $yy— /u- 5 -*>/\s7$^m 

2- {4- [2- ( 4 - ^ n p 7x=/l') - 5- W y/P tV^;W^^f;l/) 

2- {4- [2- (4— y any a^/P) - 5- (If a J> 1 — ^jV-^jjV 

tf^jU) ^^^/If^-^r^] -2-7/VtP7i=;P} - 1 - t°^<y v 5 / ^yy^f 

5 yy— /u- 5 -y7 7^^, 
2- {4- [2- (4 — y n n ^cc^/v) -5- ( 2 — >( $, yy y ^— 2 --f 

2- {4- [2- (4-^nn7i^) -5- ( 2 - $-*c y ^"^1^ y U v 5 ^ 

2- {4- [2- (4-^aP7i^V) -5- (2 -t^y^ 5^y P 
-1— -^Vi^/W^-^ri^] - 2-y/l^^-n^zu^/V} - 1 -->y u^^i^ 

^yy^^y^-5-*;^yi m.mm.s 

2- {4- [2- (4-^OD7*-/l') -5- (2-t^ty]Jy-2-^ 
;W7^/) ^^-i^yi^^-dr^] -2-7;^D7i=/W — l — $/y n-<^S//w< 

yyy ^ yy— /k- 5 
2- {4 - [{2- [{(iyy ^;*/w^yyio y i^y} y^/u] -4- (4 

n^i/Myy^f 5: yy— /v- 5 -#/i^y^ j&ifcttu 

585 



WO 03/000254 



PCT/JP02/06405 



2 - {4 - [{4- (4 - -y)Visr D7x —A*) - 2- ( 4 - fc KP^ri/ U 5? 
2- {4- [{4- (4-7;l'tn7i=/l') -2 - [ (# /W*^ ;V * b*ci/) 

2- {4- [{4— (4 — -y^arv? ^ -2- ^v^/w*^ /v) ^ 

2- {4- [{4- (4-7^071=^) -2- {(2— t \tu*r*y^?-;v) 

2- {4- [{2- (4-7;>to7x=^) -5- * ^;Vjj ;V ;V) 
^Ht^ol^- 3 -4 sv) ^ h^i/] - 2 -ytvyfru? =^~M — l—i/? n^e^- 

^w^y-f % yy— >v- 5 -^/i^tj?^ ^^s, 

2- {4- [{2- (4-7/^P7i^) -5 - (-< y^n fcVU;*7/I^^--f 

^^^/^^y-f 5; ^y— /U- 5 -^7/U^>-m 

2- {4- [{2- (4-7/l/tP7i=;l') - 5 - (4-fc K n =^ iX fcv< y v> 
^- 1 — f/V#/l'tf^/l') ^^"^ ji^- 3 -^/^} ^ h=3fV] -2-7WP7 

^^jv) - 1 - ^ p-^vvw^y-Y 5 fV—fV- 5 -#/^^$? £lfeik^ 
2- {4- C 2 - (4 - ^ P 0 7x^/V) -5- (v^^vifc/w^-ov) ^< 
is] - 2 — 7 a^=-M -l-^PA^/l/-5-f)«7y 

— /v- 5 -^r/wo'y^' $ ^y— /k 

2- {4- [2— (4 — ^/U^^v'^ai^/l^) - 5 - ^ p p^y^t^i/] 

— 2 — :7^~/W — l — is? D-^.df-v'yv— 5 — -r h 7 y— /U— 5—^/1^ 

2- {4- [2- (4-^PP7i=;l') - 5- (-Y 77a tVl^/W^^f 
^^v 5 /^^^] - 2 -y/v^-n - l -i/^ n^**/;V- 5 - (2, 

586 



WO 03/000254 



PCT/JP02/06405 



5-i?tKn-5-^y-4H-l, 2, A -^r^V'T ^/ Z - ^ )V) 

• 2- {4- [ 5 -^//W^^v^- 2 - vu7 a^=.jv) ^y^/^^e/] 

- 2-7/vtQ7s=/l'} - 5 —*/T J - 1 -V* n^ari^/W<yyV 5; ^y*— 

2- {4- [2- (4-? uuy^^/U) -5- (v^ ^/l^/W^^T /u) 
yvVv^^rv'] -2-7;i'ta7i=/i') - 5 - i/7 ; - 1 - n 

2- {4- [{ N— (4— S^^vl^A"**^ AO -N- (4 — yVU^n = 

2— {5 — [lf^ (S'-7A'*B7xs^) ^ ^-/W] — 2 — "7 jVHru — 4 — t 
Kn^v-y A-}- 1 — i/y n-^vvu-^ixyV ? ^y*— /V- 5 -*/^#^^ > 

2 - {3 - [if* (3-7/^P7s = ;l/) ^^VKl - 2 — — 4 — t 
Ka^-v'^ai=/v}- l — -yy P^^iyyW<yyV 5 yV— 5 -jfc/i-'tfty^ 

2— {4— [( 3 — f/^/W^^;V7 x.—/l<-) (4—7/U^-n-7ai=./U) 
y- b*ris] -2-7^ta7x=:;i/} - l - %/# D^dri/^y^ 5; yy — 

- 5 /i^tj? ^gfc 

2 - {4 - [{3 - (4 — fc Kp drv-fc^ JJ S^V— 1 /l^/l'tff—AO 7x^ 
AO (4 -y/t^n y^=/iO y b^y] - 2-7;^a7i=;i/} - l — a 

1- {[2- {4- ([4— (4-7;^D7i=/l') - 2-y yVl^Ty* — A' 

y h^y) y^=AO - 1 - i/^ P A^fi/^yj// » ^^-/i/- 
5-4^1 j];V7$~M — (3 — D — fts# n y gj^ 

{[2- {4- [tfy (3 - 7;wtP7*=;i/) y b^-y] - 2 -y yi^a y * 
=ytO - i - i/^ o^^-y/^y y*^ 5 ^y*-/w- 5 — i D/v-tf—M -$ 

- D — yVvy n y@£ x 

2- {4- [2- (4-^no7x=;i/) -5- (1, 1 - y y ^7* 
/y-yy-2-^/1') ^ys?/M-^i/] -2-7;y^*P7x=;l'} -1— S^n 



587 



WO 03/000254 



PCT/JP02/06405 



3 - {[4- (5 -75 J *iVi£~>V- 1 -ixy P^^rvvl^yy-T % W—>V 
-3-7;vtn7a/^] *?vW -4- ( 4 - y p p y =c 
-N-4 yy"n tM>XT? h\ 

2- [4- {2- (4-^na7i^) -6- (^f V ^p fcVWT* 5 y 
^A-) ^yJ/vHr^-^} -2-7/l'tP7i=/i'] - 1 - is? P^^rvvwO-y 

S:y*y— /W- 5 -^^aK^ife 

2- [4- {2- ( 4 - ^ P P 7 ^ — 4 ~~7;v^ru— 5 - (1, 1 — *J> 

^y-r yfr/y s?y- 2 --y/u) ^^yv^^y} - 2-7^tn7i^] 
- 1 p^^ywo-y-T 5 y*y— /w- 5 -;fr/M?y& :&i^4£:, 

2- [4- {2- (4-^B7i^;V) —5- (y yy"P tVWT5 7^7^71? 
:=vu) ^<>-^yU^-=5r-y} -2-7/Vtn7i=/>] — 1 — yy w^^is/u— 4 — 

h=arv~<^yy 5: y*y— ^- 5 -xjutf^m &Bfe&^ 

2- [4- {2- (4-^nP7i-;W -5- (N-'f y7"a 

/i'— n — y f~A^7 5 y ) ^yyvi^dp-y} -2-7^ta7s=;i'] — 1— yy 

2- [4- {2— (4 P P 7*=/!/) —5- W f/l/*/l/jR=/W7 

5/) ^y^/vt^i/} - 2 — -yjv^rxi -l-^n^Myj/ 

2 — [3 - {[4 — (4 -yjuj-u y ^~su) -2-^fW , /-;i'-5-f 
/v] y-^vW -4-tKP^i/7x=;v] - i - ^ n^^/i^y/Y § 
— /v- 5 — tf/w^vift, 

2- [4- {2— (4-^nn7i^) — 4 — yjv^ru — 5 — ( 2 -^df-y 

t°P y yy- 1 --f /p) ^yyVK^y} - 2 -y/i^P y ^c^y] -i-yy 

2— [4- {2— (4 — y n p y au=-jv) —5 — (^f/^;i/*=;V7 5 7) 
^y^^-X -2-7;^a7i=;v] — 1 — yy o^vMyy^f 5 y 

2- [4- {2- (4-^PP7x=;V) -5- [N-y 9v^-N- (^^/V 

588 



WO 03/000254 



PCT/JP02/06405 



2- [4- {[3- (4-^nP7x = ^) -6- (2-^7^1)^-1 
-^^) t!)^y-2-^;l'] ^^V^-=3r^} - 2 - -1- 

2- [4 - {2- (4 - ^ o p ^cc^/P) -5- (TtWU) sO-iS/ls 

^-^■-y} — 2 — 7 jviruz? zc~>v] - i u^^zs/v^.i/Sj * yy- /u- 

2- [4— {2— (4— ^OP7x^;l') —5— (N — T-fe^A—N — ^^vt" 
757) ^C/^V^^i/} — 2 -7;WtD7x = ;V'] — 1 — P ^^f- $//W<i/ 

2- [4- {2- (4-^nt37i^) -5- (N-T-^^/l'-N-^ p P fc° 
/UT 5 / ) ^y^t.^v') -2-7/l/tn7x-/V] — 1 — a ^dr-^w^ 

2- [4- {2- (4-^Pn7x^;l/) -5— [N — ^c^l—N— (;* ^VW 
T^y] -O-^^^-^i^} -2-7^n7x=^] - 1 — 9 s9 n 

2— [4 — {2— (4-^aP7x=/l') —5— [N— (y ^jV^/VHs^/V) 
2- [4- {2- (4-^PP7x^/V) -5- (N-T-fc^Vt'-N-.^A' 

7?;) -<^s?A/*dp-s^} -2-7;vtB7x=;v] — i — p^$f-*>vw<1' 

2- [4— {2— (4-^PP7x^) —5— [N— ( ^^/UXsU7fr=^/U) 
— N-y^/VT^y] / <yv f ;^ ;3 rv'} -2-7;^P7x^] — 1 -v'^n 

2- [4— {2— (4— ^PP^a^/V) —5— [N — N— (^ ; ?VV' 

^./W^^/l^) T^y] ^^i^/V^-^r^} — 2 -7;^P7x-/l'] -1-^^p 



589 



WO 03/000254 



PCT/JP02/06405 



2- [4- {2- (4-^071^) -5- [N- ;Vi$=. /U) 

-N-^W5/] ^is^jU^r^is) -2-7^ta7i=/l/] -l-isfv 

2- [4- {2- ( 4 - ^ P P 7 i -5- [N — -31^71^ — N — (^/U 

2- [4- {2- (4-^PP7i^) - 5 — h^ix^^v 5 ^^-^^} - 
2-7;i^ta7x=/i'] - 1 — *S# P^^rix/^^y*^' ^ tfV—fr- 5 -^/Wzf? 

2- [4- {2- (4 - ^ P P7x-;U) -5- (N - Tir^A- N - 4 V *7 
PtVUT^y) ^O'v'/l'^df-v'} -2-7;>tP7x^] - 1 - *S# P^drf 
A~<Zs^4 $ /U- 5 jftl&ttU 

{[2- {4- [2- (4 - ^ p 0 7x-;l/) -5- ( 2 -^^r V t? P JJ *J IS — 
1— YAO ^f^A^^f ] -2-7/l'tP7j^l') - 1 - P^=3rvvW< 
v^5^y*^^-5-Y^] ^/vtK^/W - 0 — D — ^A-^ P 

2- {4- [2- (4 — ^ P P 7x^/1/) - 5- Wy7n^;M^^;l/) 
s<lS*SJU$-*-i/~\ 7i=/l/} - 3 -i/^ n^dr^/U- 3 H--f ^ ^7* [4, 5- 

b] try vis- 6 -%/utfi/m mM&s rx* 

2- {4- [2— (4-^PP7xx;l/) -5— ( fc°P V S? is— 1 -^A^A 
^—/i^^y^/i^^r^y z^=^M- 3 -is? p^-^vvi'— 3 H-4 5 ^y*[4, 

5-b] t°y is is- & mm&frbtuzm*. oawiti/SBi^e 1 

6 3 . fft£3( 2 9M6 2 OV>i* iL^lClBiK^^m^^XfimiSI-hW^ $ 

6 4 . fiMtJS 1 2 8 xfi 2 9 75^ 6 2 <D\^-rfofrKmm<Dm&mik-&my. 

Y/^^y^7 emwMo 

6 5 . 1 7bm 2 8X142 9 6 2 ©V^i"iX*^1BlftOtt'g'atft'g-4*X 

590 



WO 03/000254 



6 6 . m&m 2 9 Tbw. 6 2 <D\^*ifr\z.&to(Difc&m{k&toJi.Kim±v?& £ 

6 7. (a) W*^6 5 iC&ffiCDtfLCMRf&VJjl'Xmk. ih) fc<D%iV J )V 

6 8. (a) |»^6 5 \CW.m<D&tcmiff&V<</l'XMb. (bW^*-?* 

6 9. ( a ) 6 4 (' |3«o© C IfF^ ^ ^ P ^ 7 - ^Plt^J t ^ (b) 

7 0. (a) m^m6 4icmm<ocm^^^^^^v ?* y—^mmmb, (b) 
7 i. ria-^ cm]. -r-^^s^^y-r ^^-/Wb-^xii^it. 

o R " 38 

xtt^^p^^s-(?as> t> . r° 38 fe7kmm*xn-7 vmm*x*hz> 0 ) 

7 2. 4- {A-y JV^-V? ^—JV) - 5 - t KB 3rV;* ^7U— 2 — ^ 'fvl'^ 
7/-/VS(/4 -. (4-7;i'tn7i=;i') - 5 n n p< f-fls— 2 — ff-tv^f- 
T y-/\sfr ittf *t-5 y-Mk^XfiM^i^ £ ti 5 

7 3. 1— (4' — 7 o d - 2 - t Ko ^v';* ^/V— If ^^n/U- 4 — >f/V) 
- 2 - t°T3 y v?/ >-^t>* 1 - (4' -^nn-2-^OB^f/I/-f7x=^- 

74. (a) tt^iiB^^-^ [i ] xmisft5m&mk&V!>y.temM± 



591 



WO 03/000254 



PCT/JP02/06405 



mm^o 

75. (a) i ctto-jHta; [i] -eic i5tiz>m&mk&MJitemm± 
7 6 . mwMom&m i ib*©— «5£ c i ] T?*sft**^*fc^*xtt*Hi 

7 9. ^T5»*©SS*3S 1 IB*©— JttSt [I] X*^ £ *L5 ^Sft^XteSilSS 
■^tPs »^7 9lS«0^feo 

8 2. cafff*f&«fflE3KSr»3ti-5fc«>©»**liB*©-J»S: [I] "C* 

8 4. If^3Sll2«o-^ [I] -eaf^nsJB^atft^XWLftlllliW** 
8 5. If jfcJS l ^S; [i] X-m£iiZl&&m4k&Va3U*Mm±f?®£ 

8 6. Amm^mmMm, Mgim^c»<DftiM 



592 



WO 03/000254 



PCT/JP02/06405 



593 



INTERNATIONAL SEARCH REPORT 



International application No. 

PCT/JP02/06405 



A. CLASSIFICATION OF SUBJECT MATTER 

Int. CI 7 A61K31/4184, 31/4439, 31/42, 31/4523, 31/496, 31/55, 31/427, 

31/506, 31/437, C07D235/18, 235/30, 409/12, 401/12, 413/12, 401/04, 
403/12, 417/12, 405/12, 471/04, A61P31/12, 1/16, 43/00 
According to International Patent Classification (IPC) or to both national classification and IPC 

B. FIELDS SEARCHED 

Minimum documentation searched (classification system followed by classification symbols) 

Int. CI 7 A61K31/4184, 31/4439, 31/42, 31/4523, 31/496, 31/55, 31/427, 

31/506, 31/437, C07D235/18, 235/30, 409/12, 401/12, 413/12, 401/04, 
403/12, 417/12, 405/12, 471/04, A61P31/12, 1/16, 43/00 

Documentation searched other than minimum documentation to the extent that such documents are included in the fields searched 

Jitsuyo Shinan Koho 1940-1992 Toroku Jitsuyo Shinan Koho 1994-1996 

Kokai Jitsuyo Shinan Koho 1971-1992 Jitsuyo Shinan Toroku Koho 1996-2002 

Electronic data base consulted during the international search (name of data base and, where practicable, search terms used) 
CAPLUS (STN) , REGISTRY (STN) 



C. DOCUMENTS CONSIDERED TO BE RELEVANT 



Category* 


Citation of document, with indication, where appropriate, of the relevant passages 


Relevant to claim No. 


X 


JP 06-025182 A (Kanebo, Ltd.), 


86,87 


Y 


01 February, 1994 (01.02.94), 


74,75 


A 


(Family: none) 


1-73,82-85 


X 


EP 507650 Al (Synthelabo S.A.), 


86, 87 


Y 


07 October, 1992 (07.10.92), 


74,75 


A 


& JP 05-112563 A2 & US 5280030 A 


1-73,82-85 


X 


EP 10063 A2 (Ciba-Geigy A.-G-), 


86,87 


Y 


16 April, 1980 (16.04.80), 


74,75 


A 


& JP 55-049374 A 


1-73,82-85 


X 


Kataev, V.A. et al . , Preparation and immunomodula 


86, 87 


Y 


ting effect of (l-thietanyl-3) benzimidazoles . , 


74,75 


A 


Khimiko-Farmatsevticheskii Zhurnal, Vol.30, No. 7 


1-73, 82-85 




(1996), pages 22 to 24 





|~x~| Further documents are listed in the continuation of Box C. Q See patent family annex. 



* Special categories of cited documents: 

"A" document defining the general state of the art which is not 

considered to be of particular relevance * 

earlier document but published on or after the international filing 

date 

W L M document which may throw doubts on priority claim(s) or which is 
cited to establish the publication date of another citation or other 
special reason (as specified) 

"O" document referring to an oral disclosure, use, exhibition or other 
means 

"P" document published prior to the international filing date but later 



T later document published after the international filing date or 
priority date and not in conflict with the application but cited to 
understand the principle or theory underlying the invention 

"X" document of particular relevance; the claimed invention cannot be 
considered novel or cannot be considered to involve an inventive 
step when the document is taken alone 

T document of particular relevance; the claimed invention cannot be 
considered to involve an inventive step when the document is 
combined with one or more other such documents, such 
combination being obvious to a person skilled in the art 
document member of the same patent family 



Date of the actual completion of the international search 
02 September, 2002 (02.09.02) 


Date of mailing of the international search report 

17 September, -2002 (17.09.02) 


Name and mailing address of the ISA/ 

Japanese Patent Office 

Facsimile No. 


Authorized officer 
Telephone No. 



Form PCT/ISA/210 (second sheet) (July 1998) 



INTERNATIONAL SEARCH REPORT 


International application No. 

PCT/JP02/06405 


C (Continuation). DOCUMENTS CONSIDERED TO BE RELEVANT 


Category* 


Citation of document, with indication, where appropriate, of the relevant passages 


Relevant to claim No. 


Y 

Y 

P,X 
P/X 
A 

A 


WO 99/24060 Al (Mayo Foundation for Medical 
Education and Research) , 
20 May, 1999 (20.05.99), 

& EP 1028745 A & JP 2001-522811 A 

WO 97/41884 Al (Pharma Pacific PTY. Ltd.), 

13 November, 1997 (13.11.97), 

& EP 906119 A & US 5997858 A 
& JP 12-505478 A 

WO 01/47883 Al (Japan Tobacco Inc.), 

05 July, 2001 (05.07.01), 

6 EP 1162196 Al & JP 2001-247550 A 

WO 02/04425 A2 (Boehringer Ingelheim Ltd.), 
17 January, 2002 (17.01-02), 
& US 2002065418 A 

WO 96/07646 Al (Wellcome Foundation Ltd.), 

14 March, 1996 (14.03.96), 

& US 5534535 A & EP 779885 Al 
& JP 10-505092 A 

WO 97/25316 Al (Glaxo Group Ltd.) 
17 July, 1997 (17.07.97), 

& EP 886635 Al & JP 2000-503017 A 
& US 5998398 A 


74,75 

74,75 

1-75, 82-87 
1-75,82-87 
1-75,82-87 

1-75, 82-87 



Form PCr/ISA/210 (continuation of second sheet) (July 1998) 



INTERNATIONAL SEARCH REPORT 



International application No. 

PCT/JP02/06405 



Box I Observations where certain claims were found unsearchable (Continuation of item 1 f first sheet) 



This international search report has not been established in respect of certain claims under Article 17(2)(a) for the following reasons: 

1. [x] QaimsNos.: 76-81 

because they relate to subject matter not required to be searched by this Authority, namely: 
Claims 7 6 to 81 pertain to methods for treatment of the human body'by therapy 
and thus relate to a subject matter which this International Searching 
Authority is not required, under the provisions of Article 17(2) (a) (i) of 
the PCT and Rule 39.1 (iV) of the Regulations under the PCT, to search. 

2. Q aaimsNos.: 

because they relate to parts of the international application that do not comply with the prescribed requirements to such an 
extent that no meaningful international search can be carried out, specifically: 



O 



Claims Nos.: 

because they are dependent claims and are not drafted in accordance with the second and third sentences of Rule 6.4(a). 



Box II Observations where unity of invention is lacking (Continuation of item 2 of first sheet) 



This International Searching Authority found multiple inventions in this international application, as follows: 

Since the invention as set forth in claim 71 and the inventions as set forth 
in claims 72 and 73 relate to intermediates in different parts of the invention 
as set forth in claim 29, these inventions are not regarded as having a common 
technical feature . 



1. | — | As all required additional search fees were timely paid by the applicant, this international search report covers all searchable 

claims. 

2. £x] As all searchable claims could be searched without effort justifying an additional fee, this Authority did not invite payment 

of any additional fee. 

3. | — [ As only some of the required additional search fees were timely paid by the applicant, this international search report covers 

only those claims for which fees were paid, specifically claims Nos.: 



4. ^2 No required additional search fees were timely paid by the applicant. Consequently, this international search report is 
restricted to the invention first mentioned in the claims; it is covered by claims Nos.: 



Remark on Protest | [ The additional search fees were accompanied by the applicant's protest. 

| | No protest accompanied the payment of additional search fees. 



Form PCT/ISA/210 (continuation of first sheet (1)) (July 1998) 



INTERNATIONAL SEARCH REPORT 



International application No. 

PCT/JP02/06405 



Claims 1 to 5, 11 to 28, 74, 75 and 82 to 87 involve a great number 
of compounds in the scopes thereof- However, only parts of the claimed 
compounds are supported by the description in the meaning as defined 
in PCT Article 6 and disclosed therein in the meaning as defined in PCT 
Article 5. 

Such being the case, this search has been made on the parts supported 
by the description and disclosed therein, i.e., the compounds as set 
forth in claims 6 to 10 and 29 to 73. 



Form PCT/ISA/210 (extra sheet) (July 1998) 



mmtam&^ pct/jpo2/o64os 



a. ?swwsi-5^"s?©^ (mte&mrm (i pc) ) 

Int. CI 7 A61K3 1/4 1 84, 3 1/443 9, 3 1/4 2, 3 1/4 5 2 3, 3 1/4 9 6, 3 1/5 5, 3 
1/4 2 7, 3 1/5 0 6, 3 1/4 3 7, C07D2 3 5/1 8, 2 3 5/3 0, 40 9/1 2, 40 1/1 2, 4 1 3/1 
2, 40 1/04, 40 3/1 2, 4 1 7/1 2, 405/1 2, 471/04, A61P31/12, 1/16, 4 3/0 0 



IHEfcfroJ^NRWW- (m&Mtfcfrm (IPC) ) 

Int. CI 7 A61K3 1/4 1 84, 3 1/443 9, 3 1/4 2, 3 1/4 5 2 3, 3 1/4 9 6, 3 1/5 5, 3 
1/4 2 7, 3 1/5 0 6, 3 1/4 3 7, C07D2 3 5/1 8, 2 3 5/3 0, 40 9/1 2, 40 1/1 2, 41 3/1 
2, 40 1/04, 40 3/1 2, 4 1 7/1 2, 40 5/1 2, 47 1/04, A61P31/12, 1/16, 4 3/0 0 



B*HSiJS*r3g2r« 1940-199 2# 

B*B&H*Ufl9rX&* 1971-199 2*F 

B*mxm&mmtes&i 1994-1996^ 

b *mmmmm%M4in 1996-2002^ 



CAPLUS (STN) » REGISTRY (STN) 



C. 









X 


JP 06-025182 k(m®M.j££;#:) 1994. 02. 01 (7 7 ^D — U) 


86, 87 


Y 




74, 75 


.. A" 




1-73, 82-85 


X 


EP 507650 Al (Synthelabo S. A. ) 1992. 10. 07 


86, 87 


Y 


& JP 05-112563 A2 & US 5280030 A 


74,75 


A 




1-73, 82-85 



&© 

l"Lj ^^lUc^^ffijEi-SXgfcXfiWlO^^fi 1 

roj oMKxzffl^ mm. s^i-ws-rsxsfc 



r&j ^-/<fyh77?J-« 



0 2. 0 9. 0 2 


B 17. 09. 02 


B*Hf#ffJT (ISA/JP) 
100-8915 
JfJfC^tt ffl i§ HT 14f3f 


mMM* «tRB©*>£JBi») — . 
SSS## 03-3581-110 1 " P 


4 C 


9 0 5 1 


'gift 3 4 5 2 



«SPCT/ISA/2 10 (»2^-0 (1 9 98*F7^) 



@BSfflJP#-5§- PCT/JP02/06405 



C Wtt) 



mm-rz> 



x 

Y 
A 

x 

Y 
A 



PX 



PX 



EP 10063 A2(Ciba-Geigy A. -G. ) 1980. 04. 16 
i JP 55-049374 A 



Kataev, V. A. et. al. , Preparation and immunomodulating eff 
ect of (l-thietanyl-3)benzimidazoles. , Khimiko-Farmatsevtich 
eskii Zhurnal, Vol.30, No. 7 (1996) P. 22-24 

WO 99/24060 AKMAY0 FOUNDATION for MEDICAL EDUCATION and RE 
SEARCH) 1999. 05. 20 & EP 1028745 A & JP 2001-522811 A 

WO 97/41884 A1(PHARMA PACIFIC PTY. LTD. ) 1997. 11. 13 
& EP 906119 A & US 5997858 A & JP 12-505478 A 

WO 01/47883 Al (Japan Tobacco Inc. ) 2001. 07. 05 
& EP 1162196 Al & JP 2001-247550 A 

WO 02/04425 A2 (Boehringer Ingelheim Ltd. ) 2002. 01. 17 
& US 2002065418 A 

WO 96/07646 Al (Wellcome Foundation Limited) 1996. 03. 14 
& US 5534535 A & EP 779885 Al & JP 10-505092 A 

WO 97/25316 Al (Glaxo Group Ltd. ) 1997. 07. 17 
& EP 886635 Al & JP 2000-503017 A & US 5998398 A 



86, 87 
74, 75 
1-73, 82-85 

86,87 
74, 75 
1-73, 82-85 

74, 75 

74, 75 
1-75, 82-87 
1-75, 82-87 
1-75, 82-87 
1-75, 82-87 



HSPCT/ISA/2 10 (f2-i-^t) (1 9 9 8¥7^) 



m^mm^ pct/jpo 2/0 6 40 5 



2fcS&83:S&3JS (PCT1 7&(2)(a)) ^©BBISWaBKftttftoaSK:* 9«*«>«BB«>H»R:'OV^Tff 

1. [X) ga#<P$5ffl 7 6-81 {A, r(0H^SlS^^|iasSr-r5C:i:Sr^L)fcV>*f^{J:^S 1 t.OT-Cfei 0 

It^o^ffl 7 6 ~ 8 1 ?&!»fci*Afro*0!it^rifete:B8i-«t>o-e*>o-c N pct 

117* (2) .(a) (i) Rt*PCT£fi«3 9. 1 ( i V) (D&^fclJ: t) % ^<^H^ 



3 . □ f»3ji©ffiffl tt, «eM?»*0®ffl-efoo T P C TSMU6. 4 (a) Of 2 Xkxm 3 :fc<0$Ji5£K 



gnffl %B©g-jja*£ft LTV ^-5 fc # (g 1 ^-gg 3 



1. □ WSA^^ncii^P^S^ISWSr-r^TWWrtlc^UfeW-T?, r©HBKW2E«£tt, i-^-C©ga£Rrt£fcl«Jfc 



4. □ mmAi^^^m^^^Mm^\zm^\^ti:^<>±(o^ c^a^s^tt, st^oseiaco^tcis^ 



«PCT/ISA/2 10 (1) ) (1 9 9 8^7^) 



BHWKS* PCT/J PO 2/0 6 4 0 5 



fjt#©$£ffll~5, 11-28, 74, 7 5, 82~87te, #fcteg*©<fl5'S*&'SJ'£UCV'»3. L 

±ot, SS£W:, W«i»tiWtte)*i, M^£*VCV^gfl#, i"ft*>t>, !t#©SSffl 6 ~ 1 0 , 29- 
7 3 fcia»4jxfc-fb'fr*»cHU-CfTo*:. 



iSPCT/ISA/2 10 «Wk*--«*> (19 98¥7^) 



